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COMPOUNDS SUBSTITUTED WITH BICYCLIC AMINO GROUPS 
Cross Reference to Related Application 

This application is a continuation-in-part application of International application 
PCT/JP02/00402 filed January 22, 2002, the entire contents of which are hereby incorporated by 
reference herein. 
Background of the Invention 

The present invention relates to heteroaryl-substituted pyrrole derivatives which are useful as a 
medicament. In detail, the present invention relates to compounds substituted with bicyclic amino 
groups which have excellent inhibitory activity against the production of inflammatory cytokines 
such as interleukin (IL>1, IL-6 and IL-8 and tumor necrosis factor (TNF) and synthetic 
intermediates thereof. As a consequence, the compounds of the present invention have valuable 
anti-pyretic, analgesic and anti-inflammatory activity and are useful in the treatment of 
autoimmune diseases such as chronic rheumatism, bone diseases such as osteoporosis and other 
diseases in which the above-described inflammatory cytokines take part. 
Background art 

Non-steroidal anti-inflammatory drugs (NSAIDs) have been widely used for the treatment and 
prophylaxis of various inflammatory diseases and in pain relief because they have, as their main 
pharmacological activity, anti-pyretic, analgesic, and anti- inflammatory activity which is based on 
their ability to inhibit the biosynthesis of prostaglandin (PG) through the inhibition of 
cyclooxygenase activity. 

For the treatment of chronic rheumatism, NSAIDs are used nosotropically and disease- 
modifying anti-rheumatic drugs (DMARDs) are used etiotropically. 

There are a number of problems associated with these classes of drugs. Conventional NSAIDs 
can induce undesirable side effects including gastrointestinal disorders such as gastric ulcers, 
resulting in difficulties for any patient who has to take such a drug for an extended period of time. 
DMARDs have not yet been clearly shown to exhibit a stable, long-lasting effect. 

A class of active substances generally called cytokines, which are produced in the body 
by immunocytes, has recently been found. One group of cytokines is known as the 
inflammatory cytokines and it includes interleukin (IL)-l, IL-6 and IL-8 and tumor 
necrosis factor (TNF). The inflammatory cytokines have been demonstrated to play a 
major role in a number of biological processes. These include action as an inflammatory 
mediator through the stimulation of the arachidonic acid metabolic 
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pathway leading to the production of PG, the migration of leukocytes, the production 
of acute phase protein, and activation of osteoclasts. 

Due to their mechanism of action, which is different from that of conventional 
drugs such as those described above, compounds which are able to inhibit the 
production of inflammatory cytokines are expected to provide an improved new 
generation of anti-pyretic, analgesic and anti-inflammatory drugs and medicaments 
for the treatment of autoimmune diseases such as chronic rheumatism, bone diseases 
such as osteoporosis and other diseases in which the above-described inflammatory 
cytokines are believed to take part. 



As to heteroaryl compounds having an inhibitory activity against the production of 
inflammatory cytokines, the followings, for example, have been disclosed. 

There is, however, a need for further compounds having improved activity, 
pharmacokinetics and safety. 

Compounds having the characteristic bicyclic amino group of the compounds of 
the present invention have been neither disclosed nor suggested in the prior art. 




WO 9852937 
Compound of Example 17 




,CH 3 



WO 0031063 
C-170 




N=\ r~NH 

Q O 




W097/23479 
Compound of Example 6 



W096/21452 
Compound of Example 23 



On the other hand, as to cyclic aminoketone compounds which are used as 
synthetic intermediates of the compounds substituted with bicyclic amino groups of 
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the present invention, a racemate of 7-octahydroindolizinone is disclosed in 
"Preparation 15" of WO 00/00490. In "Preparation 16" of the said prior art document, 
an attempt was made to improve the purity of the optically active substance by 
converting it to a salt thereof. However, the purity of the compound obtained was 
about 30 %. 

Synthesis of octahydroindolizine-5,7-dione by using N- 
ethoxycarbonylacetylpyrrolidine-2-acetate as a starting material, was disclosed in 
Japanese Patent Application Publication Number Hei7-206863, but it does not refer to 
optical isomers. 

Alternatively, synthesis of 7-octahydroindolizinone by using (2S)-methyl 3-[2-(2- 
methoxy-2-oxoethyl)pyrrolidino]propionic acid (the structure is shown below) as a 
starting material, was disclosed in Justin R. Harrison et al., J. Chem. Soc, Perkin 
Trans. 1, 3623-3631 (1999); however, the purity of the compound obtained was about 



90 % ee 

CH 3 0 2 C 



H 

CH 3 0 2 C "'T\ 



Summary of the Invention 

The inventors have made great efforts to study the synthesis of compounds which 
may inhibit the production of inflammatory cytokines described above, and 
pharmacological action thereof for many years and have found that compounds 
substituted with bicyclic amino groups exhibit excellent inhibitory activity against the 
production of inflammatory cytokines. Furthermore, the inventors have made great 
efforts to study the preparation of cyclic aminoketones having high optical purity, and 
then have found that by using monoester derivatives thereof as starting materials, 'the 
cyclic aminoketones having high optical purity can be synthesized, thereby leading to 
completion of the present invention. 

The present invention relates to 

(1) compounds of the following formula (I), or pharmacologically acceptable salts, 
esters or other derivatives thereof: 
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wherein: 

A represents a trivalent group selected from the group consisting of a benzene ring 
having three substituents R 4 , a pyridine ring having two substituents R 4 , a pyridazine 
ring having one substituent R 4 , a pyrimidine ring having one substituent R 4 , a furan 
ring having one substituent R 4 , a thiophene ring having one substituent R 4 , a pyrazole 
ring having one substituent R 4 , an imidazole ring having one substituent R 4 , an 
isoxazole ring and an isothiazole ring; 

R 1 represents an aryl group; an aryl group which is substituted with one or more 
substituents selected from Substituent group a and Substituent group P; a heteroaryl 
group; or a heteroaryl group which is substituted with one or more substituents 
selected from Substituent group a and Substituent group P; 

R 2 represents a heteroaryl group which has at least one ring nitrogen atom; or a 
heteroaryl group which has at least one ring nitrogen atom, wherein said heteroaryl 
group is substituted with one or more substituents selected from Substituent group a 
and Substituent group P; and 

R 3 represents a group of general formula (Ha), (lib) or (lie) shown below: 




(lla) (lib) (lie) 

[wherein 

a bond including a dotted line represents a single bond or a double bond, 
m represents 1 or 2, 

R 5 represents from 1 to 3 substituents which are independently selected from the 
group consisting of hydrogen atoms, Substituent group a, Substituent group P and 
Substituent group y, 
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one of D and E represents a nitrogen atom and the other represents a group of 
formula >C(R 6 )- (wherein R 6 is a substituent selected from the group consisting of 
hydrogen atoms, Substituent group a and Substituent group p), and 

B represents a 4- to 7-membered heterocyclic ring (said ring may be saturated or 
unsaturated, and may be fused with a group selected from aryl groups, heteroaryl 
groups, cycloalkyl groups and heterocyclyl groups)], and 

R 4 represents a hydrogen atom; a substituent selected from Substituent group P; a 
cycloalkyl group substituted with one or more substituents selected from Substituent 
group a, Substituent group p and Substituent group y; an aryl group; an aryl group 
substituted with one or more substituents selected from Substituent group a, 
Substituent group p and Substituent group y; a heteroaryl group; a heteroaryl group 
substituted with one or more substituents selected from Substituent group a, 
Substituent group p and Substituent group y; a heterocyclyl group; or a heterocyclyl 
group substituted with one or more substituents selected from Substituent group a, 
Substituent group p and Substituent group y; 

PROVIDED THAT said substituents R 1 and R 3 are bonded to the two atoms of said 
cyclic group A which are adjacent to the atom of the cyclic group A to which said 
substituent R 2 is bonded; 

[Substituent group a] 

hydroxyl groups, nitro groups, cyano groups, halogen atoms, lower alkoxy groups, 
halogeno lower alkoxy groups, lower alkylthio groups, halogeno lower alkylthio 
groups and groups of formula -NR a R b (wherein R a and R b are the same or different 
from each other and each represents a hydrogen atom, a lower alkyl group, a lower 
alkenyl group, a lower alkynyl group, an aralkyl group or a lower alkylsulfonyl group, 
or R a and R b , taken together with the nitrogen atom to which they are attached, form a 
heterocyclyl group); 

[Substituent group P] 

lower alkyl groups, lower alkenyl groups, lower alkynyl groups, aralkyl groups, 
cycloalkyl groups, lower alkyl groups which are substituted with one or more 
substituents selected from Substituent group a, lower alkenyl groups which are 
substituted with one or more substituents selected from Substituent group a and lower 
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alkynyl groups which are substituted with one or more substituents selected from 

Substituent group a; 

[Substituents group y] 

oxo groups, hydroxyimino groups, lower alkoxyimino groups, lower alkylene 
groups, lower alkylenedioxy groups, lower alkylsulfinyl groups, lower alkylsulfonyl 
groups, aryl groups, aryl groups which are substituted with one or more substituents 
selected from Substituent group a and Substituent group p, aryloxy groups, aryloxy 
groups which are substituted with one or more substituents selected from Substituent 
group a and Substituent group p\ lower alkylidenyl groups and aralkylidenyl groups. 
Detailed Description of the Invention 

Of these, preferred compounds are those compounds of formula (I) and 
pharmacologically acceptable salts, esters and other derivatives thereof wherein: 

(2) compounds wherein R 1 is an aryl group; or an aryl group which is substituted with 
one or more substituents selected from Substituent group a and Substituent group p; 

(3) compounds wherein R 1 is a phenyl or naphthyl group; or a phenyl or naphthyl 
group in which said group is substituted with one or more substituents selected from 
Substituent group a and Substituent group P; 

(4) compounds wherein R 1 is a phenyl group; or a phenyl group which is substituted 
with one or more substituents selected from Substituent group a 1 and Substituent 
group p 1 ; 



(5) compounds wherein R 1 is a phenyl group; or a phenyl group which is substituted 

with one or more substituents selected from the substituent groups below, 

(the substituent groups: a halogen atom, a halogeno lower alkyl group and a halogeno 
lower alkoxy group), 

(6) compounds wherein R 1 is a phenyl, 4-fluorophenyl, 3-fluorophenyl, 3- 
chlorophenyl, 3,4-difluorophenyl, 3,4,5-trifluorophenyl, 3-chloro-4-fluorophenyl, 3- 
difluoromethoxyphenyl or 3-trifluoromethylphenyl group; 
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(7) compounds wherein R 2 is a 5- or 6-membered heteroaryl group which has one or 
two nitrogen atoms; or a 5- or 6-membered heteroaryl group which has one or two 
nitrogen atoms in which said group is substituted with one or more substituents 
selected from Substituent group a and Substituent group P; 

(8) compounds wherein R 2 is a pyridyl or pyrimidinyl group; or a pyridyl or 
pyrimidinyl group in which said group is substituted with one or more substituents 
selected from Substituent group a and Substituent group P; 

(9) compounds wherein R 2 is a 4-pyridyl or 4-pyrimidinyl group; or a 4-pyridyl or 4- 
pyrimidinyl group in which said group is substituted with one or more substituents 
selected from Substituent group a and Substituent group p; 

(10) compounds wherein R 2 is a 4-pyridyl or 4-pyrimidinyl group; or a 4-pyridyl or 4- 
pyrimidinyl group in which said group is substituted at the 2-position thereof with one 
substituent selected from Substituent group a and Substituent group P; 

(11) compounds wherein R 2 is a 4-pyridyl or 4-pyrimidinyl group; or a 4-pyridyl or 4- 
pyrimidinyl group which is substituted at the 2-position thereof with one substituent 
selected from the substituent groups below, 

(the substituent groups: methoxy, amino, methylamino, benzylamino and oc- 
methylbenzylamino); 

(12) compounds wherein R 3 is a group of general formula (Ha) or general formula 
(lib); and B is a 5- or 6-membered heterocyclic ring which has one ring nitrogen atom 
and optionally has one further ring heteroatom or ring group selected from a nitrogen 
atom, an oxygen atom, a sulfur atom, an >SO group and an >S0 2 group (said ring 
may be saturated or unsaturated and may be fused with a group selected from aryl 
groups, heteroaryl groups, cycloalkyl groups and heterocyclyl groups); 

(13) compounds wherein R 3 is a group of general formula (Ha) or general formula 
(lib); and B is a 5- or 6-membered heterocyclic ring which consists of the group D, 
the group E and three or four carbon atoms (said ring may be saturated or unsaturated 
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and may be fused with a group selected from aryl groups, heteroaryl groups, 
cycloalkyl groups and heterocyclyl groups); 

(14) compounds wherein R 3 is a group of general formula (Ha); 

(15) compounds wherein B is a pyrrolidine ring or a pyrroline ring; 

(16) compounds wherein m is 1; 

(17) compounds wherein R 5 is one or two substituents which are independently 
selected from hydrogen atoms, Substituent group a, Substituent group p and 
Substituent group y 1 ; 

(18) compounds wherein R 5 is one or two groups which are independently selected 
from hydrogen atoms, hydroxy groups, halogen atoms, lower alkoxy groups, lower 
alkylthio groups, halogeno lower alkoxy groups, lower alkyl groups, halogeno lower 
alkyl groups, oxo groups, aryl groups, aryl groups which are substituted with one or 
more substituents selected from Substituent group a and Substituent group p, lower 
alkylene groups, lower alkylenedioxy groups and lower alkylsulfonyl groups; 

(19) compounds wherein R 5 is one or two groups which are independently selected 
from hydrogen atoms, hydroxy groups, fluorine atoms, chlorine atoms, methoxy 
groups, ethoxy groups, propoxy groups, methyl groups, ethyl groups, propyl groups, 
phenyl groups and phenyl groups which are substituted with one or more substituents 
selected from Substituent group a and Substituent group p; 

(20) compounds wherein R 5 is one substituent which is independently selected from 
hydrogen atoms, methoxy groups, methyl groups, ethyl groups, propyl groups and 
phenyl groups; 

(21) compounds wherein R 4 is a hydrogen atom; a lower alkyl group; a lower alkyl 
group which is substituted with one or more substituents selected from Substituent 
group a; an aryl group substituted with one or more substituents selected from 



S:/Chemica1/Sankyo/FP0207/FP0207s 1 



P85695/FP-0207(PCT)/English translation (pt.l)/tsa-ig/14.07.03 



9 



Substituent group a, Substituent group p and Substituent group y; a heterocyclyl 
group; or a heterocyclyl group substituted with one or more substituents selected from 
Substituent group a, Substituent group p and Substituent group y; 

(22) compounds wherein R 4 is a hydrogen atom; a lower alkyl group; a halogeno 
lower alkyl group; or a phenyl group substituted with one or more substituents 
selected from Substituent group a, Substituent group p and Substituent group y; 

(23) compounds wherein A is a pyrazole ring having one substituent R 4 or an 
imidazole ring having one substituent R 4 ; 

(24) compounds wherein A is a pyrazole ring having one substituent R 4 ; 

[Substituent group a 1 ] 

halogen atoms, lower alkoxy groups, halogeno lower alkoxy groups and groups of 
formula -NR a R b (wherein one of R a and R b represents a hydrogen atom or a lower 
alkyl group, and the other represents a hydrogen atom, a lower alkyl group or an 
aralkyl group), 

[Substituent group p 1 ] 

lower alkyl groups, halogeno lower alkyl groups, hydroxyl lower alkyl groups, nitro 
lower alkyl groups, amino lower alkyl groups, lower alkylamino lower alkyl groups, 
di(lower alkyl)amino lower alkyl groups and aralkylamino lower alkyl groups, 

[Substituent group y 1 ] 

oxo groups, hydroxyimino groups, lower alkoxyimino groups, lower alkylene 
groups, lower alkylenedioxy groups, lower alkylsulfrnyl groups, lower alkylsulfonyl 
groups, aryl groups, and aryl groups which are substituted with one or more 
substituents selected from Substituent group a and Substituent group p. 

Compounds of formula (I) which comprise any combination of the factors selected 
freely from the nine groups consisting of (2) to (6); (7) to (1 1); (12) and (13); (14); 
(15); (16); (17) to (20); (21) and (22); and (23) and (24) are preferred. 
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are 



Of the above, especially preferred compounds of the present invention 
compounds from (25) of formula (I) selected from the following group of compounds, 
and pharmacologically acceptable salts, esters and other derivatives thereof: 

3-(l,2,3,5,6,8a-hexahydroindo^^ 
5-(3-fluorophenyl)-3-(l,2,^ 
yl)pyrazole, 

5-(4-fluorophenyl)-3-(l,2,3,5,M 
yl)pyrazole, 

4-yl)pyrazole, 

H4-fluorophenyl)-3-(2-phenyM^ 
4-yl)pyrazole, 

5-(4-fluorophenyl)-3-(2-hydroxy^ 
4-yl)pyrazole, 

5-(4-ffuorophenyl)-3-(2-methoxy-l 5 2,3,5,6,8a-hexahycfroindolizm^ 
(pyridin-4-yl)pyrazole, 

3 <2-fluoro-l,2,3,5,6,8a-hexahydroindolizm 
yl)pyrazole, 

3-(2,2-difluoro-l,2,3,5,6,8a-hexahydroindolizin-7-yl)-5-(4-fluorophenyl) 
(pyridin-4-yl)pyrazole, 

H4-fluorophenyl)-3-(8-methyl-l,2^ 
4-yl)pyrazole, 

5-(3-chlorophenyl)-3-(l,2,3^ 
yl)pyrazole, 

3-(l,2,3,5,6,8a-hexahydroindolizin-7-yl)-4-(pyridin-4-yl)~5-(3- 
trifluoromethylphenyl)pyrazole, 

5-(3,4-difluorophenyl).3^1,2,3,5,6,8a-hexahydroindolizin-7-yl)-4^ 
yl)pyrazole, 

H4-fluorophenyl)-3-(l,2,3,5,6,8a-hex^ 
4-yl)pyrazole, 

4-yl)pyrazole, 
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3-(4-fluorophen^^ 
(pyridin-4-yl)pyrazole, 

3-(4-fluorophe^^ 
(pyridin-4-yl)pyrazole, 

3-(4-fluorophenyl)-5^^^ 
4-(pyridin-4-yl)pyrazole, 

3-(4.fluorophenyl)-5-(2-methoxy-l,23 5 5,6,8a-hexahydro^ 
4-(pyridin-4-yl)pyrazole, 

5 -(2-fluoro-l,2^,5,6,8a-hexa^ 
(pyridin-4-yl)pyrazole 5 

5-(2,2-difluoro- 1 ,2,3,5,6,8a-hexahydroindolizin-7-yl)-3-(4-fluorophenyl)- 1 - 
methyl-4-(pyridin-4-yl)pyrazole ) 

H4-fluorophenylM^^^ 
(pyridin-4-yl)pyrazole, 

H4-fluorophenyl)^ 

5-(4-fluorophenyl)-3-(U 
yl)pyrazole, 

S-(4-fluorophenyl)-3^ 

(pyridin-4-yl)pyrazole, 

5-(4-fluorophenyl)-3-(l,2,3^^^ 
yl)pyrazole, 

4- (4-fluorophenylH-(l,23,5^ 
yl)imidazole, 

H4-chlorophenyl)-3-(l,2,3^ 
yl)pyrazole, 

3-(2-ethyl- 1 ? 2 5 3 5 5,63a-hexahydroindolizin-7-yl)-5-(4-fluoroph^ 
yl)pyrazole, 

5- (4-fluorophenyl)-3-(2-propyl-l,2 ? 3,5 5 6 ? 8a-hexahydroindo^ 
4-yl)pyrazole, 

5-(4-fluorophenyl)-3-(2-methyliden.l ? 2,3,5,6 3 8a-hexahy^ 
(pyridin-4-yl)pyrazole, 

3-(2-ethyliden- 1 9 2,3,5,6 5 8a-hexahydroindolizin-7-yl)-5-(4-fluorophenyl)-4- 
(pyridin-4-yl)pyrazole, 



S:/Chemical/Sankyo/FP0207/FP0207sl 



P85695/FP-0207(PCT)/Eng1ish translation (pt. 1 )/tsa-ig/ 14.07.03 



12 



5-(4-fluorophenyl)-3-(2-pro 
(pyridin-4-yl)pyrazole, 

5-(4-fluorophenyl)-l-methyl-3-(2-m^ 
(pyridin-4-yl)pyrazole, 

5-(4-fluorophenyl)-l-methyl-3-(2-ph^ 
(pyridin-4-yl)pyrazole, 

5-(4-fluorophenyl)-3-(2-hydroxy- 1 ,2,3 ,5,6,8a-hexahydroindolizin-7-yl)- 1 -methyl- 
4-(pyridin-4-yl)pyrazole, 

5-(4-fluorophenyl)-3-(2-methoxy- 1 ,2,3,5 ,6,8a-hexahydroindolizin-7-yl)- 1 -methyl- 
4-(pyridin-4-yl)pyrazole, 

3-(2-fluoro-l,2,3,5,6,8a-hexahydroindolm^ 
(pyridin-4-yl)pyrazole, 

5-(4-fluorophenyl)-l-methyl-3-(8-me^^ 
(pyridin-4-yl)pyrazole, 

5<4-fluorophenyl)-3«(2-methyl-3,5,6,8a-tetrahydroindolizin-7-yl)-4-(p 
yl)pyrazole, 

3-(2-ethyl-3,5,6,8a4etrahydroindolm^ 
yl)pyrazole, 

5-(4-fluorophenyl)-3-(2-propyl-3,5,6,8a-tetrahydroindolizin-7-yl)-4-(py^ 
yl)pyrazole, and 

5<4-fluorophenyl)-3-(2-phenyl-3,5,6,8a-tetrahydroindolizin-7-yl)-4-(pyri 
yl)pyrazole. 

The other objects of the present invention are to provide a pharmaceutical 
composition comprising an effective amount of a compound selected from any one of 
(1) to (25) or a pharmacologically acceptable salt, ester or other derivative thereof; 
and 

a method for inhibiting the production of inflammatory cytokines in a mammal which 
comprises administering to said mammal (preferably human) an effective amount of a 
compound selected from any one of (1) to (25) or a pharmacologically acceptable salt, 
ester or other derivative thereof (more preferably a method for the treatment or relief 
of pain and/or inflammation; a method for the prophylaxis or treatment of chronic 
rheumatoid arthritis; or a method for the prophylaxis or treatment of osteoarthritis). 



S :/Chemical/Sankyo/FP0207/FP0207s 1 



P85695/FP-0207(PCT)/English translation (pt.l)/tsa-ig/ 14.07.03 



13 



Furthermore, the present invention provides 
(a) a method for the preparation of a compound of general formula (53) below which 
substantially consists of Step A, Step B and Step C shown below 



B represents a 4- to 7-membered heterocyclic ring (said ring may be saturated or 
unsaturated, and may be fused with a group selected from aryl groups, heteroaryl 
groups, cycloalkyl groups and heterocyclyl groups), 

R 5 represents from 1 to 3 substituents which are independently selected from the 
group consisting of hydrogen atoms, Substituent group a, Substituent group p and 
Substituent group y, 

R 24 , R 25 and R 26 are the same or different from each other and each represents one 
group selected from the groups defined for R 5 , and the configuration based on the 
carbon atom which is marked by * represents S or R], 



in Step A, a compound of general formula (48) below or a reactive derivative 
thereof 



[wherein, B, R 5 , R 24 , R 25 and R 26 have the same meanings as defined above, R 7 
represents a carboxyl protecting group and the configuration based on the carbon 




[wherein, 



<Step A> 
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atom which is marked by * represents the same configuration as the compound of 
general formula (53)] is subjected to a ring closure reaction to give a compound of 
general formula (49) below 




[wherein, B, R 5 , R 24 , R 25 , R 26 and R 7 have the same meanings as defined above, and 
the configuration based on the carbon atom which is marked by * represents the sam< 
configuration as the compound of general formula (53)]; 

<Step B> 

in Step B, a compound of general formula (50) below is prepared by subjecting the 
compound of general formula (49) to a hydrolysis reaction and a decarboxylation 
reaction, 




[wherein, B, R 5 , R 24 , R 25 and R 26 have the same meanings as defined above and the 
configuration based on the carbon atom which is marked by * represents the same 
configuration as the compound of general formula (53)]; 

<Step C> 

in Step C, a compound of general formula (53) is prepared by reducing the amido 
moiety of the compound of general formula (50); 
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(b) Step C described in (a) substantially consists of Step CI, Step C2 and Step C3 
shown below, 
<Step Cl> 

in Step CI, a compound of general formula (50) is reacted with a compound of 
general formula : R ,4 -NH-R 15 

[wherein, R 14 and R 15 are the same or different from each other and each 
independently represents a hydrogen atom, a lower alkyl group or an aralkyl group, or 
R 14 and R 15 , taken together with the nitrogen atom to which they are attached, form a 
heterocyclyl group] to prepare a compound of general formula (51) below 




[wherein, B, R 5 , R 24 , R 25 , R 26 , R 14 and R 15 have the same meanings as defined above 
and the configuration based on the carbon atom which is marked by * represents the 
same configuration of the compound of general formula (53)]; 

<Step C2> 

in Step C2, a compound of general formula (52) below is prepared by reducing the 
amido moiety of the compound of general formula (51) 




[wherein, B, R 5 , R 24 , R 25 , R 26 , R 14 and R 15 have the same meanings as defined above 
and the configuration based on the carbon atom which is marked by * represents the 
same configuration as the compound of general formula (53)]; 
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<Step C3> 

in Step C3, a compound of general formula (53) is prepared by subjecting the 
compound of general formula (52) to a hydrolysis reaction; 

(c) a method for the preparation of a compound of general formula (49) which 
comprises subjecting a compound of general formula (48) below or a reactive 
derivative thereof 




R 7 Q 2 C ° 



[wherein, 

B represents a 4- to 7-membered heterocyclic ring (said ring may be saturated or 
unsaturated, and may be fused with a group selected from aryl groups, heteroaryl 
groups, cycloalkyl groups and heterocyclyl groups), 

R 5 represents from 1 to 3 substituents which are independently selected from the 
group consisting of hydrogen atoms, Substituent group a, Substituent group p and 
Substituent group y, 

R represents carboxyl protecting group, 

R 24 , R 25 and R 26 are the same or different from each other and each represents one 
substituent selected from the groups defined in R 5 , and the configuration based on the 
carbon atom which is marked by * represents S or R] subjected to a ring closure 
reaction to give a compound of general formula (49) below 
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same 



[wherein, B, R , R 24 , R 25 , R 26 and R 7 have the same meanings as defined above, and 
the configuration based on the carbon atom which is marked by * represents the 
configuration as the compound of general formula (48)]; 
and 

(d) a substantially pure optically active substance of general formula (53) below 




[wherein, 

B represents a 4- to 7-membered heterocyclic ring (said ring may be saturated or 
unsaturated, and may be fused with a group selected from aryl groups, heteroaryl 
groups, cycloalkyl groups and heterocyclyl groups), 

R 5 represents from 1 to 3 substituents which are independently selected from the 
group consisting of hydrogen atoms, Substituent group a, Substituent group p and 
Substituent group y, 

R 24 , R 25 and R 26 are the same or different from each other and each represents one 
substituent selected from the groups defined in R 5 , and the configuration based on the 
carbon atom which is marked by * represents S or R]. 

The compound of general formula (I) above is represented by any one of the 
folio wings: 
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R 2 R 3 R 2 R 3 . o2 D 3 




R 2 R 3 Rf R J R 2 R 3 



R 4 R 4 



r w r3 r * / r3 r2 - r3 R 2 R 3 



*\> 2 R 'A> R ^ ^ 

[wherein, R , R , R and R 4 have the same meanings as defined above]. 



In the above formula (I), 

where R , R 4 or Substituent group y represents an aryl group; where R 1 or 
Substituent group y represents an aryl group which is substituted with one or more 
substituents selected from Substituent group a and Substituent group p; or where R 4 
represents an aryl group which is substituted with one or more substituents selected 
from Substituent group a, Substituent group p and Substituent group y, said aryl 
group is an aromatic hydrocarbon group having from 6 to 14 carbon atoms, and 
examples include phenyl, naphthyl, phenanthryl and anthracenyl groups. Of these, 
we prefer phenyl and naphthyl groups, most preferably a phenyl group. 
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The aryl group defined and exemplified above may be fused with a cycloalkyl 
group having from 3 to 10 carbon atoms. Examples of such a fused ring group include 
a 5-indanyl group. 

Where R 1 or Substituent group y represents an aryl group which is substituted with 
one or more substituents selected from Substituent group a and Substituent group p, it 
is preferably an aryl group substituted with from 1 to 4 substituents selected from 
Substituent group a and Substituent group p, and more preferably it is an aryl group 
substituted with from 1 to 3 substituents selected from Substituent group a and 
Substituent group p. 

Examples of such substituted aryl groups include 4-fluorophenyl, 3-fluorophenyl, 
4-chlorophenyl, 3-chlorophenyl, 3,4-difluorophenyl, 3,4-dichlorophenyl, 3,4,5- 
trifluorophenyl, 3-chloro-4-fluorophenyl, 3-difluoromethoxyphenyl, 3- 
trifluoromethoxyphenyl and 3-trifluoromethylphenyl groups. 

Where R 4 represents an aryl group which is substituted with one or more 
substituents selected from Substituent group a, Substituent group p and Substituent 
group y, it is preferably an aryl group substituted with from 1 to 4 substituents 
selected from Substituent group a, Substituent group p and Substituent group y, and 
more preferably it is an aryl group substituted with from 1 to 3 substituents selected 
from Substituent group a, Substituent group p and Substituent group y, and still more 
preferably it is an aryl group substituted with one group selected from lower alkylthio 
groups, halogeno lower alkylthio groups, lower alkylsulfinyl groups and lower 
alkylsulfonyl groups. 

Examples of such substituted aryl groups include 4-methylthiophenyl, 4- 
ethylthiophenyl, 4-propylthiophenyl, 4-methylsulfinylphenyl, 4-ethylsulfinylphenyl, 
4-propylsulfinylphenyl, 4-methylsulfonylphenyl, 4-ethylsulfonylphenyl and 4- 
propylsulfonylphenyl groups. 

Where R 1 or R 4 represents a heteroaryl group; where R 1 represents a heteroaryl 
group which is substituted with one or more substituents selected from Substituent 
group a and Substituent group P; or where R 4 represents a heteroaryl group which is 
substituted with one or more substituents selected from Substituent group a, 
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Substituent group p and Substituent group y, said heteroaryl group is 5- to 7- 
membered heteroaryl group containing from 1 to 3 heteroatoms selected from the 
group consisting of sulfur atoms, oxygen atoms and nitrogen atoms. Examples of 
such heteroaryl groups include furyl, thienyl, pyrrolyl, pyrazolyl, imidazolyl, 
oxazolyl, isoxazolyl, thiazolyl, isothiazolyl, triazolyl, tetrazolyl, thiadiazolyl, pyridyl, 
pyridazinyl, pyrimidinyl and pyrazinyl groups. We prefer 5- or 6-membered 
heteroaryl groups containing one or two heteroatoms selected from the group 
consisting of sulfur atoms, oxygen atoms and nitrogen atoms, examples of which 
include furyl, thienyl, pyrrolyl, pyrazolyl, imidazolyl, oxazolyl, isoxazolyl, thiazolyl, 
isothiazolyl, pyridyl, pyridazinyl, pyrimidinyl and pyrazinyl groups. Of these, furyl, 
thienyl, pyridyl and pyrimidinyl groups are particularly preferred. 

The heteroaryl groups defined and exemplified above may be fused with another 
cyclic group (for example, a cyclic group such as an aryl group or a cycloalkyl group 
having from 3 to .10 carbon atoms). Examples of such a group include indolyl, 
benzofuranyl, benzothienyl, quinolyl, isoquinolyl, quinazolyl, tetrahydroquinolyl and 
tetrahydroisoquinolyl groups. 

Where R 1 represents a heteroaryl group which is substituted with one or more 
substituents selected from Substituent group a and Substituent group p, said 
heteroaryl group is preferably a heteroaryl group substituted with from 1 to 3 
substituents selected from Substituent group a and Substituent group p, and more 
preferably it is a heteroaryl group substituted with one or two substituents selected 
from Substituent group a and Substituent group p. 

Examples of such substituted heteroaryl groups include 5-fluoro-2-furyl, 4-chloro- 
2-thienyl, 5-difluoromethoxy-3-furyl, 5 -trifluoromethyl-3 -thienyl and 5-fluoro-2- 
oxazolyl groups. 

Where R 4 represents a heteroaryl group which is substituted with substituents 
selected from Substituent group a, Substituent group p and Substituent group y, it is 
preferably a heteroaryl group substituted with from 1 to 3 substituents selected from 
Substituent group a, Substituent group p and Substituent group y, and more 
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preferably it is a heteroaryl group substituted with one or two substituents selected 
from Substituent group a, Substituent group p and Substituent group y. 

Examples of such substituted heteroaryl groups include a 2-methylthio-5 -pyridyl, 
3-methylthio-6-pyridazinyl, 2-methylthio-5-pyrimidinyl, 2-methylsulfrnyl-5-pyridyl, 
3-methylsulfinyl-6-pyridazinyl, 2-methylsulfinyl-5-pyrimidinyl, 2-methylsulfonyl-5- 
pyridyl, 3-methylsulfonyl-6-pyridazinyl and 2-methylsulfonyl-5-pyrimidinyl groups. 

Where R 2 represents a heteroaryl group having at least one ring nitrogen atom or a 
heteroaryl group having at least one ring nitrogen atom in which said heteroaryl group 
is substituted with one or more substituents selected from Substituent group a and 
Substituent group p, said heteroaryl groups having at least one ring nitrogen atom are 
5- to 7-membered heteroaryl groups containing at least one nitrogen atom and 
optionally containing one or two further heteroatoms selected from the group 
consisting of sulfur atoms, oxygen atoms and nitrogen atoms. Examples of such 
groups include pyrrolyl, pyrazolyl, imidazolyl, oxazolyl, isoxazolyl, thiazolyl, 
isothiazolyl, triazolyl, tetrazolyl, thiadiazolyl, pyridyl, pyridazinyl, pyrimidinyl and 
pyrazinyl groups. Of these, we prefer 5- or 6-membered heteroaryl groups containing 
one nitrogen atom and optionally containing one further heteroatom selected from the 
group consisting of sulfur atoms, oxygen atoms and nitrogen atoms, examples of 
which include pyrrolyl, pyrazolyl, imidazolyl, oxazolyl, isoxazolyl, thiazolyl, 
isothiazolyl, pyridyl, pyridazinyl, pyrimidinyl and pyrazinyl groups. 5- or 6- 
membered heteroaryl groups containing one or two nitrogen atoms, such as 
imidazolyl, pyridyl, pyridazinyl, pyrimidinyl and pyrazinyl groups are more preferred 
and pyridyl and pyrimidinyl groups are particularly preferred and 4-pyridyl and 4- 
pyrimidinyl groups are most preferred. 



in 



Where R 2 represents a heteroaryl group having at least one ring nitrogen atom 
which said heteroaryl group is substituted with groups selected from Substituent 
group a and Substituent group p, said heteroaryl group is preferably a group 
substituted with from 1 to 3 substituents selected from Substituent group a and 
Substituent group p, more preferably it is a heteroaryl group substituted with one or 
two substituents selected from Substituent group a and Substituent group p, still 
preferably it is a heteroaryl group substituted with one substituent selected from 



more 
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Substituent group a and Substituent group p, and particularly preferably it is a 4- 
pyridyl or 4-pyrimidinyl group which is substituted at the 2-position of said group 
with one substituent selected from Substituent group a and Substituent group (3. Most 
preferably, said heteroaryl group is a 4-pyridyl or 4-pyrimidinyl group which is 
substituted at the 2-position with a group of formula — NR a R b (wherein R a and R b are 
the same or different from each other and each independently represents a hydrogen 
atom, a lower alkyl group, a lower alkenyl group, a lower alkynyl group, an aralkyl 
group or a lower alkylsulfonyl group, or R a and R b , taken together with the nitrogen 
atom to which they are attached, form a heterocyclyl group) or a lower alkyl group 
substituted with a group of formula -NR a R b (wherein R a and R b have the same 
meaning as defined above). Preferred examples of such a group include 2-amino-4- 
pyridyl, 2-amino-4-pyrimidinyl, 2-methylamino-4-pyridyl, 2-methylamino-4- 
pyrimidinyl, 2-methoxy-4-pyridyl, 2-methoxy-4-pyrimidinyl, 2-benzylamino-4- 
pyridyl, 2-benzylamino-4-pyrimidinyl, 2-(a-methylbenzylamino)-4-pyridyl and 2-(a- 
methylbenzylamino)-4-pyrimidinyl. 

The cyclic group B is defined as a "4- to 7-membered heterocyclic ring", by which 
we mean a 4- to 7-membered heterocyclic ring which consists of group D, group E, 
and 2 to 5 atoms or groups selected from carbon atoms, nitrogen atoms, oxygen 
atoms, sulfur atoms, >SO groups and >S0 2 groups, said heterocyclic ring containing 
at least one ring nitrogen atom (that is, a saturated heterocyclic ring or an unsaturated 
heterocyclic ring). Preferably, the cyclic group B is a 5- or 6-membered heterocyclic 
ring which contains one nitrogen atom and which may optionally contain one further 
ring heteroatom or ring group selected from nitrogen atoms, oxygen atoms, sulfur 
atoms, >SO groups and >S0 2 groups; more preferably it is pyrrolidine, pyrroline, 
imidazolidine, imidazoline, pyrazolidine, pyrazoline, oxazolidine, thiazolidine, 
piperidine, tetrahydropyridine, dihydropyridine, piperazine, morpholine or 
thiomorpholine; still more preferably it is pyrrolidine, pyrroline or imidazoline; and 
most preferably it is pyrrolidine or pyrroline. 

The heterocyclic ring defined and exemplified above may optionally be fused with 
an aryl group as defined above, a heteroaryl group as defined above, a cycloalkyl 
group or a heterocyclyl group, and examples of such a fused ring system include 
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tetrahydroquinoline, octahydroquinoline, decahydroquinoline, tetrahydroisoquinoline, 
octahydroisoquinoline, decahydroisoquinoline, indoline, octahydroindole, isoindoline 
and octahydroisoindole. 

[said cycloalkyl groups are cycloalkyl groups having from 3 to 7 carbon atoms, such 
as cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl and cycloheptyl groups, of which 
we prefer cycloalkyl groups having from 3 to 6 carbon atoms. Said heterocyclyl 
groups are 4- to 7-membered heterocyclyl groups which have from 1 to 3 ring sulfur 
atoms, oxygen atoms and/or nitrogen atoms, and preferably 4- to 7-membered 
heterocyclyl groups which have one or two heteroatoms selected from the group 
consisting of sulfur atoms, oxygen atoms and nitrogen atoms. Of these, 5- or 6- 
membered heterocyclyl groups which contain one ring nitrogen atom and which may 
optionally contain one further oxygen atom, sulfur atom or nitrogen atom are 
preferred, and examples of such groups include azetidinyl, pyrrolidinyl, pyrrolinyl, 
imidazolidinyl, imidazolinyl, pyrazolidinyl, pyrazolinyl, oxazolidinyl, thiazolidinyl, 
piperidyl, tetrahydropyridyl, dihydropyridyl, piperazinyl, morpholinyl, 
thiomorpholinyl and homopiperidyl]. 

The cycloalkyl groups in the definition of Substituent group p, and the cycloalkyl 
moiety of the cycloalkyl groups which are substituted with one or more substituents 
selected from Substituent group a, Substituent group (3 and Substituent group y in the 
definition of R 4 , are cycloalkyl groups having from 3 to 7 carbon atoms, such as 
cyclopropyl, cyclobutyl, cyclopentyl, cyclohexyl and cycloheptyl groups, of which 
more preferred are cycloalkyl groups having from 3 to 6 carbon atoms and still more 
preferred are cyclopentyl or cyclohexyl groups. 

The heterocyclyl group in the definition of R 4 , and the heterocyclyl moiety of the 
heterocyclyl groups which are substituted with one or more substituents selected from 
Substituent group a, Substituent group p and Substituent group y, are 4- to 7- 
membered heterocyclyl groups which have from 1 to 3 ring sulfur atoms, oxygen 
atoms and/or nitrogen atoms, and preferably are 4- to 7-membered heterocyclyl 
groups which have one or two heteroatoms selected from the group consisting of 
sulfur atoms, oxygen atoms and nitrogen atoms. Of these, 5- or 6-membered 
heterocyclyl groups which contain one ring nitrogen atom and which may optionally 
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contain one further oxygen atom, sulfur atom or nitrogen atom are preferred, and 
examples of such groups include azetidinyl, pyrrolidinyl, pyrrolinyl, imidazolidinyl, 
imidazolinyl, pyrazolidinyl, pyrazolinyl, oxazolidinyl, thiazolidinyl, piperidyl, 
tetrahydropyridyl, dihydropyridyl, piperazinyl, morpholinyl, thiomorpholinyl and 
homopiperidyl. 

The lower alkyl groups in the definitions of R a , R b and Substituent group p, and 
the lower alkyl moiety of the lower alkyl groups which are substituted with 
Substituent group a in the definition of Substituent group p are straight or branched 
chain alkyl groups having from 1 to 6 carbon atoms. Examples of said lower alkyl 
groups include methyl, ethyl, propyl, isopropyl, n-butyl, isobutyl, s-butyl, tert-butyl, 
n-pentyl, isopentyl, 2-methylbutyl, neopentyl, 1-ethylpropyl, n-hexyl, isohexyl, 4- 
methylpentyl, 3-methylpentyl, 2-methylpentyl, 1-methylpentyl, 3,3-dimethylbutyl, 
2,2-dimethylbutyl, 1,1-dimethylbutyl, 1,2-dimethylbutyl, 1,3-dimethylbutyl, 2,3- 
dimethylbutyl and 2-ethylbutyl groups. Alkyl groups having from 1 to 4 carbon 
atoms are preferred, methyl, ethyl, propyl, isopropyl and butyl groups are more 
preferred, and methyl, ethyl and propyl groups are most preferred. 

The lower alkenyl groups in the definitions of R a , R b and Substituent group p, and 
the lower alkenyl moiety of the lower alkenyl groups which are substituted with 
Substituent group a in the definition of Substituent group p are straight or branched 
chain alkenyl groups having from 2 to 6 carbon atoms. Examples of said lower 
alkenyl groups include vinyl, 2-propenyl, 1 -methyl-2-propenyl, 2-methyl-2-propenyl, 
2-ethyl-2-propenyl, 2-butenyl, l-methyl-2-butenyl, 2-methyl-2-butenyl, l-ethyl-2- 
butenyl, 3-butenyl, l-methyl-3-butenyl, 2-methyl-3-butenyl, l-ethyl-3-butenyl, 2- 
pentenyl, l-methyl-2-pentenyl, 2-methyl-2-pentenyl, 3-pentenyl, l-methyl-3- 
pentenyl, 2-methyl-3-pentenyl, 4-pentenyl, l-methyl-4-pentenyl, 2-methyl-4- 
pentenyl, 2-hexenyl, 3-hexenyl, 4-hexenyl and 5-hexenyl groups. Alkenyl groups 
having from 2 to 4 carbon atoms are preferred, and alkenyl groups having 2 or 3 
carbon atoms are most preferred. 

The lower alkynyl groups in the definitions of R a , R b and Substituent group p, and 
the lower alkynyl moiety of the lower alkynyl groups which are substituted with 
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Substituent group a in the definition of Substituent group p are straight or branched 
chain alkynyl groups having from 2 to 6 carbon atoms. Examples of said lower 
alkynyl groups include ethynyl, 2-propynyl, l-methyl-2-propynyl, 2-butynyl, 1- 
methyl-2-butynyl, l-ethyl-2-butynyl, 3-butynyl, l-methyl-3-butynyl, 2-methyl-3- 
butynyl, l-ethyl-3-butynyl, 2-pentynyl, l-methyl-2-pentynyl, 3-pentynyl, l-methyl-3- 
pentynyl, 2-methyl-3-pentynyl, 4-pentynyl, l-methyl-4-pentynyl, 2-methyl-4- 
pentynyl, 2-hexynyl, 3-hexynyl, 4-hexynyl and 5-hexynyl groups. Alkynyl groups 
having from 2 to 4 carbon atoms are preferred, and alkynyl groups having 2 or 3 
carbon atoms are most preferred. 

The aralkyl group in the definitions of R a , R b and Substituent group p is a lower 
alkyl group as defined above which is substituted with an aryl group as defined above. 
Examples of such a group include benzyl, indenylmethyl, phenanthrenylmethyl, 
anthracenylmethyl, a-naphthylmethyl, p-naphthylmethyl, diphenylmethyl, 
triphenylmethyl, a-naphthyldiphenylmethyl, 9-anthrylmethyl, piperonyl, 1-phenethyl, 
2-phenethyl, 1-naphthylethyl, 2-naphthylethyl, 1-phenylpropyl, 2-phenylpropyl, 3- 
phenylpropyl, 1-naphthylpropyl, 2-naphthylpropyl, 3-naphthylpropyl, 1-phenylbutyl, 
2-phenylbutyl, 3-phenylbutyl, 4-phenylbutyl, 1 -naphthylbutyl, 2-naphthylbutyl, 3- 
naphthylbutyl, 4-naphthylbutyl, 1 -phenylpentyl, 2-phenylpentyl, 3-phenylpentyl, 4- 
phenylpentyl, 5-phenylpentyl, 1 -naphthylpentyl, 2-naphthylpentyl, 3-naphthylpentyl, 
4-naphthylpentyl, 5-naphthylpentyl, 1-phenylhexyl, 2-phenylhexyl, 3-phenylhexyl, 4- 
phenylhexyl, 5-phenylhexyl, 6-phenylhexyl, 1-naphthylhexyl, 2-naphthylhexyl, 3- 
naphthylhexyl, 4-naphthylhexyl, 5-naphthylhexyl and 6-naphthylhexyl. Of these, 
benzyl, phenanthrenylmethyl, anthracenylmethyl, a-naphthylmethyl, p- 
naphthylmethyl, diphenylmethyl, triphenylmethyl, 9-anthrylmethyl, piperonyl, 1- 
phenethyl, 2-phenethyl, 1-phenylpropyl, 2-phenylpropyl, 3-phenylpropyl, 1- 
phenylbutyl, 2-phenylbutyl, 3-phenylbutyl and 4-phenylbutyl are preferred. 

As noted above, the aryl moiety of the aralkyl groups may optionally be 
substituted with from 1 to 3 substituents selected from Substituent group a and 
Substituent group p denned above. Examples of such a substituted aralkyl group 
include aralkyl groups substituted with halogen atoms such as 2-fluorobenzyl, 3- 
fluorobenzyl, 4-fluorobenzyl, 2-chlorobenzyl, 3-chlorobenzyl, 4-chlorobenzyl, 2- 
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bromobenzyl, 3-bromobenzyl, 4-bromobenzyl, 3,5-difluorobenzyl, 2,5- 
difluorophenethyl, 2,6-difluorobenzyl, 2,4-difluorophenethyl, 3,5-dibromobenzyl, 2,5- 
dibromophenethyl, 2,6-dichlorobenzyl, 2,4-dichlorophenethyl, 2,3,6-trifluorobenzyl, 
2,3,4-trifluorophenethyl, 3,4,5-trifluorobenzyl, 2,5,6-trifluorophenethyl, 2,4,6- 
trifluorobenzyl, 2,3,6-tribromophenethyl, 2,3,4-tribromobenzyl, 3,4,5- 
tribromophenethyl, 2,5,6-trichlorobenzyl, 2,4,6-trichlorophenethyl, l-fluoro-2- 
naphthylmethyl, 2-fluoro-l -naphthylethyl, 3-fluoro-l-naphthylmethyl, l-chloro-2- 
naphthylethyl, 2-chloro-l-naphthylmethyl, 3-bromo-l-naphthylethyl, 3,8-difluoro-l- 
naphthylmethyl, 2,3-difluoro-l-naphthylethyl, 4,8-difluoro-l-naphthylmethyl, 5,6- 
difluoro- 1 -naphthylethyl, 3,8-dichloro- 1 -naphthylmethyl, 2,3-dichloro-l - 
naphthylethyl, 4,8-dibromo-l -naphthylmethyl, 5,6-dibromo-l-naphthylethyl, 2,3,6- 
trifluoro- 1 -naphthylmethyl, 2,3 ,4-trifluoro-l -naphthylethyl, 3,4,5-trifluoro- 1 - 
naphthylmethyl, 4,5,6-trifluoro-l -naphthylethyl, 2,4,8-trifluoro-l -naphthylmethyl, 
bis(2-fluorophenyl)methyl, (3-fluorophenyl)(phenyl)methyl, bis(4- 
fluorophenyl)methyl,(4-fluorophenyl)(phenyl)methyl, bis(2-chlorophenyl)methyl, 
bis(3-chlorophenyl)methyl, bis(4-chlorophenyl)methyl, (4- 
chlorophenyl)(phenyl)methyl, (2-bromophenyl)(phenyl)methyl, (3- 
bromophenyl)(phenyl)methyl, bis(4-bromophenyl)methyl, bis(3,5- 
difluorophenyl)methyl, bis(2,5-difluorophenyl)methyl, bis(2,6-difluorophenyl)methyl, 
(2,4-difluorophenyl)(phenyl)methyl,bis(3,5-dibromophenyl)methyl,(2,5- 
dibromophenyl)(phenyl)methyl,(2,6-dichlorophenyl)(phenyl)methyl, bis(2,4- 
dichlorophenyl)methyl and bis(2,3,6-trifluorophenyl)methyl; aralkyl groups 
substituted with halogeno lower alkyl groups such as 2-trifluoromethylbenzyl, 3- 
trifluoromethylphenethyl, 4-trifluoromethylbenzyl, 2-trichloromethylphenethyl, 3- 
dichloromethylbenzyl, 4-trichloromethylphenethyl, 2-tribromomethylbenzyl, 3- 
dibromomethylphenethyl, 4-dibromomethylbenzyl, 3,5-bistrifluoromethylphenethyl, 
2,5-bistrifluoromethylbenzyl, 2,6-bistrifluoromethylphenethyl, 2,4- 
bistrifluoromethylbenzyl, 3,5-bistribromomethylphenethyl, 2,5- 
bisdibromomethylbenzyl,(2,6-bisdichloromethyl)(methyl)phenethyl, 2,4- 
bisdichloromethylbenzyl, 2,3,6-tristrifluoromethylphenethyl, 2,3,4- 
tristrifluoromethylbenzyl, 3,4,5-tristrifluoromethylphenethyl, 2,5,6- 
tristrifluoromethylbenzyl, 2,4,6-tristrifluoromethylphenethyl, 2,3,6- 
tristribromomethylbenzyl, 2,3,4-trisdibromomethylphenethyl, 3,4,5- 
tristribromomethylbenzyl,(2,5,6-trisdichloromethyl)(methyl)phenethyl, 2,4,6- 
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trisdichloromethylbenzyl, 1 -trifluoromethyl-2-naphthylethyl, 2-trifluoromethyl- 1 - 
naphthylmethyl, 3-trifluoromethyl-l-naphthylethyl, l-trichloromethyl-2- 
naphthylmethyl, 2-dichloromethyl-l -naphthylethyl, 3-tribromomethyl-l- 
naphthylmethyl, 3,8-bistrifluoromethyl- 1 -naphthylethyl, 2,3-bistrifluoromethyl- 1 - 
naphthylmethyl, 4,8-bistrifluoromethyl-l -naphthylethyl, 5,6-bistrifluoromethyl-l- 
naphthylmethyl, 3,8-bistrichloromethyl- 1 -naphthylethyl, 2,3-bisdichloromethyl- 1 - 
naphthylmethyl, 4,8-bisdibromomethyl- 1 -naphthylethyl, 5,6-bistribromomethyl- 1 - 
naphthylmethyl, 2,3,6-tristrifluoromethyl-l-naphthylethyl, 2,3,4-tristrifluoromethyl-l- 
naphthylmethyl, 3,4,5-tristrifluoromethyl-l -naphthylethyl, 4,5,6-tristrifluoromethyl-l- 
naphthylmethyl, 2,4,8-tristrifluoromethyl-l -naphthylmethyl, bis(4- 
trifluoromethylphenyl)methyl, (4-trifluoromethylphenyl)(phenyl)methyl, bis(2- 
trichloromethylphenyl)methyl, bis(3-trichloromethylphenyl)methyl, bis(4- 
trichloromethylphenyl)methyl, (2-tribromomethyl(phenyl)phenylmethyl,(3- 
tribromomethylphenyl)(phenyl)methyl, bis(4-tribromomethylphenyl)methyl, bis(3,5- 
bistrifluoromethylphenyl)methyl, bis(2,5-bistrifluoromethylphenyl)methyl, bis(2,6- 
bistrifluoromethylphenyl)methyl, (2,4-bistrifluoromethylphenyl)(phenyl)methyl, 
bis(3,5-bistribromomethylphenyl)methyl, (2,5- 
bistribromomethylphenyl)(phenyl)methyl, (2,6- 

bistrichloromethylphenyl)(phenyl)methyl,bis(2,4-bistrichloromethylphenyl)methyl 
and bis(2,3,6-tristrifluoromethylphenyl)methyl; aralkyl groups substituted with lower 
alkyl groups such as 2-methylbenzyl, 3-methylbenzyl, 4-methylbenzyl, 2- 
methylphenethyl, 4-methylphenethyl, 2-ethylbenzyl, 3-propylphenethyl, 4- 
ethylbenzyl, 2-butylphenethyl, 3-pentylbenzyl, 4-pentylphenethyl, 3,5- 
dimethylbenzyl, 2,5-dimethylphenethyl, 2,6-dimethylbenzyl, 2,4-dimethylphenethyl, 
3,5-dibutylbenzyl, 2,5-dipentylphenethyl, 2,6-dipropylbenzyl, 
2,4-dipropylphenethyl, 2,3,6-trimethylbenzyl, 2,3,4-trimethylphenethyl, 3,4,5- 
trimethylbenzyl, 2,4,6-trimethylbenzyl, 2,5,6-trimethylphenethyl, 2,3,6- 
tributylphenethyl, 2,3,4-tripentylbenzyl, 3,4,5-tributylphenethyl, 2,5,6- 
tripropylbenzyl, 2,4,6-tripropylphenethyl, l-methyl-2-naphthylmethyl, 2-methyl-l- 
naphthylethyl, 3-methyl-l -naphthylmethyl, l-ethyl-2-naphthylethyl, 2-propyl-l- 
naphthylmethyl, 3-butyl-l -naphthylethyl, 3,8-dimethyl-l -naphthylmethyl, 2,3- 
dimethyl-l-naphthylethyl, 4,8-dimethyl-l -naphthylmethyl, 5,6-dimethyl-l- 
naphthylethyl, 3,8-diethyl-l -naphthylmethyl, 2,3-dipropyl-l -naphthylmethyl, 4,8- 
dipentyl- 1 -naphthylethyl, 5,6-dibutyl- 1 -naphthylmethyl, 2,3,6-trimethyl-l - 
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naphthylmethyl, 2,3,4-trimethyl- 1 -naphthylethyl, 3 ,4,5-trimethyl- 1 -naphthylmethyl, 
4,5 ,6-trimethyl- 1 -naphthylmethyl, 2,4,8-trimethyl- 1 -naphthylmethyl, bis(2- 
methylphenyl)methyl, (3-methylphenyl)(phenyl)methyl, bis(4-methylphenyl)methyl, 
(4-methylphenyl)(phenyl)methyl, bis(2-ethylphenyl)methyl, bis(3- 
ethylphenyl)methyl, bis(4-ethylphenyl)methyl, (2-propylphenyl)(phenyl)methyl, (3- 
propylphenyl)(phenyl)methyl, bis(4-propylphenyl)methyl, bis(3,5- 
dimethylphenyl)methyl, bis(2,5-dimethylphenyl)methyl, bis(2,6- 
dimethylphenyl)methyl, (2,4-dimethylphenyl)(phenyl)methyl, bis(3,5- 
dipropylphenyl)methyl, (2,5-dipropylphenyl)(phenyl)methyl, (2,6- 
diethylphenyl)(phenyl)methyl, bis(2,4-diethylphenyl)methyl and bis(2,3,6- 
trimethylphenyl)methyl; aralkyl groups substituted with lower alkoxy groups such as 

2- methoxybenzyl, 3-methoxybenzyl, 4-methoxybenzyl, 3-methoxyphenethyl, 2- 
ethoxyphenethyl, 3-propoxybenzyl, 4-ethoxyphenethyl, 2-butoxybenzyl, 3- 
pentoxyphenethyl, 4-pentoxybenzyl, 3,5-dimethoxyphenethyl, 2,5-dimethoxybenzyl, 
2,6-dimethoxyphenethyl, 2,4-dimethoxybenzyl, 3,5-dibutoxyphenethyl, 2,5- 
dipentoxybenzyl, 2,6-dipropoxyphenethyl, 2,4-dipropoxybenzyl, 2,3,6- 
trimethoxyphenethyl, 2,3,4-trimethoxybenzyl, 3,4,5-trimethoxyphenethyl, 2,5,6- 
trimethoxybenzyl, 2,4,6-trimethoxyphenethyl, 2,3,6-tributoxybenzyl, 2,3,4- 
tripentoxyphenethyl, 3,4,5-tributoxybenzyl, 2,5,6-tripropoxyphenethyl, 2,4,6- 
tripropoxybenzyl, l-methoxy-2-naphthylmethyl, 2-methoxy-l -naphthylmethyl, 3- 
methoxy- 1 -naphthylethyl, 1 -ethoxy-2-naphthylmethyl, 2-propoxy- 1 -naphthylmethyl, 

3- butoxy- 1 -naphthylethyl, 3 ,8-dimethoxy- 1 -naphthylmethyl, 2,3-dimethoxy- 1 - 
naphthylmethyl, 4,8-dimethoxy- 1 -naphthylethyl, 5,6-dimethoxy- 1 -naphthylmethyl, 
3,8-diethoxy- 1 -naphthylmethyl, 2,3-dipropoxy- 1 -naphthylethyl, 4,8-dipentoxy- 1 - 
naphthylmethyl, 5,6-dibutoxy-l -naphthylmethyl, 2,3,6-trimethoxy-l -naphthylethyl, 
2,3,4-trimethoxy-l-naphthylmethyl, 3,4,5-trimethoxy-l -naphthylmethyl, 4,5,6- 
trimethoxy- 1 -naphthylethyl, 2,4,8-trimethoxy-l -naphthylmethyl, bis(2- 
methoxyphenyl)methyl, (3-methoxyphenyl)(phenyl)methyl, bis(4- 
methoxyphenyl)methyl, (4-methoxyphenyl)(phenyl)methyl, bis(2- 
ethoxyphenyl)methyl, bis(3-ethoxyphenyl)methyl, bis(4-ethoxyphenyl)methyl, (2- 
propoxyphenyl)(phenyl)methyl, (3-propoxyphenyl)(phenyl)methyl, bis(4- 
propoxyphenyl)methyl, bis(3,5-dimethoxyphenyl)methyl, bis(2,5- 
dimethoxyphenyl)methyl, bis(2,6-dimethoxyphenyl)methyl, (2,4- 
dimethoxyphenyl)(phenyl)methyl, bis(3,5-dipropoxyphenyl)methyl, (2,5- 
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dipropoxyphenyl)(phenyl)methyl, (2,6-diethoxyphenyl)(phenyl)methyl, bis(2,4- 
diethoxyphenyl)methyl and bis(2,3,6-trimethoxyphenyl)methyl; aralkyl groups 
substituted with amino groups such as 2-aminophenethyl, 3-aminobenzyl, 4- 
aminophenethyl, 3,5-diaminobenzyl, 2,5-diaminophenethyl, 2,6-diaminobenzyl, 2,4- 
diaminophenethyl, 2,3,6-triaminobenzyl, 2,3,4-triaminophenethyl, 3,4,5- 
triaminobenzyl, 2,5,6-triaminophenethyl, 2,4,6-triaminobenzyl, l-amino-2- 
naphthylmethyl, 2-amino-l-naphthylethyl, 3-amino-l-naphthylmethyl, 3,8-diamino-l- 
naphthylmethyl, 2,3-diamino-l-naphthylethyl, 4,8-diamino-l-naphthylmethyl, 5,6- 
diamino- 1 -naphthylmethyl, 2,3,6-triamino-l -naphthylethyl, 2,3,4-triamino- 1 - 
naphthylmethyl, 3,4,5-triamino- 1 -naphthylmethyl, 4,5,6-triamino- 1 -naphthylethyl, 
2,4,8-triamino-l -naphthylmethyl, bis(2-aminophenyl)methyl, (3- 
aminophenyl)(phenyl)methyl, bis(4-aminophenyl)methyl, (4- 
aminophenyl)(phenyl)methyl, bis(3,5-diaminophenyl)methyl, bis(2,5- 
diaminophenyl)methyl, bis(2,6-diaminophenyl)methyl, (2,4- 

diaminophenyl)(phenyl)methyl and bis(2,3,6-triaminophenyl)methyl; aralkyl groups 
substituted with nitro groups such as 2-nitrophenethyl, 3-nitrobenzyl, 4-nitrobenzyl, 
4-nitrophenethyl, 3,5-dinitrobenzyl, 2,5-dinitrophenethyl, 2,6-dinitrobenzyl, 2,4- 
dinitrophenethyl, 2,3,6-trinitrobenzyl, 2,3,4-trinitrophenethyl, 3,4,5-trinitrobenzyl, 
2,5,6-trinitrophenethyl, 2,4,6-trinitrobenzyl, l-nitro-2-naphthylmethyl, 2-nitro-l- 
naphthylethyl, 3-nitro-l -naphthylmethyl, 3,8-dinitro-l -naphthylmethyl, 2,3-dinitro-l- 
naphthylethyl, 4,8-dinitro-l -naphthylmethyl, 5,6-dinitro-l -naphthylmethyl, 2,3,6- 
trinitro- 1 -naphthylethyl, 2,3,4-trinitro- 1 -naphthylmethyl, 3,4,5-trinitro-l- 
naphthylmethyl, 4,5,6-trinitro-l-naphthylethyl, 2,4,8-trinitro-l -naphthylmethyl, bis(2- 
nitrophenyl)methyl, (3-nitrophenyl)(phenyl)methyl, bis(4-nitrophenyl)methyl, (4- 
nitrophenyl)(phenyl)methyl, bis(3,5-dinitrophenyl)methyl, bis(2,5- 
dinitrophenyl)methyl, bis(2,6-dinitrophenyl)methyl, (2,4- 

dinitrophenyl)(phenyl)methyl and bis(2,3,6-trinitrophenyl)methyl; and aralkyl groups 
substituted with cyano groups such as 2-cyanophenethyl, 3-cyanobenzyl, 4- 
cyanobenzyl, (4-cyanobenzyl)(diphenyl)methyl, 4-cyanophenethyl, 3,5- 
dicyanobenzyl, 2,5-dicyanophenethyl, 2,6-dicyanobenzyl, 2,4-dicyanophenethyl, 
2,3,6-tricyanobenzyl, 2,3,4-tricyanophenethyl, 3,4,5-tricyanobenzyl, 2,5,6- 
tricyanophenethyl, 2,4,6-tricyanobenzyl, l-cyano-2-naphthylmethyl, 3-cyano-l- 
naphthylmethyl, 3,8-dicyano-l -naphthylmethyl, 2,3-dicyano-l -naphthylethyl, 4,8- 
dicyano- 1 -naphthylmethyl, 5,6-dicyano- 1 -naphthylmethyl, 2,3 ,6-tricyano- 1 - 
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naphthylethyl, 2,3,4-tricyano- 1 -naphthylmethyl, 3,4,5-tricyano- 1 -naphthylmethyl, 
4,5,6-tricyano- 1 -naphthylethyl, 2,4,8-tricyano- 1 -naphthylmethyl, bis(2- 
cyanophenyl)methyl, (3-cyanophenyl)(phenyl)methyl, bis(4-cyanophenyl)methyl, (4- 
cyanophenyl)(phenyl)methyl, bis(3,5-dicyanophenyl)methyl, bis(2,5- 
dicyanophenyl)methyl, bis(2,6-dicyanophenyl)methyl, (2,4-dicyano- 
phenyl)(phenyl)methyl and bis(2,3,6-tricyanophenyl)methyl. 



one 



Of the above, unsubstituted aralkyl groups and aralkyl groups substituted with 
or more substituents selected from the group consisting of halogen atoms, lower alkyl 
groups and lower alkoxy groups are preferred, unsubstituted aralkyl groups and 
aralkyl groups substituted with one or more substituents selected from the group 
consisting of halogen atoms and lower alkyl groups are more preferred, and 
unsubstituted aralkyl groups are most preferred. 

Where R a , R b or Substituent y represent a lower alkylsulfonyl group, this is a group 
in which a lower alkyl group defined and exemplified above, is bonded to a sulfonyl 
group (-SO2-). The lower alkylsulfonyl group is preferably a straight or branched 
chain alkylsulfonyl group having from 1 to 4 carbon atoms, more preferably a 
methylsulfonyl, ethylsulfonyl, propylsulfonyl, isopropylsulfonyl or butylsulfonyl 
group, and most preferably a methylsulfonyl, ethylsulfonyl or propylsulfonyl group. 

Where R a and R b together with the nitrogen atom to which they are attached 
represent a heterocyclyl group, said heterocyclyl group is a 4- to 7-membered 
heterocyclyl group which contains one nitrogen atom and which optionally contains 
one further heteroatom selected from the group consisting of oxygen atoms, sulfur 
atoms and nitrogen atoms. Examples of such heterocyclyl groups include 1- 
azetidinyl, 1-pyrrolidinyl, 1-pyrrolinyl, 1-imidazolidinyl, 1 -imidazolinyl, 1- 
pyrazolidinyl, 1-pyrazolinyl, 3-oxazolidinyl, 3-thiazolidinyl, 1-piperidyl, 
tetrahydropyridin-l-yl, dihydropyridin-l-yl, 1-piperazinyl, 4-morpholinyl, 4- 
thiomorpholinyl, 1-homopiperidyl, 8-azabicyclo[3.2.1]octan-8-yl, 8- 
azabicyclo[3.2.1]octen-8-yl, 9-azabicyclo[3.3.1]nonan-9-yl and 9- 
azabicyclo[3.3. 1 ]nonen-9-yl. 
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Of the above, the heterocyclyl groups defined and exemplified above may be fused 
with an aryl group or a heteroaryl group. Examples of such fused heterocyclyl groups 
include tetrahydroquinolin-l-yl and tetrahydroisoquinolin-2-yl. 

The halogen atoms in the definition of Substituent group a include fluorine, 
chlorine, bromine and iodine atoms, of which fluorine and chlorine atoms are 
preferred. 



Where the substituent in the definition of Substituent group a is a lower alkoxy 
group, this is a group in which an oxygen atom is bonded to a lower alkyl group as 
defined and exemplified above. The alkoxy groups are preferably straight or 
branched chain alkoxy groups having from 1 to 4 carbon atoms, more preferably 
methoxy, ethoxy, propoxy, isopropoxy or butoxy groups, and particularly preferably 
methoxy, ethoxy or propoxy groups. 

Where the substituent in the definition of Substituent group a is a halogeno lower 
alkoxy group, this is a group in which one or more hydrogen atoms of a lower alkoxy 
group as defined above are substituted with a halogen atom (s) as exemplified above. 
The halogeno lower alkoxy groups preferably have from 1 to 4 carbon atoms, and 
more preferably a difluoromethoxy, trifluoromethoxy or 2,2,2-trifluoroethoxy group. 
Difluoromethoxy groups are most preferred. 

Where the substituent in the definition of Substituent group a is a lower alkylthio 
group, this is a group in which a sulfur atom is bonded to a lower alkyl group as 
defined and exemplified above. The lower alkylthio groups are preferably straight or 
branched chain alkylthio groups having from 1 to 4 carbon atoms, more preferably a 
methylthio, ethylthio, propylthio, isopropylthio or butylthio group, and particularly 
preferably a methylthio, ethylthio or propylthio group. 

Where the substituent in the definition of Substituent group a is a halogeno lower 
alkylthio group, this is a group in which one or more hydrogen atoms of a lower 
alkylthio group as defined above are substituted with a halogen atom (s) as 
exemplified above. The halogeno lower alkylthio groups preferably have from 1 to 4 
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carbon atoms, and are more preferably a difluoromethylthio, trifluoromethylthio or 
2,2,2-trifluoroethylthio group. 

Where the substituent in the definition of Substituent group y represents a lower 
alkoxyimino group, this is a group wherein the hydrogen atom of a hydroxyimino 
group is replaced by a lower alkyl group as defined and exemplified above. It is 
preferably an alkoxyimino group having from 1 to 4 carbon atoms, and more 
preferably a methoxyimino, ethoxyimino or propoxyimino group. 

Where the substituent in the definition of Substituent group y represents a lower 
alkylene group, it is a straight or branched chain alkylene group having from 2 to 6 
carbon atoms, examples of which include ethylene, trimethylene, propylene, 
tetramethylene, 1-methyltrimethylene, 2-methyltrimethylene, 1,1-dimethylethylene, 
pentamethylene, 1,1-dimethyltrimethylene, 2,2-dimethyltrimethylene, 1,2- 
dimethyltrimethylene and hexamethylene groups. It is preferably a straight or 
branched chain alkylene group having from 2 to 4 carbon atoms, and more preferably 
it is an ethylene, trimethylene, propylene or tetramethylene group. It will be 
appreciated that the lower alkylene group together with the atom of the cyclic group B 
to which it is attached form a spiro group. 

Where the substituent in the definition of Substituent group y represents a lower 
alkylenedioxy group, this is a group wherein the alkylene moiety, which is a straight 
or branched chain alkylene group having from 1 to 6 carbon atoms, such as a 
methylene, ethylene, trimethylene, propylene, tetramethylene, 1-methyltrimethylene, 
2-methyltrimethylene, 1 , 1 -dimethylethylene, pentamethylene, 1,1- 
dimethyltrimethylene, 2,2-dimethyltrimethylene, 1,2-dimethyltrimethylene and 
hexamethylene, has two oxygen atoms attached to two separate carbon atoms thereof. 
Preferably, the alkylenedioxy group is a straight or branched chain alkylenedioxy 
group having from 1 to 4 carbon atoms, and more preferably it is a methylenedioxy, 
ethylenedioxy, trimethylenedioxy, propylenedioxy or tetramethylenedioxy group. It 
will be appreciated that the lower alkylenedioxy group together with the atom of the 
cyclic group B to which it is attached form a spiro group. 
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Where the substituent in the definition of Substituent group y represents a lower 
alkylsulfmyl group, this is a group in which a lower alkyl group, defined and 
exemplified above, is bonded to a sulfmyl group (-SO-). The lower alkylsulfmyl 
group is preferably a straight or branched chain alkylsulfmyl group having from 1 to 4 
carbon atoms, more preferably a methylsulfinyl, ethylsulfinyl, propylsulfinyl, 
isopropylsulfinyl or butylsulfinyl group, and most preferably a methylsulfinyl, 
ethylsulfinyl or propylsulfinyl group. 



The aryloxy groups in the definitions of Substituent y, and the aryloxy moiety of 
the aryloxy groups which are substituted with one or more substituents selected from 
Substituent group a and Substituent group p, are groups in which an oxygen atom is 
attached to an aryl group as defined and exemplified above, and examples include 
phenoxy, naphthyloxy, phenanthryloxy and anthracenyloxy groups. Of these, 
prefer phenoxy and naphthyloxy groups, most preferably phenoxy groups. 



we 



Where the substituent in the definition of Substituent group y represents a lower 
alkylidenyl group, this is a straight or branched chain alkylidenyl group having from 1 
to 6 carbon atoms, examples of which include methylidenyl, ethylidenyl, 
propylidenyl, 1-methylethylidenyl, butylidenyl and 1-methylpropylidenyl groups. 
The lower alkylidenyl group is preferably a straight or branched alkylidenyl group 
having from 1 to 4 carbon atoms, and most preferably it is a methylidenyl, ethylidenyl 
or propylidenyl group. 



Where the substituent in the definition of Substituent group y represents an 
aralkylidenyl group, this is a group in which from 1 to 3 hydrogen atoms of an 
alkylidenyl group as defined and exemplified above are substituted with aryl groups 
as defined and exemplified above. Examples of these aralkylidenyl groups include 
benzylidenyl, phenylethylidenyl, phenylpropylidenyl and naphthylmethylidenyl 
groups. The aralkylidenyl group is preferably a straight or branched chain alkylidenyl 
group having from 1 to 4 carbon atoms which is substituted with a phenyl group or a 
naphthyl group, and most preferably it is a benzylidenyl or phenylethylidenyl group. 
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A preferred group of substituents of Substituent group a is Substituent group a 1 
which consists of halogen atoms, lower alkoxy groups, halogeno lower alkoxy groups 
and groups of formula -NR a R b (wherein one of R a and R b represents a hydrogen atom 
or a lower alkyl group, and the other represents a hydrogen atom, a lower alkyl group 
or an aralkyl group). 

A preferred group of substituents of Substituent group p is Substituent group p 1 
which consists of lower alkyl groups, halogeno lower alkyl groups, hydroxyl lower 
alkyl groups, nitro lower alkyl groups, amino lower alkyl groups, lower alkylamino 
lower alkyl groups, di(lower alkyl)amino lower alkyl groups and aralkylamino lower 
alkyl groups. 

Where the substituent in the definition of Substituent group p 1 represents a 
halogeno lower alkyl group, this is a group in which one or more hydrogen atoms of a 
lower alkyl group as defined and exemplified above are substituted with a halogen 
atom (s) as defined and exemplified above. It is preferably a halogenoalkyl group 
having from 1 to 4 carbon atoms; more preferably it is a trifluoromethyl, 
trichloromethyl, difluoromethyl, dichloromethyl, dibromomethyl, fluoromethyl, 2,2,2- 
trichloroethyl, 2,2,2-trifluoroethyl, 2-bromoethyl, 2-chloroethyl, 2-fluoroethyl or 2,2- 
dibromoethyl group; still more preferably it is a trifluoromethyl, trichloromethyl, 
difluoromethyl or fluoromethyl group; and most preferably it is a trifluoromethyl 
group. 

Where the substituent in the definition of Substituent group p 1 represents a 
hydroxy lower alkyl group, this is a group in which one or more hydrogen atoms of a 
lower alkyl group as defined and exemplified above are substituted with a hydroxy 
group (s) as defined above. It is preferably a hydroxyalkyl group having from 1 to 4 
carbon atoms, and most preferably it is a hydroxymethyl, 2-hydroxyethyl or 3- 
hydroxypropyl group. 

Where the substituent in the definition of Substituent group p 1 represents a nitro 
lower alkyl group, this is a group in which one or more hydrogen atoms of a lower 
alkyl group as defined and exemplified above are substituted with a nitro group(s). It 
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is preferably a nitroalkyl group having from 1 to 4 carbon atoms, and most preferably 
it is a nitromethyl, 2-nitroethyl or 3-nitropropyl group. 

Where the substituent in the definition of Substituent group p 1 represents an amino 
lower alkyl group, a lower alkylamino lower alkyl group, a di(lower alkyl)amino 
lower alkyl group or an aralkylamino lower alkyl group, this is a group in which one 
or more hydrogen atoms of a lower alkyl group as defined and exemplified above are 
substituted with a group (s) of formula -NR a R b (wherein one of R a and R b represents 
a hydrogen atom or a lower alkyl group, and the other represents a hydrogen atom, a 
lower alkyl group or an aralkyl group) in the definition of a 1 . Of these, substituents 
in which the alkyl moiety which is substituted with the group of formula -NR a R b has 
from 1 to 4 carbon atoms are preferred. Aminomethyl, 2-aminoethyl, 3-aminopropyl, 
methylaminomethyl, 2-(methylamino)ethyl, 3-(methylamino)propyl, 
ethylaminomethyl, 2-(ethylamino)ethyl, 3-(ethylamino)propyl, dimethylaminomethyl, 
2-(dimethylamino)ethyl 5 3-(dimethylamino)propyl, diethylaminomethyl, 2- 
(diethylamino)ethyl, 3-(diethylamino)propyl, benzylaminomethyl, 2- 
(benzylamino) ethyl and 3-(benzylamino)propyl groups are more preferred. 

A preferred group of substituents of Substituent group y is Substituent group y 1 
which consists of oxo groups, hydroxyimino groups, lower alkoxyimino groups, 
lower alkylene groups, lower alkylenedioxy groups, lower alkylsulfinyl groups, lower 
alkylsulfonyl groups, aryl groups and aryl groups which are substituted with one or 
more substituents selected from Substituent group a and Substituent group p. 

The "esters and other derivatives" are compounds in which a functional group (for 
example, a hydroxyl group, an amino group, an imino group or a sulfonamide group) 
of said compound of the present invention is modified by the addition of a protecting 
group using conventional techniques well-known in the art. 

In cases where the compound of the present invention includes, for example, a 
hydroxy group therein, such "esters and other derivatives" can be obtained by 
protecting said hydroxy group with a general protecting group or a protecting group 
which is capable of being removed by a metabolic process (e.g. hydrolysis) in vivo. 
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The general protecting group referred to above is a protecting group which is 
removable by a chemical process such as hydrogenolysis, hydrolysis, electrolysis or 
photolysis. Preferred examples of such a general protecting group include the 
following: 

(i) aliphatic acyl groups (preferably lower aliphatic acyl groups having from 1 to 6 
carbon atoms), examples of which include 

alkanoyl groups such as formyl, acetyl, propionyl, butyryl, isobutyryl, pentanoyl, 
pivaloyl, valeryl, isovaleryl, octanoyl, nonanoyl, decanoyl, 3-methylnonanoyl, 8- 
methylnonanoyl, 3-ethyloctanoyl, 3,7-dimethyloctanoyl, undecanoyl, dodecanoyl, 
tridecanoyl, tetradecanoyl, pentadecanoyl, hexadecanoyl, 1-methylpentadecanoyl, 14- 
methylpentadecanoyl, 13,13-dimethyltetradecanoyl, heptadecanoyl, 15- 
methylhexadecanoyl, octadecanoyl, 1-methylheptadecanoyl, nonadecanoyl, 
eicosanoyl and heneicosanoyl groups, 

halogenated alkylcarbonyl groups such as chloroacetyl, dichloroacetyl, 
trichloroacetyl and trifluoroacetyl groups, 

lower alkoxyalkylcarbonyl groups such as methoxyacetyl groups, and 

unsaturated alkylcarbonyl groups such as acryloyl, propioloyl, methacryloyl, 
crotonoyl, isocrotonoyl and (E)-2-methyl-2-butenoyl groups; 

(ii) aromatic acyl groups, examples of which include 

arylcarbonyl groups such as benzoyl, a-naphthoyl and p-naphthoyl groups, 
halogenated arylcarbonyl groups such as 2-bromobenzoyl, 4-chlorobenzoyl and 

2,4,6-trifluorobenzoyl groups, 

lower alkylated arylcarbonyl groups such as 2,4,6-trimethylbenzoyl and 4-toluoyl 
groups, 

lower alkoxylated arylcarbonyl groups such as 4-anisoyl groups, 
nitrated arylcarbonyl groups such as 4-nitrobenzoyl and 2-nitrobenzoyl groups, 
lower alkoxycarbonylated arylcarbonyl groups such as 2- 
(methoxycarbonyl)benzoyl groups, and 

arylated arylcarbonyl groups such as 4-phenylbenzoyl groups; 
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(iii) alkoxycarbonyl groups, examples of which include 

lower alkoxycarbonyl groups such as methoxycarbonyl, ethoxycarbonyl, 
propoxycarbonyl, butoxycarbonyl, s-butoxycarbonyl, t-butoxycarbonyl and 
isobutoxycarbonyl groups, and 

lower alkoxycarbonyl groups which are substituted with halogen atoms or 
tri(lower alkyl)silyl groups such as 2,2,2-trichloroethoxycarbonyl and 2- 
trimethylsilylethoxycarbonyl groups; 

(iv) tetrahydropyranyl or tetrahydrothiopyranyl groups such as tetrahydropyran-2-yl, 
3-bromotetrahydropyran-2-yl, 4-methoxytetrahydropyran-4-yl, tetrahydrothiopyran-2- 
yl and 4-methoxytetrahydrothiopyran-4-yl groups; 

(v) tetrahydrofuranyl or tetrahydrothiofuranyl groups such as tetrahydrofuran-2-yl and 
tetrahydrothiofuran-2-yl groups; 

(vi) silyl groups, examples of which include 

tri(lower alkyl)silyl groups such as trimethylsilyl, triethylsilyl, 
isopropyldimethylsilyl, t-butyldimethylsilyl, methyldiisopropylsilyl, methyl-di-t- 
butylsilyl and triisopropylsilyl groups, and 

tri(lower alkyl)silyl groups which are substituted with one or two aryl groups such 
as diphenylmethylsilyl, diphenylbutylsilyl, diphenylisopropylsilyl and 
phenyldiisopropylsilyl groups; 

(vii) alkoxymethyl groups, examples of which include 

lower alkoxymethyl groups such as methoxymethyl, 1,1 -dimethyl- 1- 
methoxymethyl, ethoxymethyl, propoxymethyl, isopropoxymethyl, butoxymethyl and 
t-butoxymethyl groups, 

lower alkoxylated lower alkoxymethyl groups such as 2-methoxyethoxymethyl 
groups, and 

halogeno lower alkoxymethyl groups such as 2,2,2-trichloroethoxymethyl and 
bis(2-chloroethoxy)methyl groups; 

(viii) substituted ethyl groups, examples of which include 
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lower alkoxylated ethyl groups such as 1-ethoxyethyl and 1 -(isopropoxy)ethyl 
groups, and 

halogenated ethyl groups such as 2,2,2-trichloroethyl groups; 

(ix) aralkyl groups, examples of which include 

lower alkyl groups which are substituted with from 1 to 3 aryl groups, examples of 
which include benzyl, a-naphthylmethyl, p-naphthylmethyl, diphenylmethyl, 
triphenylmethyl, oc-naphthyldiphenylmethyl and 9-anthrylmethyl groups, and 

lower alkyl groups which are substituted with from 1 to 3 aryl groups in which said 
aryl moiety is substituted with one or more substituents selected from the group 
consisting of lower alkyl, lower alkoxy, nitro, halogen and cyano, examples of which 
include 4-methylbenzyl, 2,4,6-trimethylbenzyl, 3,4,5-trimethylbenzyl, 4- 
methoxybenzyl, 4-methoxyphenydiphenylmethyl, 2-nitrobenzyl, 4-nitrobenzyl, 4- 
chlorobenzyl, 4-bromobenzyl and 4-cyanobenzyl groups; 

(x) alkenyloxycarbonyl groups, examples of which include vinyloxycarbonyl and 
allyloxycarbonyl groups; and 

(xi) aralkyloxycarbonyl groups in which the aryl moiety may be substituted with one 
or two substituents selected from lower alkoxy groups and nitro groups, examples of 
which include benzyloxycarbonyl, 4-methoxybenzyloxycarbonyl, 3,4- 
dimethoxybenzyloxycarbonyl, 2-nitrobenzyloxycarbonyl and 4-nitro- 
benzyloxycarbonyl groups. 

The protecting group which is capable of being removed by a metabolic process 
(e.g. hydrolysis) in vivo is one, which on administration to the body of a live mammal 
is removable by a metabolic process (e.g. hydrolysis) to give the unprotected 
compound or a salt thereof. Whether an ester or other derivative of a compound has 
such a protecting group can be easily determined. The compound under investigation 
is intravenously administered to an experimental animal such as a rat or mouse and 
the body fluids of the animal are thereafter studied. If the unprotected compound or a 
pharmacologically acceptable salt thereof can be detected in the body fluids, the 
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compound under investigation is judged to be a pharmacologically acceptable ester or 
other derivative. 



Preferred examples of such a protecting group which is capable of being removed 
by a metabolic process (e.g. hydrolysis) in vivo include the following: 

(i) l-(acyloxy)lower alkyl groups, examples of which include 
l-(lower aliphatic acyloxy)lower alkyl groups, examples of which include 
formyloxymethyl, acetoxymethyl, propionyloxymethyl, butyryloxymethyl, 
pivaloyloxymethyl, valeryloxymethyl, isovaleryloxymethyl, hexanoyloxymethyl, 1- 
formyloxyethyl, 1-acetoxyethyl, 1-propionyloxyethyl, 1-butyryloxyethyl, 1- 
pivaloyloxyethyl, 1-valeryloxyethyl, 1-isovaleryloxyethyl, 1-hexanoyloxyethyl, 1- 
formyloxypropyl, 1-acetoxypropyl, 1-propionyloxypropyl, 1-butyryloxypropyl, 1- 
pivaloyloxypropyl, 1-valeryloxypropyl, 1-isovaleryloxypropyl, 1-hexanoyloxypropyl, 
1-acetoxybutyl, 1-propionyloxybutyl, 1-butyryloxybutyl, 1-pivaloyloxybutyl, 1- 
acetoxypentyl, 1-propionyloxypentyl, 1-butyryloxypentyl, 1-pivaloyloxypentyl and 1- 
pivaloyloxyhexyl groups, 

l-(cycloalkylcarbonyloxy)lower alkyl groups, examples of which include 
cyclopentylcarbonyloxymethyl, cyclohexylcarbonyloxymethyl, 1- 
cyclopentylcarbonyloxyethyl, 1-cyclohexylcarbonyloxyethyl, 1- 
cyclopentylcarbonyloxypropyl, 1-cyclohexylcarbonyloxypropyl, 1- 
cyclopentylcarbonyloxybutyl and 1-cyclohexylcarbonyloxybutyl groups, and 

1 -(aromatic acyloxy)lower alkyl groups, examples of which include 
benzoyloxymethyl groups; 

(ii) carbonyloxyalkyl groups, examples of which include 

(lower alkoxycarbonyloxy)alkyl groups, examples of which include 
methoxycarbonyloxymethyl,ethoxycarbonyloxymethyl, propoxycarbonyloxymethyl, 
isopropoxycarbonyloxymethyl, butoxycarbonyloxymethyl, 
isobutoxycarbonyloxymethyl, pentyloxycarbonyloxymethyl, 
hexyloxycarbonyloxymethyl, cyclohexyloxycarbonyloxymethyl, 
cyclohexyloxycarbonyloxy(cyclohexyl)methyl, 1 -(methoxycarbonyloxy)ethyl, 1 - 
(ethoxycarbonyloxy)ethyl, l-(propoxycarbonyloxy)ethyl, 1- 
(isopropoxycarbonyloxy)ethyl, l-(butoxycarbonyloxy)ethyl, 1- 
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(isobutoxycarbonyloxy)ethyl, l-(t-butoxycarbonyloxy)ethyl, 1- 
(pentyloxycarbonyloxy)ethyl, l-(hexyloxycarbonyloxy)ethyl, 1- 
(cyclopentyloxycarbonyloxy)ethyl, 1 -(cyclopentyloxycarbonyloxy)propyl, 1 - 
(cyclohexyloxycarbonyloxy)propyl, 1 -(cyclopentyloxycarbonyloxy)butyl, 1 - 
(cyclohexyloxycarbonyloxy)butyl, 1 -(cyclohexyloxycarbonyloxy)ethyl, 1 - 
(ethoxycarbonyloxy)propyl, l-(methoxycarbonyloxy)propyl, 1- 
(ethoxycarbonyloxy)propyl, l-(propoxycarbonyloxy)propyl, 1- 
(isopropoxycarbonyloxy)propyl, l-(butoxycarbonyloxy)propyl, 1- 
(isobutoxycarbonyloxy)propyl, 1 -(pentyloxycarbonyloxy)propyl, 1- 
(hexyloxycarbonyloxy)propyl, l-(methoxycarbonyloxy)butyl, 1- 
(ethoxycarbonyloxy)butyl, l-(propoxycarbonyloxy)butyl, 1- 
(isopropoxycarbonyloxy)butyl, l-(butoxycarbonyloxy)butyl, 1- 
(isobutoxycarbonyloxy)butyl, l-(methoxycarbonyloxy)pentyl, 1- 
(ethoxycarbonyloxy)pentyl, l-(methoxycarbonyloxy)hexyl and 1- 
(ethoxycarbonyloxy)hexyl groups, and 

oxodioxolenylmethyl groups, examples of which include (5-phenyl-2-oxo-l,3- 
dioxolen-4-yl)methyl, [5-(4-methylphenyl)-2-oxo-l,3-dioxolen-4-yl]methyl, [5-(4- 
methoxyphenyl)-2-oxo-l,3-dioxolen-4-yl]methyl, [5-(4-fluorophenyl)-2-oxo-l,3- 
dioxolen-4-yl]methyl, [5-(4-chlorophenyl)-2-oxo-l,3-dioxolen-4-yl]methyl, (2-oxo- 
l,3-dioxolen-4-yl)-methyl, (5-methyl-2-oxo-l,3-dioxolen-4-yl)methyl, (5-ethyl-2- 
oxo-1 ,3-dioxolen-4-yl)methyl, (5-propyl-2-oxo-l,3-dioxolen-4-yl)methyl, (5- 
isopropyl-2-oxo- 1 ,3-dioxolen-4-yl)methyl and (5-butyl-2-oxo- 1 ,3-dioxolen-4- 
yl)methyl groups; 

(iii) phthalidyl groups, examples of which include phthalidyl, dimethylphthalidyl and 
dimethoxyphthalidyl groups; 

(iv) lower aliphatic acyl groups as defined and exemplified above; 

(v) aromatic acyl groups as defined and exemplified above; 

(vi) half-ester salt residues of succinic acid; 

(vii) phosphate ester salt residues; 
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(viii) ester-forming residues of an amino acid; 

(ix) carbamoyl groups; 

(x) carbamoyl groups which are substituted with one or two lower alkyl groups; and 

(xi) l-(acyloxy)alkyloxycarbonyl groups, examples of which include 
pivaloyloxymethyloxycarbonyl groups. 

Of the above protecting groups, carbonyloxyalkyl groups are preferred. 

In the case where the compound of formula (I) of the present invention has an amino 
group, an imino group and/or a sulfonamide group, the compound can be converted to 
a derivative by modifying said functional groups. 

Example of such derivatives include an amide derivative in which an aliphatic acyl 
group as defined and exemplified above or an aromatic acyl group as defined and 
exemplified above is bonded to a nitrogen atom of an amino group, imino group 
and/or sulfonamide group present in said compound of formula (I). 

Where the compound of formula (I) of the present invention or a 
pharmacologically acceptable ester or other derivative thereof has a basic group, such 
as an amino group, the compound can be converted to a salt by reacting it with an 
acid, and in the case where the compound of formula (I) of the present invention or a 
pharmacologically acceptable ester or other derivative thereof has an acidic group, 
such as a sulfonamide group, the compound can be converted to a salt by reacting it 
with a base. 

Preferred examples of the salts formed with a basic group include inorganic acid 
salts such as hydrohalogenated acid salts (e.g. hydrochlorides, hydrobromides and 
hydroiodides), nitrates, perchlorates, sulfates and phosphates; organic acid salts such 
as lower alkanesulfonates (e.g. methanesulfonates, trifluoromethanesulfonates and 
ethanesulfonates), arylsulfonates (e.g. benzenesulfonate or p-toluenesulfonate), 
acetates, malates, fumarates, succinates, citrates, ascorbates, tartrates, oxalates and 
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maleates; and amino acid salts such as glycine salts, lysine salts, arginine salts, 
ornithine salts, glutamates and aspartates. 

Preferred example of the salts formed with an acidic group include metal salts such 
as alkali metal salts (e.g. sodium salts, potassium salts and lithium salts), alkaline 
earth metal salts (e.g. calcium salts and magnesium salts), aluminum salts and iron 
salts; amine salts such as inorganic amine salts (e.g. ammonium salts) and organic 
amine salts (e.g. t-octylamine salts, dibenzylamine salts, morpholine salts, 
glucosamine salts, phenylglycinealkyl ester salts, ethylenediamine salts, N- 
methylglucamine salts, guanidine salts, diethylamine salts, triethylamine salts, 
dicyclohexylamine salts, N,N'-dibenzylethylenediamine salts, chloroprocaine salts, 
procaine salts, diethanolamine salts, N-benzylphenethylamine salts, piperazine salts, 
tetramethylammonium salts and tris(hydroxymethyl)aminomethane salts; and amino 
acid salts such as glycine salts, lysine salts, arginine salts, ornithine salts, glutamates 
and aspartates. 

The compound of formula (I) of the present invention or a pharmacologically 
acceptable salt or a pharmacologically acceptable ester or other derivative thereof can 
sometimes take up water upon exposure to the atmosphere or when recrystallized to 
absorb water or to form a hydrate and such hydrates are also included within the 
scope of the present invention. 

The compounds of formula (I) of the present invention can sometimes exist in the 
form of geometrical isomers (cis and trans isomers or Z- and E-isomers) and, where 
said compounds contain one or more asymmetric centres, optical isomers. For the 
compounds of the present invention, each of said isomers and mixture of said isomers 
are depicted by a single formula, i.e. the formula (I). Accordingly, the present 
invention covers both the individual isomers and mixtures thereof in any proportion. 
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Specific examples of compounds of formula (I) of the present invention include 
the following compounds in Tables 1 to 13 below. 
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2-Allyl 


1 1 1 Q 
1-113 


Pn 


O A K «XTLT /I TT, ~- ~ 

z-MeiNxi-4-rym 


T T 

H 


2-Ph 


1 1 1 A 
1 - 1 l*f 


PVi 

rii 


7 A/foXTT-J /I Dirm 

z-MelNH-4-Pym 


TT 

XT 


z-Bn 


111^ 
1-113 


PVi 

rii 


O A/f^XTTJ /I T), r*^y 

z-MeJNxi-4-Pym 


TT 

xi 


O T»1_ _ J_ 

2-Pnet 


1-116 


Ph 

1 11 




XT 


7 7 rliA/f^ 

z,z-aiivTc 


1-117 


Ph 


2-MeNH-4-Pym 


H 


2-OH 


1-118 


Ph 


2-MeNH-4-Pym 


H 


2-MeO 
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1-119 


Ph 


2-MeNH-4-Pym 


H 


2-EtO 


1-120 


Ph 


2-MeNH-4-Pym 


H 


2-PrO 


1-121 


Ph 


2-MeNH-4-Pym 


H 


2 2-difMeO^ 


1-122 


Ph 


2-MeNH-4-Pym 


H 


2,2-difEtO) 


1-123 


Ph 


2-MeNH-4-Pym 


H 


2,2-OCH9CH90- 


1-124 


Ph 


2-MeNH-4-Pym 


H 


2-Oxo 


1-125 


Ph 


2-MeNH-4-Pym 


H 


2-F 


1-126 


Ph 


2-MeNH-4-Pym 


H 


2-C1 


1-127 


Ph 


2-MeNH-4-Pym 


H 


2-Br 


1-128 


Ph 


2-MeNH-4-Pym 


H 


2-1 


1-129 


Ph 


2-MeNH-4-Pym 


H 


2,2-diF 


1-130 


Ph 


2-MeNH-4-Pym 


H 


2 2-diCl 


1-131 


Ph 


2-MeNH-4-Pym 


H 


2,2-diBr 


1-132 


Ph 


2-MeNH-4-Pym 


H 


3 -Me 


1-133 


Ph 


2-MeNH-4-Pym 


H 


3-Et 


1-134 


Ph 


2-MeNH-4-Pym 


H 


3-Pr 


1-135 


Ph 


2-MeNH-4-Pym 


H 


3 3-diMe 


1-136 


Ph 


2-MeNH-4-Pym 


H 


5-Me 


1-137 


Ph 


2-MeNH-4-Pym 


H 


5-Et 


1-138 


Ph 


2-MeNH-4-Pym 


H 


5-Pr 


1-139 


Ph 


2-MeNH-4-Pym 


H 


5 5-diMe 


1-140 


Ph 


2-MeNH-4-Pym 


H 


6-Me 


1-141 


Ph 


2-MeNH-4-Pym 


H 


6-Et 


1-142 


Ph 


2-MeNH-4-Pym 


H 


6-Pr 


1-143 


Ph 


2-MeNH-4-Pym 


H 


6 6-dilVfe 


1-144 


Ph 


2-MeNH-4-Pym 


H 


6,6-diF 


1-145 


Ph 


2-MeNH-4-Pym 


H 


6 6-CHoCHo- 


1-146 


Ph 


2-MeNH-4-Pym 


H 


6-Oxo 


1-147 


Ph 


2-MeNH-4-Pym 


H 


8-Me 


1-148 


Ph 


2-MeNH-4-Pym | 


H 


8-Et 


1-149 


Ph 


2-MeNH-4-Pym 


H 


8-Pr 


1-150 


Ph 


2-MeNH-4-Pym 


H 


8-Ph 
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1-151 

X X *J X 


Ph 

X 11 


Z -1V1 ciN n -*f -r ym 


TT 

ri 


oa-Me 


1-152 


Ph 

X XI 


z -lvieiN n -h yiri 


TT 
IX 


oa-rit 


1-153 


Ph 

X XI 


Z -JLVlCrN n -*f -r yni 


IT 

ri 


oa-rr 


1-154 


3-F-Ph 

J X X 11 


/I.Pvr 


ri 




1-155 

X X J w/ 


VF-Ph 
.j i in 


H-iryr 


TT 

rl 


1 A/!"** 

l-Me 


1-156 

X X u 


3-F-Ph 
j-r -r 11 


/I Din* 

*+-r yr 


TT 

rl 


1-rit 


1-157 

X X 1 


^_F-Ph 

J r X 11 


A P\/r 

t-ryr 


TT 

rl 


1-rr 


1-158 


~J X X 11 


f-ryr 


TT 

rl 


l , l -aiMe 


1-159 


3-F-Ph 

~J X X XI 


*t- x yr 


TT 

rl 


O A /fa 

z-Me 


1-160 


3_F-Ph 

J X X 11 


4 P\/r 


TT 

rl 


z-rit 


1-161 

X 1 \J I 


3-F-Ph 
or -x 11 


A P\/T* 

*f-x^yr 


TT 

rl 


z-rr 


1-162 


3-F-Ph 

~j x x xx 


ryr 


IT 

rl 


O Tin 


X X VJ _J 


3-F-Ph 

JT 111 


t-r yr 


rl 


z-Allyl 


1-164 

X X \_/"T 


3_F-Ph 

J L 111 


A P\/r 


IT 

rl 


z-rn 


1-165 

x x \j ~j 


1_F-Ph 
j r x li 


^f-jryr 


TT 

rl 


z-Bn 


1-166 

X X \J\J 


3-F-Ph 

~J X X 11 


A T>\rr 

4-r yr 


TT 

ri 


z-r'net 


1-167 

X X \J I 


1-F-Ph 

*J X X 11 


t-ryr 


IT 

rl 


z ? z-aiMe 


1-168 

X X wo 


3-F-Ph 

~> I X 11 


*+-jr yr 


TT 

rl 


z-Uri 


1-169 

X X \JJ7 


3_F-Ph 

J V -ill 


x yr 


TT 

rl 


z-Me(J 


1-170 

X X / \J 


3-F-Ph 

~>-JT X 11 


*+-xyr 


TT 

rl 


O I?+/~x 

z-btU 


1-171 

X X / X 


3-F-Ph 
J r x li 


h— i yr 


IT 

rl 


z-rrU 


1-1 72 


3-F-Ph 

~> -T -X 11 


*+-x yr 


IT 

rl 


z 5 z-ai(MeO) 


1-173 

X X / J 


3-F-Ph 

~> 1 X 11 




IT 

rl 


z ? z-ai(h,t(j) 


1-174 

I X / *T 


3-F-Ph 

J-17 X 11 


A T>\rr 


u 
rl 


O O APTT niT 

z,z-L)CH2CH20- 


1-175 

X X / 


3-F-Ph 
-j i i ii 


A P\/r 


rl 


z-(Jxo 


1-176 

x - 1 / XJ 


3_F-Ph 
Sj ~r -ill 


A V>\rr 

tf-jryr 


rl 


O T? 


1-177 i 

X X / / 


3_F-Ph 
J i xll 


J. P\/r 

H--x yr 


TT 

rl 


z-Cl 


1-178 

X X / o 


3_F-Ph 

J JT x Jl 


.r yr 


u 
rl 


z-Br 


1-179 

X X / J7 


3-F-Ph 
J r x li 


A P\/r 

.ryr 




O T 

z-1 


1-180 


3-F-Ph 


4-Pvr 

-r x jl 


H 

XX 


2 2-diF 


1-181 


3-F-Ph 


4-Pyr 


H 


2,2-diCl 


1-182 


3-F-Ph 


4-Pyr 


H 


2,2-diBr 
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1-183 


3-F-Ph 


4-Pyr 


H 


-J-IVIC 


1-184 


3-F-Ph 


4-Pyr 


H 


VFt 


1-185 


3-F-Ph 


4-Pyr 


11 


^ Pr 

j>-x r 


1-186 


3-F-Ph 


4-Pyr 


1 X 


-?,-?-uiivie 


1-187 


3-F-Ph 


4-Pyr 


H 

X X 




1-188 


3-F-Ph 


4-Pyr 


X X 


S-Ft 


1-189 


3-F-Ph 


4-Pyr 


XX 


S-Pr 


1-190 


3-F-Ph 


4-Pyr 


XX 




1-191 


3-F-Ph 


4-Pyr 


XX 


u-ivic 


1-192 


3-F-Ph 


4-Pyr 


XX 




1-193 


3-F-Ph 


4-Pyr 


XX 


6-Pr 


1-194 


3-F-Ph 


4-Pyr 


XX 


0,0-UllViC 


1-195 


3-F-Ph 


4-Pyr 


H 

XX 


o ? u-uir 


1-196 


3-F-Ph 


4-Pyr 


H 

XX 


o 9 o-^n 2 v^ri 2 - 


1-197 


3-F-Ph ' 


4-Pyr 


FT 

n 


o-uxo 


1-198 


3-F-Ph 


4-Pyr 


H 


o-ivic 


1-199 


3-F-Ph 


4-Pyr 


FT 

XI 


8 Ft 


1-200 


3-F-Ph 


4-Pyr 


11 


8 Pr 


1-201 


3-F-Ph 


4-Pyr 


H 

X X 


R-PVi 
o-x n 


1-202 


3-F-Ph 


4-Pyr 


FT 

. . X 


Oa-lVIc 


1-203 


3-F-Ph 


4-Pyr 


FT 

11 


£si Ft 


1-204 


3-F-Ph 


4-Pyr 


11 


8a Pr 


1-205 


3-F-Ph 


2-NH 2 -4-Pym 


FT 

X X 




1-206 


3-F-Ph 


2-NH 2 -4-Pym 


H 

X X 


1 -Mr 


1-207 


3-F-Ph 


2-NH 2 -4-Pym 


11 


1 Ft 


1-208 


3-F-Ph 


2-NH 2 -4-Pvm 


u 

XX 


1 Pt- 

1-rT 


1-209 


3-F-Ph 


2-NH 2 -4-Pym 


XI 


1 1 AWA& 


1-210 


3-F-Ph 


2-NH 2 -4-Pym 


FT 

XX 


z-ivie 


1-211 


3-F-Ph 


2-NH 2 -4-Pym 


FT 

1 1 


9 Ft 


1-212 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2-Pr 


1-213 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2-Bu 


1-214 


3-F-Ph : 


2-NH 2 -4-Pym ] 


h : 


2-Allyl 
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1-215 


3-F-Ph 


2-NH 2 -4-Pym 


1 H 


2-Ph 


1-216 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2-Bn 


1-217 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2-Phet 


1-218 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2,2-diMe 


1-219 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2-OH 


1-220 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2-MeO 


1-221 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2-EtO ) 


1-222 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2-PrO j 


1-223 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2,2-difMeO^ ' 


1-224 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2 2-difEtCtt 1 


1-225 


3-F-Ph 


2-NH 2 -4-Pym 


H 




1-226 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2-Oxo 


1-227 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2-F | 


1-228 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2-C1 I 


1-229 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2-Br 1 


1-230 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2-1 — 


1-231 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2,2-diF ! 


1-232 


3-F-Ph 


2-NH 2 -4-Pym 


H 


2 2-diCl 


1-233 


3-F-Ph 


2-NH 2 -4-Pym | 


H 


2 2-diBr 1 


1-234 


3-F-Ph 


2-NH 2 -4-Pym | 


H 


3-Me 


1-235 


3-F-Ph 


2-NH 2 -4-Pym 


H 


3-Et 


1-236 


3-F-Ph 


2-NH 2 -4-Pym | 


H 


3-Pr 


1-237 


3-F-Ph 


2-NH 2 -4-Pym 


H 


3 3-diMe ~~! 


1-238 


3-F-Ph 


2-NH 2 -4-Pym 


H 


5 -Me 


1-239 


3-F-Ph 


2-NH 2 -4-Pym T 


H 


5-Et 


1-240 


3-F-Ph 


2-NH 2 -4-Pym J 


H 


5-Pr | 


1-241 


3-F-Ph 


2-NH 2 -4-Pym J 


H 


5 5-diMe ~1 


1-242 


3-F-Ph 


2-NH 2 -4-Pym 


H 


6-Me I 


1-243 


3-F-Ph 


2-NH 2 -4-Pym 


H 


6-Et 


1-244 


3-F-Ph : 


>-NH 2 -4-Pym ] 


H i 


5-Pr 


1-245 : 


3-F-Ph : 


>-NH 2 -4-Pym ] 


H ( 


5,6-diMe 


1-246 : 


5-F-Ph : 


>-NH 2 -4-Pym ] 


i t 


5,6-diF | 
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1-247 


3-F-Ph 

— ' X XII 


^ imi2 *t r jin 


II 
XX 


C. pTT pTT 

0,0-UJri2CJrl2- 


1-248 


3-F-Ph 




TT 
Xl 


O-UXO 


1-249 


3-F-Ph 


^ iNxj.2 *+- jryiii 


II 
Xl 


C A/To 


1-250 


3-F-Ph 

-J X X 11 


z -im ix 2 -*f-Jr ym 


IT 

xl 


o-lit 


1-251 


3-F-Ph 

~J X X 11 


z.-inxx2 -x ym 


IT 
Xl 


o-Jrr 


1-252 


3-F-Ph 

~J X X 11 


^-i>irx2 *t -x yixl 


IT 

xl 


g T>i_ 


1-253 


3_F-Ph 

—> 1 X 11 




TJ 

xl 


oa-Me 


1-254 


3-F-Ph 

-J X X 11 


z,-imxjL2 -jryiTi 


IT 

Xl 


oa-Jtit 


1-255 


3-F-Ph 

—> X X 11 


Z,-1MXX2 *-r - x yin 


TJ 

xl 


oa-rr 


1-256 


3-F-Ph 

X X 11 


z -ivi cin n -*t -x yin 


IT 

xl 




1-257 


3-F-Ph 

-J X X 11 


z -ivicin ri-^t -x yni 


xl 


l-Me 


1-258 


3-F-Ph 

~J X X 11 


z - xvi cin n -*f -x yin 


IT 

xl 


1 r?* 
1-xit 


1-259 


3-F-Ph 

~J 1 X 11 


Z-1VI CIN Xl-^-r yin 


TT 

xl 


1 D— 

1-rr 


1-260 


3-F-Ph 

—J X X 11 


z -ivi cin n -*+ y m 


IT 
Xl 


l , l -aiMe 


1-261 


3-F-Ph 

— ' X X 11 


z -ivi cin n - *f - Jr yrri 


TT 

xl 


2-JVLe 


1-262 


3-F-Ph 


z. -ivi ci m n-*+ -jr yin 


IT 

xl 




1-263 


3-F-Ph 

~> X X XI 


z -ivicin ix-^-1^ yin 


TT 

Jrl 


O TJ- 


1-264 


3-F-Ph 

—J X X 11 


Zr-iviciN n-*+-x yni 


TT 

xl 


z-r>U 


1-265 


3-F-Ph 

»-» X X 11 


Z-IVlClNxx-H-x^yiTl 


IT 

xl 


z-Allyl i 


1-266 


3-F-Ph 

_J X X 11 


z. -ivi cin xi-h- -jr yni 


u 
Jrl 


z-rn J 


1-267 


3-F-Ph 

— ' X X XI 


z, -ivicin xi -*t - Jr yin 


IT 

xl 


z-r5n 


1-268 


3-F-Ph 

—J X X 11 


z, -ivi CIN Ix - Jr yiTl 


TT 

xi 


z-rhet 


1-269 


3-F-Ph 

— » X X 11 


z -ivi cin xx -H- -x^ yrn 


IT 

xl 


z. ? 2-aiMe 


1-270 


3-F-Ph 

-J X X 11 


9_Mp>JT-T A P\/m 
z -IVICIN IT. -f- jt yin 


IT 

xl 


z-(JJrl 


1-271 


3_F-Ph 

—» X X 11 


z. - 1 vi c in ix - f - r yrn 


TT 

Jrl 


z-Me(J 


1-272 


3-F-Ph 

*J X X 11 


9-M^NTH' A Pa/to 
z-ivicinii-^-i yiTl 


xl 


O TI?+/*\ 


1-273 


3_F-Ph 

— ' X X 11 


9_1VT<=»7SJT4 A P^i rm 

z -ivicin xi -*f -Jr^ yni 


IT 

xi 


z-rrU 


1-274 


3-F-Ph 

— J X X 11 


z -ivicin rx-^-r yrri 


u 
Jrl 


2,2-ai(MeO) 


1-275 


3-F-Ph 

— * X IT 11 


z -ivicin xi-*+-x yrn 


u 
JrL 


z ? z-ai(btO) 


1-276 


3-F-Ph 


2-MeNH-4-Pym 


H 


2 2-OCHoCHoO- 


1-277 


3-F-Ph 


2-MeNH-4-Pym 


H 


2-Oxo 


1-278 


3-F-Ph 


2-MeNH-4-Pym 


H 


2-F 
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1-279 


3-F-Ph 


r\ -\ jr XTTT A TX 

2-MeNH-4-Pym 


T T 

H 


2-C1 


1-280 


3-F-Ph 


r\ -\ r -vttj ii t-j 

2-MeNH-4-Pym 


TT 

H 


O TX 

2-Br 


1-281 


3-F-Ph 


O A X _\TT T /I T> 

2 -MeNH-4-Pym 


T T 

H 


2-1 


1-282 


O T~" TX1 

3-F-Ph 


2-MeNH-4-Pym 


H 


2,2-diF 


1-283 


1 T"» TXl 

3-F-Ph 


<~\ X >r XTTT /I Tk 

2-MeNH-4-Pym 


H 


2,2-diCl 


1-284 


O I— 1 Til 

3-F-Ph 


a \ J- XTTT A TX 

2-MeNH-4-Pym 


H 


2 ? 2-diBr 


1-285 


3-F-Ph 


^ ■» jf XTTT A TX 

2-MeNH-4-Pym 


H 


3-Me 


1-286 


3-F-Ph 


^ X /f" _X TT T A TX 

2-MeNH-4-Pym 


T T 

H 


3-Et 


1-287 


O T" 1 T*X"L 

3-F-Ph 


-"V A A XTTT /I TX 

2-MeNH-4-Pym 


TT 

H 


Tt 

3-Pr 


1-288 


O T"' TXl_ 

3-F-Ph 


/"\ TV /T XTTT /I TX 

2-MeNH-4-Pym 


TT 

H 


3,3-diMe 


i Aon 

1-289 


1 T~* TXl 

3-F-Ph 


^\ ~K A XTTT A TX 

2-MeNH-4-Pym 


H 


5 -Me 


1-290 


3-F-Ph 


r\ -» r XTTT A ~T\ 

2-MeNH-4-Pym 


H 


5-Et 


1-291 


>-> T~i TXl 

3-F-Ph 


r\ ~\ A XTTT A TX 

2-MeNH-4-Pym 


H 


5-Pr 


1-292 


3-F-Ph 


X A \TTT A ~T~\ 

2-MeNH-4-Pym 


H 


5,5-diMe 


1-293 


3-F-Ph 


f\ X A XTTT A TX 

2-MeNH-4-Pym 


H 


6-Me 


1-294 


O T™ 1 Ti"L 

3-F-Ph 


r\ ~\ r XTTT A TX 

2-MeNH-4-Pym 


H 


6-Et 


1-295 


3-F-Ph 


« \ / XTTT A T\ 

2-MeNH-4-Pym 


H 


6-Pr 


1-296 


3-F-Ph 


Tk jT A TT T A TV 

2-MeNH-4-Pym 


H 


6,6-diMe 


1-297 


3-F-Ph 


2-MeNH-4-Pym 


H 


6,6-diF 


1-298 


3-F-Ph 


A 1 / \ TT T A T*k 

2-MeNH-4-Pym 


H 


6,6-CH 2 CH 2 - 


1-299 


T? T»l^ 

3-F-Ph 


Ti r XTTT A T* 

2-MeNH-4-Pym 


H 


6-Oxo 


1-300 


O T - ' T*l_ 

3-F-Ph 


r\ -\ r XTTT A TX 

2-MeNH-4-Pym 


H 


8-Me 


1-301 


3-F-Ph 


f\ ~K r "K TT T /I Tk 

2-MeNH-4-Pym 


H 


8-Et 


1-302 


3-F-Ph 


2-MeNH-4-Pym 


H 


8-Pr 


1-303 


3-F-Ph 


r\ X JT XTTT vf T"» 

2-MeNH-4-Pym 


H 


8-Ph 


1-304 


3-F-Ph 


« X r "V TT T A ~W\ 

2-MeNH-4-Pym 


H 


8a-Me 


1-305 


3-F-Ph 


A •» iT 1 TT T A TV 

2-MeNH-4-Pym 


H 


8a-Et 


1-306 


3-F-Ph 


f\ ~K AT "V TT T >l T% 

2-MeNH-4-Pym 


H 


8a-Pr 


1-307 


4-F-Ph 


4-Pyr 


H 




1 QAO 

1-J05 


A T7 DV. 

4-r-rn 


A Tin »~. 

4-ryr 


TT 

H 


1 X A ^ 

1-Me 


1-309 


4-F-Ph 


4-Pyr 


H 


1-Et 


1-310 


4-F-Ph 


4-Pyr 


H 


1-Pr 
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1-311 


4-F-Ph 


4-Pvr 
*t ryi 
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H 


2-Pr 


1 4UO 


^ PI Pin 


A T>\rr 

**-r yr 


TT 

ri 


2-rJU 


1-469 


3-Cl-Ph 


4-Pyr 


H 


2-Allyl 


1-470 


3-Cl-Ph 


4-Pyr 


H 


2-Ph 
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1-471 


3-Cl-Ph 


4-Pyr 


H 


2-Bn 

Uil 


1-472 


3-Cl-Ph 


4-Pyr 


H 


2-Phet 
^— i iiwt 


1-473 


3-Cl-Ph 


4-Pyr 


H 


2 2-diMe 


1-474 


3-Cl-Ph 


4-Pyr 


H 


2-OH 


1-475 


3-Cl-Ph 


4-Pyr 


H 


2-MeO 

Z* lVlt/V_/ 


1-476 


3-Cl-Ph 


4-Pyr 


H 


2-FtO 


1-477 


3-Cl-Ph 


4-Pyr 


H 


2-PrD 

z- ii V_y 


1-478 


3-Cl-Ph 


4-Pyr 


H 


2 2-diYMe(Tl 


1-479 


3-Cl-Ph 


4-Pyr 


H 
n 


2 2-difFtfV> 


1-480 


3-Cl-Ph 


4-Pyr 


H 




1-481 


3-Cl-Ph 


4-Pyr 




9-fYvn 


1-482 


3-Cl-Ph 


4-Pyr 


H 

JL 1 


2-F 


1-483 


3-Cl-Ph 


4-Pyr 


H 


2-C1 


1-484 


3-Cl-Ph 


4-Pyr 


H 


Z* «L>1 


1-485 


3-Cl-Ph 


4-Pyr 


ii 


2-T 
^i 


1-486 


3-Cl-Ph 


4-Pyr 


H 


2 2-diF 


1-487 


3-Cl-Ph 


4-Pyr 1 


H 

ii 




1-488 


3-Cl-Ph 


4-Pyr 

•/ 


j. i 


9 9-diRr l 


1-489 


3-Cl-Ph 


4-Pyr 


ii 


J -ivic 


1-490 


3-Cl-Ph 


4-Pyr 


ii 


VFt 


1-491 


3-Cl-Ph 


4-Pyr 


1 1 


VPr 


1-492 


3-Cl-Ph 


4-Pyr 


ii 


J ? ^~U.I±ViC 


1-493 


3-Cl-Ph 


4-Pyr 


ii 




1-494 


3-Cl-Ph 


4-Pyr 


H 
ii 


5-Ft 

^/ l—i L 


1-495 


3-Cl-Ph 


4-Pyr 


H 
ii 


S-Pr 

J i I 


1-496 


3-Cl-Ph 


4-Pyr 

«/ 






1-497 


3-Cl-Ph 


4-Pyr 


H 

ii 


U-IV1C 


1-498 


3-Cl-Ph 


4-Pyr 


ii 


U El 


1-499 


3-Cl-Ph 


4-Pyr 


ii 


fS-Pr 


1-500 


3-Cl-Ph 


4-Pyr 


H 


6,6-diMe 


1-501 


3-Cl-Ph 


4-Pyr 


H 


6,6-diF 


1-502 


3-Cl-Ph 


4-Pyr 


H 


6,6-CH 2 CH 2 - 
- 



S:/Chemical/Sankyo/FP0207/FP0207s2 



P85695/FP-0207(PCT)/English translation (pt.2)/tsa-ig/03.07.03 



59 



1-503 


3-Cl-Ph 


4-Pvr 


n 


u-uxo 


1-504 


3-Cl-Ph 


4-Pvr 
y 


xx 
n 


o-ivxe 


1-505 


3-Cl-Ph 


4-Pvr 
y 


XT 
n 


a Pit 


1-506 


3-Cl-Ph 


4-Pvr 

t x yi 


n 


8 Pr 

o-rT 


1-507 


3-Cl-Ph 


4-Pvr 


n 


O-x IX 


1-508 


3-Cl-Ph 


4-Pvr 


XT 
XT 


oa-ivie 


1-509 


3-Cl-Ph 


4-Pvr 

y 


XT 

XT 


O q X7+ 


1-510 


3-Cl-Ph 


4-Pvr 


XJ 
XT 


Oa-ri 


1-511 


3-Cl-Ph 


2-NHt4-Pvtti 

-I'lx^ • J. V 111 


XJ 

XT 




1-512 


3-Cl-Ph 


2-NH?-4-Pvm 

«• -i i a a^ r a y in 


XX 


1 TM> 


1-513 


3-Cl-Ph 


2-NH?-4-Pvrn 

J-IAA^ • A J' 111 


rT 

XT 


1 Pt 
i -XZ/I 


1-514 


3-Cl-Ph 


2-NH?-4-Pvm 


XT 


1 Pr 

1 X I ; 


1-515 


3-Cl-Ph 


2-NH->-4-Pvrn 

i haa/ ~ a yah 


XT 


1 1 HiA/T^ 

x , i -aiivie 


1-516 


3-Cl-Ph 


2-NH9-4-Pvm 


XT 
XT 


9 A/T^ 

z-ivxe 


1-517 


3-Cl-Ph 


2-NH?-4-Pvm 


XT 
XT 


Z-Xwl 


1-518 


3-Cl-Ph 


2-NH?-4-Pvrri 

i^aa^ i a y in 


XT 
XT 


9 Pr 

z-rr 


1-519 


3-Cl-Ph 


2-NH^-4-Pvm 

^» I^IAA^ T X YXIX 


XT 
XT 


9 X*n 
Z-xoU 


1-520 


3-Cl-Ph 


2-NH-i-4-Pvm 

illl^ " A J III 


XT 
XT 


9 A IK/1 


1-521 


3-Cl-Ph 


2-NH?-4-Pvm 


XT 
XT 


9 PVi 

z-±tx 


1-522 


3-Cl-Ph 




XT 
XT 


9 X3n 


1-523 


3-Cl-Ph 


2-NHo-4-Pvm 

i iii^ » x yiii 


XT 
XT 




1-524 


3-Cl-Ph 


2-NH?-4-Pvrn 


XT 
XT 


9 9 rliA^o 

z ? z-aiiVxe 


1-525 


3-Cl-Ph 


2-NH9-4-Pvm 

1111/ > a y in 


XT 
XT 


9 nxr 1 


1-526 


3-Cl-Ph 


2-NH?-4-Pvm 

-1 ^AA^ I A Vlll 


XX 
XT 


9 AAoO 


1-527 


3-Cl-Ph 


2-NH-?-4-Pvm 

l^AA^ T A _yiii 


XT 
XX 




1-528 


3-Cl-Ph 


2-NH*>-4-Pvrn 

i iiA2 ~ x yiii 


XT 
XT 


9 DrH 

Z-rTvJ 


1-529 


3-Cl-Ph 


2-NHt4-Pvtti 


XT 

XT 


z 5 z-ai(MeU) 


1-530 


3-Cl-Ph 


2-NHo-4-Pvm 


XT 
XT 


Z,z-ai(JitU) 


1-531 


3-Cl-Ph 


2-NHo-4-Pvm 

*~ ii(ii2 t x y in 


XT 
XT 


Z,z-UUx-1 2 L,aT2U- 


1-532 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-Oxo 


1-533 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-F 


1-534 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-C1 
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1-535 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-Br 


1-536 


*"\ /- 11 T"\1 

3-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-1 


1-537 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


2,2-diF 


1-538 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


2,2-diCl 


1-539 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


2,2-diBr 


1-540 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


3-Me 


1-541 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


3-Et 


1-542 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


3-Pr 


1-543 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


3,3-diMe 


1-544 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


5 -Me 


1-545 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


5-Et 


1-546 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


5-Pr 


1-547 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


5,5-diMe 


1-548 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


6-Me 


1-549 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


6-Et 


1-550 j 


3-Cl-Ph 1 


2-NH 2 -4-Pym 


H 


6-Pr 


1-551 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


6,6-diMe 


1-552 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


6 ? 6-diF 


1-553 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


6,6-CH 2 CH 2 - 


1-554 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


6-Oxo 


1-555 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


8-Me 


1-556 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


8-Et 


1-557 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


8-Pr 


1-558 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


8-Ph 


1-559 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


8a-Me 


1-560 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


8a-Et 


1-561 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


8a-Pr 


1-562 


3-Cl-Ph 


2-MeNH-4-Pym 


H 




1-563 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


1-Me 


1 G/ZA 

1-D64 


3-Cl-Pn 


2-MeNH-4-Pym 


H 


1-Et 


1-565 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


1-Pr 


1-566 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


1,1-diMe 
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loo / 


i-Cl-rn 


z-MeiNri-4-rym 


rl 


2-Me 




3-Cl-rll 


z-JVLeiN ri-4-Pym 


TT 

rl 


z-bt 






1 Ayf«XTT_T /I O, r~^^ 

2-MeJNri-4-Fym 


TT 


2-Pr 




3-Cl-rn 


O A /t" ~XTT T A tw* 

2 - MeJN ri-4-Fym 


TT 


2-Bu 


lO / 1 


O T)Vi 


z-MeJN rl-4-rym 


TT 

rl 


2- Ally 1 


1 C79 

1 -J 1 L 


3-L.l-rn 


z-JVLeJNrl-4-rym 


TT 

rl 


O Ti*U 

2-Ph 


1-j Id 


3-Cl-rn 


2~MeJN rl-4-rym 


TT 

H 


2-Bn 


1 C7/1 

1-j /4 


3-Cl-Fn 


z-MeNH-4-rym 


TT 

H 


2-Phet 


1 

1 O / 0 


J-CI-rn 


z-MeJNrl-4-rym 


TT 

H 


2,2-diMe 


lO /O 


3-Ui-rn 


2-MeJNrl-4-rym 


TT 

rl 


O ATT 


1 ^nn 
!-!>// 


J-Cl-rn 


z -MeJN H-4 -rym 


TT 

H 


2-MeO 


1 0 /o 


3-Cl-rn 


2-MeJNrl-4-r l ym 


TT 

H 


2-EtO 


1 -j ly 


3-Cl-rn 


z-JVleJNM-4-rym 


TT 

H 


2-PrO 


lOoU 


3-Cl-rn 


z-MeJNM-4-rym 


TT 

H 


2,2-di(MeO) 




3-Cl-Fli 


2-MeNH-4-Pym 


TT 

H 


2,2-di(EtO) 


lOoz 


J-LJ-rn 


z-MeJNrl-4-rym 


TT 

H 


r\ /-\/^(tt /"ITT 

2 ? 2-OCH2CH20- 


1 

l-DoJ 


J-d-rn 


z-MeJNrl-4-rym 


TT 

H 


2-Oxo 


l-jo4 


•3-ci-Jl n 


z-JVLeJNrl-4-rym 


TT 

H 


r~l T^ 

2-F 


1-!>oj 


Q T>1_ 


z-MeNH-4-rym 


TT 

H 


2-C1 


iOoO 




z-MeJNri-4-rym 


TT 

rl 


2-Br 


lOo / 


3-d-Fn 


z-MeJNH-4-rym 


TT 

H 


2-1 


1-JOO 


J-d-rn 


z-MeNri-4-rym 


TT 

H 


/-\ r\ J •t7 

2,2-diF 


1 ^CQ 




z-MeiNM-4-rym 


TT 

H 


2 ? 2-diCl 


i-oyu 


-2 r^i r>v, 
J-L.l-.rJl 


z - JVlePsl rl-4- r ym 


TT 

H 


2,2-diBr 




i-Ul-rxi 


z-MeiNJri-4-Fym 


H 


3 -Me 


1 coo 


3-Cl-Fn 


2-MeNH-4-Pym 


TT 

H 


3-Et 


1 COT 


3-Cl-Fn 


2-MeNH-4-Pym 


TT 

H 


3-Pr 


1 CQ/1 


3-Cl-rn 


O A /l^XTT T A T> ■ .. , , 

z-MeJNH-4-rym 


TT 

H 


3,3-diMe 






z-Mei\irl-4-Pym 


T T 

H 


5 -Me 


1 -^QrS 

1 J7U 




9 A/f^ATT-T A T>\rm 

z -iviciN n-H-r ym 


T_T 

rl 




1-597 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


5-Pr 


1-598 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


5,5-diMe 
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1 CC\C\ 

1-599 


^ Til. 

3-Cl-Ph 


2-MeNH-4-Pym 


H 


6-Me 


i /z f\r\ 

1-600 


O Z~^1 T41 

3-Cl-Ph 


i~\ K \ttt A T"\ 

2-MeNH-4-Pym 


H 


6-Et 


1-601 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


6-Pr 


1-602 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


6,6-diMe 


1-603 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


6,6-diF 


1-604 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


6,6-CH 2 CH 2 - 


1-605 


O /~11 T"»1 

3-Cl-Ph 


2-MeNH-4-Pym 


H 


6-Oxo 


1-606 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


8-Me 


1-607 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


8-Et 


1-608 


O Z~H T»1 

3-Cl-Ph 


2-MeNH-4-Pym 


H 


8-Pr 


1-609 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


8-Ph 


1-610 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


8a-Me 


1 Z" 1 1 

1-611 


3-Cl-Ph 


2-MeNH-4-Pym 


H 


8a-Et 


1-612 


O Z~"^ 1 T*1 

3-Cl-Ph 


2-MeNH-4-Pym 


H 


8a-Pr 


1-613 


3-CF3-P11 


4-Pyr 


H 


— 


1-614 


3-CF3-P11 


4-Pyr 


H 


1-Me 


1-615 


3-CF 3 -Ph 


4-Pyr 


H 


1-Et 


1-616 


3-CF 3 -Ph 


4-Pyr 


H 


1-Pr 


1-617 


3-CF 3 -Ph 


4-Pyr 


H 


1,1-diMe 


1-618 


3-CF 3 -Ph 


4-Pyr 


H 


2-Me 


1-619 


3-CF 3 -Ph 


4-Pyr 


H 


2-Et 


1-620 


3-CF 3 -Ph 


4-Pyr 


H 


2-Pr 


1 1 

1-621 


3-CF 3 -Ph 


4-Pyr 


H 


2-Bu 


1 /TOO 

1-622 


3-CF 3 -Ph 


4-Pyr 


H 


2-Allyl 


1-623 


3-CF 3 -Ph 


4-Pyr 


H 


2-Ph 


1-624 


3-CF 3 -Ph 


4-Pyr 


H 


2-Bn 


1-625 


3-CF 3 -Ph 


4-Pyr 


H 


2-Phet 


1 ZT 

1-626 


3-CF 3 -Ph 


4-Pyr 


H 


2,2-diMe 


1-627 


3-CF 3 -Ph 


4-Pyr 


H 


2-OH 


1 r\9R 
1 -ozo 




4-ryr 


T T 

H 


2-MeO 


1-629 


3-CF3-PI1 


4-Pyr 


H 


2-EtO 


1-630 


3-CF3-PI1 


4-Pyr 


H 


2-PrO 



S :/Chemical/Sankyo/FP0207/FP0207s2 



P85695/FP-0207(PCT)/English translation (pt.2)/tsa-ig/03.07.03 



63 



1 A1 1 


1 PVi 


4-ryr 


TJ 

rl 


2,2-ai(MeO) 


1 All 


1 CX? PVi 


A Pi rf 

4-ryr 


ri 


2,2-di(EtO) 




7 PT7~ PVi 


4-ryr 


TT 

rl 


2 ? 2-UCrl2CH20- 


1 A1A 


j-Lr3-rn 


A Pi rv 

4-ryr 


TJ 

rl 


2-Oxo 


1 

1-Djj 


7 fT7 PV* 


4-ryr 


TT 

rl 


O T7 

2-F 


1-DjO 


J-i^r^-rn 


A Pi M- 

4-ryr 


TT 

rl 


2-C1 


1 A"X1 


^ r^TT PVi 


4-ryr 


TT 

rl 


2-Br 


1 -Ojo 




4-ryr 


TT 

rl 


O T 

2-1 


1 f^Q 


^ r*!? pv» 


A Pi r»* 

4-ryr 


TT 

rl 


O O J * T7 

2,2-aiF 




^ r*T7 PVi 


4-Jryr 


TT 

rl 


2,2-diCl 


1 AA\ 


O r^TT PVi 


/I "Di rv 

4-ryr 


TT 

H 


2,2-aiBr 


1 A/19 


:>-i^r3-ril 


4-ryr 


TT 

H 


3 -Me 


1 AA'X 


1 PT?- PVi 


A Pi rt* 

4-ryr 


TT 

ri 


3-Et 


1 AAA 
1 -04*+ 


^ PV> 


A D^rr 

4-ryr 


TT 

H 


^5 T> 

3-Pr 


1 AA*\ 
1-04D 


1 r^T7 PVi 


4-ryr 


TT 

H 


3,3-diMe 


1 AziA 
1 -CH-O 


^ r'Tr PVi 


/I Pi r*- 

4-ryr 


TT 

H 


5 -Me 


1 AA1 


^ Pin 


4-ryr 


TT 

H 


C TT a 

5-Et 


1-O4o 


1 /^TT PI* 


A Di w 

4-ryr 


TT 

H 


5-Pr 


1 AAQk 


J-L,r3-rn 


4-Fyr 


TT 

H 


5,5-diMe 


1-OjU 


T /^T7 t>v, 
j-Ur^-rn 


4-ryr 


TT 

H 


TV ;T _ 

o-Me 


1 A^^ 


:>-L,r3-rn 


4-ryr 


TT 

H 


6-Et 


1 A^O 


^ r^T? PV» 


4-ryr 


TT 

H 


6-Pr 




^ r^TT PVi 


A "Di 

4-r}T 


TT 

H 


6,6-diMe 


1 A^A 


j-ur3-rll 


/i Pi rv 

4-ryr 


TT 
H 


6,6-diF 


1 A^^ 


^ f^T7 PVi 


/I Pi TV 

4-ryr 


TT 

H 


ZT ZT /""ITT /""IT T 

6,6-CH2CH 2 - 


1-OjO 


;5-t^r3-rn 


4-ryr 


T T 

H 


Z" z*\ 

6-Oxo 


1 


Q /~^T? T>1> 

3-Cr3-rn 


4-Pyr 


H 


8-Me 


i-ODo 


J-Lr3-rn 


4-ryr 


T T 

H 


8-Et 


i-ojy 


1 C*T1 PVi 


/i "Di 

4-ryr 


TT 

H 


8-Pr 


1-660 


3-CF^-Ph 


4-Pvr 


n 


o-rn 


1-661 


3-CF 3 -Ph 


4-Pyr 


H 


8a-Me 


1-662 


3-CF 3 -Ph 


4-Pyr 


H 


8a-Et 
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^ PT^ PVi 
3-ni 




TT 

ri 


8a-Pr 


A UUt 


^-P"P\ PVi 


7 MXJ /l p im i 

z -in xi2 -4-r ym 


TT 




I "UUJ 


^-PP\ PVi 

-3-v^r 3-rn 


7 XTXJ /l Dirm 

z-iNri2-4-rym 


TT 


1-Me 


l-OOO 


1 PX7„ PVi 
J-i^r 3-rn 


z-INxl2-4-Jrym 


TT 

H 


l-Et 


1 -f\f\l 




O XTXJ /I "Ditwi 

z-JN rl2-4-rym 


TT 

H 


1-Pr 


1 -uuo 


^ PT7-, PVi 
s>~^r 3-rn 


0 XTXJ /! T>tjyv% 

z-iNrl2-4-rym 


TT 

H 


l,l-diMe 


1 -007 


^ PX7\ PVi 


O XTXJ /I r»-v~. 

z-JNrT2"4- J ryrn 


TT 


2-Me 


1 -670 


^ PIT. PVi 


O XTXJ /! 


TT 

H 


2-Et 


1-671 


^ pt^ PVi 

3-rn 


1 XTXJ /! D,rrvi 

Z -IN M2 -4-rym 


TT 

ri 


2-Pr 


1-679 

JL - U / Z 


o px? pv, 


O XTXJ /I Dxrrv> 


TT 

H 


/-\ T"> 

2-Bu 


1 67^ 


O /"^X? PV» 


O XTXJ yi TK 

z-JNri2-4-rym 


TT 

H 


s\ A 11 1 

2-Allyl 


1 -674 


^ PI7~ PVi 
j-\^r 3-Jrn 


z-JNxl2-4-rym 


TT 

H 


^ T»l_ 

2-Ph 


1-67S 


^ rp, PVi 
o-v_r 3-rn 


7 XTXJ /I D,rrv> 

Z-iNrl2"4-r / yni 


TT 


2-Bn 


1-676 


^_PP\ PVi 


7 XTXJ >l T),™ 

z-iNii2-4-r ym 


TT 

H 


O T>T i 

2-Phet 


1 677 
i-u / / 


O C*T?„ PVi 

j-V^r 3-rn 


O XTXJ /I r^v-> 

z -JN rl2 -4-rym 


TT 

H 


2,2-diMe 


1 678 
i-O / o 


^ PX? PVi 


o xtxj /i r>, r^-. 
z -IN H2 -4-rym 


TT 

H 


2-OH 


1 67Q 


:>-i^r 3 -rn 


O XTXJ /I Ti, 

z-JNri2-4-rym 


TT 

H 


2-MeO 


1 -6RO 


^ PP, PVi 


O XTXJ /! r>, 7W , 

z-JNri2 -4-rym 


TT 

H 


2-EtO 


1 681 


1 fX? PVi 
J-i^r 3-rn 


O XTXJ /I TT, 

z-JNrl2 -4-rym 


TT 

H 


2-PrO 


1 6R9 
1 -ooz 


^ PT7 PVi 
j-l^r 3-rn 


O XTXJ /I D, r«-. 

z-iNrl2-4-rym 


TT 

H 


2 3 2-di(MeO) 


1 6R^ 


^ PX?^ PVi 


O XTXJ /t T>x 

z-JNri2~4-rym 


T T 

H 


2,2-di(EtO) 




^ P1h„ PVi 

j-v^r 3 -rn 


1 XTXJ /I Dtnvi 

z-JNri2-4-rym 


TT 

H 


2,2-OCH2CH20- 


1 68^ 
I -OOj 


1 r^Tn PVi 

^-l^r 3 -rn 


O XTXJ /t D-r 

z-fNri2"4-rym 


T T 

H 


2-Oxo 


1 686 


^ r^T7 PVi 


O XTXJ /I D, 

z-JNrl2-4-rym 


TT 

H 


2-F 


1 687 


7 PX7 Pk 


O XTXJ A "D, r*^, 

z-JNrl2-4-rym 


T T 

H 


2-Cl 


1 688 


^ PX7 PVi 


O XTXJ /I 

z-JNrl2-4-rym 


TT 

H 


2-Br 


1 680 
1-D07 


1 PX? Pli 


O XTXJ /I Tk- 

Z-JN1I2 -4-rym 


TT 

H 


2-I 


1 600 


1 C*T? PVi 


O XTXJ /I TK 

z-JNri2-4-rym 


T T 

H 


2,2-diF 


1 6Q1 


J-Lr3-rll 


O XTXJ /I T),^, 

z-JNrl2-4-rym 


T T 

H 


2,2-diCl 


1-692 


3-CF 3 -Ph 


^ 1 1112 • ± ym 


XJ 

n 


7 7 HiPt- 

z,z-aior 


1-693 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


3-Me 


1-694 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


3-Et 
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1 fiQS 

1 -07J 


j-v^r3-rll 


7 ATTJ /I D, 

Z-JNII2 -4-r ym 


T T 

H 


3-Pr 


l-oyo 


7 f^T? X)Vi 


z-JNri 2 -4-rym 


H 


3,3-diMe 


1 £07 

i-oy / 




O X TT T /I Tk 

z-JNH2-4-Pym 


H 


5-Me 


i-oyo 


7 /^f T>U 


2-NH2-4-Pym 


H 


5-Et 


1 £00 


o-^r^-rn 


7 \TTJ /I TJ, 

z-JNri2-4-rym 


H 


5-Pr 


1 700 




7 XTXJ" /I Tl, 

z-JNri2-4-rym 


H 


5 ? 5-diMe 


1 701 
1- /Ul 


"3 fir? T>U 


O XTTT A T» 

z-NH2-4-Pym 


H 


6-Me 


1 707 
I - /uz 


3-Ur3-rn 


O XTTT A T> 

2-NH 2 -4-Pym 


H 


6-Et 


1 70^ 


3-^x1 


7 XTTT /I T>„ 

z-JNrl2-4-Pym 


H 


6-Pr 


1 704 


j-Urj-rri 


O XTTT /I T5-. 

z-JNrl2-4-rym 


H 


6,6-diMe 


1 70^ 
1- /UD 


3-^3-^11 


O XTTT /I Ti 

2-NH2-4-Pym 


H 


6 ? 6-diF 


1 70£ 


J-Ur 3-ril 


O XTTT /I Tl 

z-jNrl 2 -4-Pym 


H 


6 ? 6-CH 2 CH 2 - 


1 707 
1 - /U / 


T f^T? -pi. 

J-Ur3-rn 


O XTTT A T> 

z-NH2-4-Pym 


H 


6-Oxo 


1 -70R 


:>-LJr3-rn 


7 XTTT A T>, 

z-INri 2 -4-rym 


H 


8-Me 


1 700 


.5-L.r3-.rn 


i~\ XTTT A T\ 

z-NH2-4-Pym 


H 


8-Et 


1 71 0 
1- / 1U 


0 r>T? t>u 


<> XTTT A T% 

z-NH 2 -4-Pym 


H 


8-Pr 


1 71 1 
1-/11 


3-Cr 3-^11 


O XTTT A T\ 

2-NH 2 -4-Pym 


H 


8-Ph 


1717 
1 - / 1Z 


3-v^r3-rn 


O XTTT A Tk 

2-NH2-4-Pym 


H 


8a-Me 


1 71 ^ 




O XTTT A T* 

2-NH 2 -4-Pym 


H 


8a-Et 


1 714 


O /^T7 T>1_ 


1 XTTT A T» 

2-Nri 2 -4-Pym 


H 


8a-Pr 


1 71c 
1-/10 


3-Cr3-rn 


O A A~ _X TT T A T"fc 

2-MeNH-4-Pym 


H 




1 -71 £ 


j-Lf3-ril 


2-MeNrl-4-Pym 


H 


1-Me 


1 -71 7 
i - / 1 / 


7 /^Th PV» 

j-Lr3-rn 


O A>r«.XTT_T A Ti, 

z-MeNrl-4-rym 


H 


1-Et 


1 -71 R 
1 - / 1 o 


j-Lr3-ril 


7 A /T/-wXTT_T /4 tj, 

z -MeN rl-4 -r ym 


H 


1-Pr 


1 71 Q 
i- / iy 


J-Ur3-rn 


O A/T^XTTT /I T» 

2-MeNH-4-Pym 


H 


1,1-diMe 


1 770 
1- /ZU 




0 A>r^XTTT /t t» 

2-MeNH-4-Pym 


H 


2-Me 


1 77 1 


3-L,r3-rn 


2-MeNH-4-Pym 


H 


2-Et 


1 779 
1- /ZZ 


3-Cr3-rn 


O A If —A TT T /I T* 

2-MeNH-4-Pym 


H 


2-Pr 


1 77^ 
1 - / ZJ 


3-Cr3-rn 


O A yT_XTTT A T\ 

2-MeNH-4-Pym 


H 


2-Bu 


1-724 


3-CF 3 -Ph 


2-MeNH-4-Pvm 


X-T 

n 


7 A1K/1 


1-725 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


2-Ph 


1-726 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


2-Bn 
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i in 
1- /z / 


1 /^T? r>U 
3-Cr3-rn 


z-MeJN rl-4-r ym 


TT 

rl 


2-Pnet 


1- /zo 


3-Ur3-rll 


O A/f <zkXTTJ A D^rm 

z-MeJNri-4-rym 


TT 

rl 


2,2-diMe 


1 TOO 

1- / Zy 


3-Cr3-rn 


z- MeJN rl-4-r ym 


TT 


2-OH 


1 lid 

1- /3U 


O /^»T7 T>"U 

3-Cr3-rn 


z-MeJNri-4-Pym 


TT 

H 


2-MeO 


1-/3 1 


3-Cr3-Pn 


z-MeJNri-4-rym 


T T 

H 


2-EtO 


1 TIO 
1- /3Z 


3-Cr3-rn 


z-MeNH-4-rym 


TT 

H 


O T\ /*"\ 

2-PrO 


1- ID 3 


3-Cr 3-P1I 


z-MeJNri-4-rym 


T T 

H 


2,2-di(MeO) 


1-/34 


3-Cr3-ril 


<"") A /T-XTTT /i Ti 

2-MeNH-4-Pym 


TT 

H 


2,2-di(EtO) 


1- / dd 


3-Ur3-rn 


z-MeiNH-4-rym 


TT 

H 


2,2-OCH2CH 2 0- 


1- /3o 


3-Cr 3-rn 


z-MeJNri-4-Pym 


TT 

H 


2-Oxo 


1 111 

1-/3 / 


3-Cr3-rn 


z-MeNH-4-Pym 


T T 

H 


2-F 


1-/35 


3-Cr3-rn 


O A VT^ATTT A Tl 

2-MeNH-4-Pym 


TT 

H 


2-C1 


1 770 

1- / jy 


o /-it? DU 

3-Ur3-rn 


z-JVLeJNri-4-Pym 


TT 

H 


2-Br 


1 1 A C\ 

1- /4U 


3-Cr3-rll 


z-JVleiNH-4-Pym 


TT 

H 


2-1 


1 1 A 1 

1-/41 


3-Cr3-Pn 


2-MeNH-4-Pym 


TT 

H 


2,2-diF 


1 1 A O 

1- /4z 


3-Cr 3-rn 


2-MeNH-4-Pym 


T T 

H 


2,2-diCl 


i 7/n 
1-/43 


1 /^T7 nr. 


2-MeNH-4-Pym 


H 


2 ? 2-diBr 


1-/44 


O /~^T7 TJU 


O A /T TT T A Tl, 

2-MeNH-4-Pym 


TT 

H 


3 -Me 


1- /4D 


3-Cr , 3-rll 


2-MeNH-4-Pym 


T T 

H 


3-Et 


1 1 A A 

1- /4o 


o /-it? r>U 


z-MeNrl-4-Pym 


TT 

H 


3-Pr 


1-/4 / 


O /^T7 Til, 


2-MeNH-4-Pym 


T T 

H 


3,3-diMe 


1 1AQ 
1- /4o 


3-LJ H 3-r'n 


z-JVleNrl-4-Pym 


TT 

H 


5 -Me 


1 T/IO 

i- /4y 


i /^r? t>u 
3-Cr3-rxl 


O A it ~XTT_T A 

z-MeNH-4-Pym 


T T 

H 


5-Et 


1- /DU 


3-Cr 3-rn 


O A/T^XTTT /I ^ 

2-MeNH-4-Pym 


TT 

H 


5-Pr 


1 7C1 

1- /M 


O /^T7 Til* 

3-Cr3-rn 


2-MeNH-4-Pym 


T T 

H 


5,5-diMe 


1- / JZ 


3-Cr3-rxl 


2-MeNH-4-Pym 


TT 

H 


6-Me 


1 1Z1 

I- /dd 


O /"""»T? T)U 

3-Cr3-rh 


2-MeNH-4-Pym 


TT 

H 


6-Et 


1 *7^/t 

1-/34 


3-Cr 3-rh 


O A /T-wXTTT /I T» 

2-MeNH-4-Pym 


TT 

H 


6-Pr 


1 7CC 

1- / JJ 


3-Cr3-rn 


O A >T _X TT T /I T4 

2-MeNH-4-Pym 


H 


6,6-diMe 


I - / 


j>-v^r 3-1 n 


O A/f ^XTTT /I 

z-iviciN ri-4-r^ym 


IT 

ri 


o,o-air 


1-757 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


6,6-CH 2 CH 2 - 


1-758 


3-CF 3 -Ph 


2-MeNH-4-Pym 


H 


6-Oxo 
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1 7^Q 

1- / J7 




7 A/fcXTTJ A P^rrvi 

z -ivie IN ri-4-r ym 


TT 

rl 


o-Me 


1- /OU 


j-Lr3-rn 


z-MeJNxi-4-rym 


T T 

H 


O T7i 

8-Et 


1 7/^1 


j-l^r3-rn 


Z-ivieJNrl-4-ryrn 


TT 

H 


o-Pr 


1 7^7 
1 - / OZ 


^ CT!~ PVi 


z-ivieiNrl-4-r ym 


TT 

rl 


o-rn 


1 7^1 


o r^rr pi_ 


z-JVleJNrl-4-Fym 


TT 


O „ TV K _ 

8a-Me 


1 7£A 
1 - / OH- 




z-iVieJNxl-4-rym 


TT 

rl 


8a-bt 


I- / Oj 


^ r^T7 PVi 


Z-MeINrl-4-rym 


TT 

rl 


O « Ti— 


1 7££ 
1- /OO 


.3,4-air-rn 


4-r}/r 


TT 

H 




1 7£7 


^ A i-li'TT PV» 


4-r)/r 


TT 

H 


1 TV 

1-Me 


1 7£R 
1 - /Do 


1 A A\T1 P1^ 
;>,4-air-rn 


4-ryr 


TT 

H 


1 T7 J. 

l-Et 


1 7£Q 


^ A /-liln PV» 

J,4-alr -rn 


4-ryr 


TT 

rl 


1 Ti— 

1-rr 


1 770 


^ A HiT7 PVi 
J,*+-U1J7 -ill 


4-ryr 


TT 

rl 


1,1-aiMe 


1 771 


^ A A\T* PVi 
j ,4-ai r -r n 


4-ryr 


TT 

rl 


2-Me 


1 777 
1 - / /Z 


7. A rliT? PVi 

j,*+-Qir -rn 


/I T)l TV 

4-r3/r 


TT 

H 


2-Et 


1 77^ 
1- / / D 


.3,4-Cllr -rn 


4-ryr 


TT 

H 


2-Pr 


1 77/1 
1- / /4 


O /t ^T? DU 

J^-air -rn 


4-ryr 


TT 

H 


O T~» 

2-Bu 


1 77^ 
1- / ID 


:>,4-ulr -rn 


4-ryr 


tt 

H 


O A 11 1 

2-Allyl 


1 77^ 
1 - / /O 


j/r-air-rn 


4-rj/r 


TT 

H 


2-Ph 


1 777 
1- / / / 


a a ^rr pv» 
3,4-air-rn 


4-ryr 


TT 

H 


2-Bn 


1 778 
1- / /o 


1 A PVi 

j ,4-air -rn 


A "Di r»- 

4-r)^ 


TT 

H 


2-Phet 


1 77Q 
i - / / y 


^ A rliTn PV» 

j ,4-air -r n 


4-r}/r 


TT 

H 


2,2-diMe 


1 7sn 


^ A /-liT7 PVi 

J,4-alr -Jrn 


4-rj/r 


TT 

H 


/-» /NTT 

2-OH 


1 781 


1 A HiT? PVi 


4-ryr 


TT 


2-MeO 


1 787 


^ A rliT7 PVi 

-? ,4-air -rn 


4-ryr 


TT 

H 


2-EtO 


1 7C* 


J ,4-air -r n 


4-Pyr 


TT 

H 


2-PrO 


1 7fiA 
I - / o4 


^,4-air 1 -rn 


4-Pyr 


TT 

H 


2,2-di(MeO) 


1 7C^ 
1- / OJ 


3,4-air-rn 


4-r>T 


T T 

H 


2,2-di(EtO) 


1 7Q£ 
1- /OO 


:>,4-air -rn 


4-1^}^ 


T T 

H 


2,2-OCH 2 CH20- 


1 787 


j ,4-air -r n 


4-ryr 


TT 

H 


2-Oxo 


1-788 


3 4-diF-Ph 


4-Pvr 
■t x y i 


n 


7 F 
z-r 


1-789 


3,4-diF-Ph 


4-Pyr 


H 


2-Cl 


1-790 


3,4-diF-Ph 


4-Pyr 


H 


2-Br 
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1-791 


3,4-diF-Ph 


4-Pyr 


H 


2-1 


1-792 


3,4-diF-Ph 


4-Pyr 


H 


2,2-diF 


1-793 


3,4-diF-Ph 


4-Pyr 


H 


2,2-diCl 


1-794 


3,4-diF-Ph 


4-Pyr 


H 


2,2-diBr 


1-795 


3,4-diF-Ph 


4-Pyr 


H 


3-Me 


1-796 


3,4-diF-Ph 


4-Pyr 


H 


3-Et 


1-797 


3,4-diF-Ph 


4-Pyr 


H 


3-Pr 


1-798 


3,4-diF-Ph 


4-Pyr 


H 


3,3-diMe 


1-799 


3,4-diF-Ph 


4-Pyr 


H 


5-Me 


1-800 


3,4-diF-Ph 


4-Pyr 


H 


5-Et 


1-801 


3,4-diF-Ph 


4-Pyr 


H 


5-Pr 


1-802 


3,4-diF-Ph 


4-Pyr 


H 


5,5-diMe 


1-803 


3,4-diF-Ph 


4-Pyr 


H 


6-Me 


1-804 


3,4-diF-Ph 


4-Pyr 


H 


6-Et 


1-805 


3,4-diF-Ph 


4-Pyr 


H 


6-Pr 


1-806 


3,4-diF-Ph 


4-Pyr 


H 


6,6-diMe 


1-807 


3,4-diF-Ph 


4-Pyr 


H 


6,6-diF 


1-808 


3,4-diF-Ph 


4-Pyr 


H 


6,6-CH 2 CH 2 - 


1-809 


3,4-diF-Ph 


4-Pyr 


H 


6-Oxo 


1-810 


3,4-diF-Ph 


4-Pyr 


H 


8-Me 


1-811 


3,4-diF-Ph 


4-Pyr 


H 


8-Et 


1-812 


3,4-diF-Ph 


4-Pyr 


H 


8-Pr 


1-813 


3,4-diF-Ph 


4-Pyr 


H 


8-Ph 


1-814 


3,4-diF-Ph 


4-Pyr 


H 


8a-Me 


1-815 


3,4-diF-Ph 


4-Pyr 


H 


8a-Et 


1-816 


3,4-diF-Ph 


4-Pyr 


H 


8a-Pr 


1-817 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 




1-818 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


1-Me 


1-819 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


1-Et 


1-820 


3,4-diF-Ph 


/"\ \TTT A T-» 

2-NH 2 -4-Pym 


H 


1-Pr 


1-821 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


1,1-diMe 


1-822 


3,4-diF-Ph 


2-NH 2 -4-Pyrn 


H 


2-Me 
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1 89^ 


^ A rl^Tn PVi 

d ,4- air -rn 


9 XTTT- A Pirm 

Z-i>lrl2-4-ryni 


TT 

rl 


O TJf 

Z-xit 


1 S9A 


^ A rKP PVi 

j ,4-alr -r n 


9 XTTT A P^/rvi 

z-iNri2-4-r yni 


TT 
IT 


z-rr 


1 B9^ 


^ A /Tiln PVi 


9 XTT-T A Dxm, 


TT 

ri 


Z-Bu 


1 89^ 


7 A /liTT PVi 

j ,4-cnr -r n 


9 XTT-T ^ A DTrm 

z -in ii2 ~ 4 -r yrn 


TT 

rl 


Z-Allyl 


1 -oZ / 


^ A rliTT PVi 


9 XTT-T A P^rrvi 

z-iNri2-4-r ym 


TT 

ri 


Z-ril 


1 898 
1-oZo 


'X A /TiTT PVi 


9 XTTT /I D,^ 
Z - JN 112 -4-r yni 


TT 

rl 


Z-Bn 


1 89Q 


O A rliln PVi 


9 XTTT /l D,rtn 

Z-JNri2-4-ryni 


TT 

rl 


z-l^net 


1 c^n 

1-ojU 


7 /I r1iT7 PVi 


Z-INri2-4-rym 


TT 

rl 


2 ? 2-aiMe 


1 8^ 1 


7 A rJi'P PVi 

;>,4-air -rn 


9 XTT-T A Dxrm 
Z -IN ri2 -4-r ym 


TT 

rl 


z-Url 


1 8^9 


1 A Hi*T7 PVi 

j,4- air -r n 


9 XTT-T A Pxm-i 

z -in 112 -4-r yrn 


TT 

rl 


z-MeU 




^ A r1iT7 PVi 


9 XTTT /l Dimi 
Z-lNri2-4-r ym 


TT 

rl 


1-cXkj 


1 8^A 
1-0.34 


:>,4-ai.r -rn 


9 XTT-T >i P^/r-*-i 

Z-iNri2-4-ryni 


TT 

rl 


z-rru 


1 8^ 


^ A /iiT? PVi 

3,4- ulr -ril 


9 XTT-T A Pt rrv-i 

z-iNii2"4-r yrn 


TT 

rl 


z,z-ai(JVLe(J) 


1 8*3^ 
1-OjO 


1 A A\~R PVi 


9 XTTJ A D,rtn 
Z -IN xl2 -4-r ym 


TT 

rl 


z 5 z-ai(btU) 


1 8^7 
1-OJ / 


O /I TOVi 

^,4-alr -rn 


9 XTTT A Dtrm 

Z-lNri2-4-rym 


TT 

rl 


2,Z-OCrl2CH20- 


1 8^8 
1 "OjO 


O A A\T1 PVi 

j,4-aLr -r n 


9 XTTT A Dxrw 

Z-lNri2-4-rym 


TT 

rl 


z-Oxo 


1 8^0 


3 A A1T1 PVi 

3,4-alr 1 -ril 


O XTTT A D,r«, 

Z-JNrl2-4-rym 


TT 

rl 


/~) TT 1 


1 RAO 


1 A AW PVi 

3,4-air -rn 


9 XTT-T A Pirrvi 

z-iNii2-4-r ym 


TT 

rl 


z-Cl 


1 8A1 


1 A AIT? PVi 

j,H-air -rn 


9 XTTT A TKrrv-i 

Z-JNri2-4-rym 


TT 

rl 


<"1 T-> — 

z-Br 


1 8A9 


^ A r1iT7 PVi 

d ,4-ulr -rn 


9 XTTT A D^rm 

Z-JNrl2-4-ryni 


TT 

rl 


z-1 


1-54J 


J 5 4-air -ril 


Z-JNrl2-4-rym 


TT 

H 


2,2-aiF 


1 RAJ. 
1 -o44 


'X A A\T< PVi 
j ,4-Ql.r -rxl 


9 XTTT A Pxrrvi 

Z-JNri2-4-rym 


TT 

ri 


z ? z-aiCl 


1 8A^ 


1 A A\Tt PVi 
:> ,4-ulr -rxl 


9 XTTT A DirtM 

Z-JNrl2-4-rym 


TT 

rl 


2,2-aiBr 


1 8A£ 


1 A A\T\ PV» 
j,4-Qlr -rn 


9 XTT-T A Pirm 

z-iNri2-4--r ym 


TT 

rl 


J -Me 


1 8A7 1 


^ A rli'T? PVi 

•j ,4-Q.lr -rn 


9 XTTT A T>,rw-» 
Z-JNri2-4-ryni 


TT 

rl 


3-bt 


1 8A8 


o A /-liT7 PVi 

d ,4-qir -rfl 


9 XTTT A Pt«-*-i 

Z-JNrl2-4-rym 


TT 


3-Pr 


1 GAG 


o /I ^T7 PV» 

3,4-air -rxl 


O A TUT A "D-. r*^. 

Z-iNrl2-4-rym 


TT 

H 


3,3-diMe 


1 R^fl 
1-oDU 


1 A A\T? PVi 

j,4-air-rn 


O XTXT /I T>, 

Z-JNri2-4-rym 


T T 

H 


5 -Me 


1 8^1 
I -oj 1 


^ A HiT7 PVi 

:) ,4-alr -ril 


9 XTTT /I Dt^vi 

Z-iNri2-4-rym 


TT 

rl 


5 -ill 


1-852 


3 4-diF-Ph 

Jj— V-IJLJ. X 11 


^ inx±2 " r jfiii 


TT 

n 




1-853 


3,4-diF-Ph 


2-NH 2 -4-Pytn 


H 


5,5-diMe 


1-854 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


6-Me 
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1-855 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


6-Et 


1-856 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


6-Pr 


1-857 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


6,6-diMe 


1-858 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


6,6-diF 


1-859 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


6,6-CH 2 CH 2 - 


1-860 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


6-Oxo 


1-861 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


8-Me 


1-862 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


8-Et 


1-863 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


8-Pr 


1-864 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


8-Ph 


1-865 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


8a-Me 


1-866 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


8a-Et 


1-867 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


8a-Pr 


1-868 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 




1-869 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


1-Me 


1-870 


3,4-diF-Ph 


. 2-MeNH-4-Pym 


H 


1-Et 


1-871 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


1-Pr 


1-872 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


1,1-diMe 


1-873 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-Me 


1-874 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-Et 


1-875 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-Pr 


1-876 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-Bu 


1-877 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-Allyl 


1-878 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-Ph 


1-879 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-Bn 


1-880 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-Phet 


1-881 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2,2-diMe 


1-882 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-OH 


1-883 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-MeO 


1-884 


3,4-diF-Ph 


"Ik r "V "IT T A Tk 

2-MeNH-4-Pym 


H 


2-EtO 


1-885 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-PrO 


1-886 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2,2-di(MeO) 
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1 CC7 


"3 A A*T? DU 

3,4-air 1 -Pa 


2-MeNxi-4-Pym 


TT 

H 


2,2-di(EtO) 


1 ooo 
l-ooo 


O /I A XT? "DU 

3 5 4-diF-Fn 


r\ A /T^XTTT /I Ti 

2-MeNH-4-Pym 


H 


2,2-OCH 2 CH 2 0- 


1 ooo 


«5 >i AIT? ITU 

3,4-air-Fn 


2-MeNH-4-Pym 


H 


2-Oxo 


1 oon 
l-o90 


O >1 Til, 

3,4-air-rn 


"■"l TV /T„XTTT A Ti 

2-MeNH-4-Pyrn 


H 


2-F 


1 Oft 1 

1-891 


1 /i AIT? T)U 

3,4-diF-Fn 


r> X yT„\TTT /I Ti 

2-MeNH-4-Pym 


H 


2-C1 


1 OftO 

1-892 


O /f J* T? TVU 

3,4-diF-Ph 


r~\ ~\ JT \TTT A TV 

2-MeNH-4-Pym 


H 


2-Br 


1 Oftl 

1-893 


O VI J -IT"? Tkl^ 

3,4-diF-Ph 


f\ ~K jr \TTT A Tk 

2-MeNH-4-Pym 


H 


2-1 


1 Oft A 


O A 1*T7 Tit_ 

3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2,2-diF 


1 Oft c 

1-895 


O A A«T? TVU 

3,4-diF-Fn 


/ "i TV if — XTTT A TI 

2 - MeNH-4-Pym 


H 


2,2-diCl 


1-890 


3,4-alF -rh 


O AyT A \TTJ A Ti. 

2 - MeNH-4-Pym 


H 


2 ? 2-diBr 


1-89 / 


1 A AZT? Til, 

3,4-air-Pn 


n A /T-XTTT /I Ti 

2 -MeNH-4-Pym 


H 


3-Me 


1 OftO 

1-898 


3,4-diF-Pn 


O TV jT—XTTT A TV 

2-MeNH-4-Pym 


H 


3-Et 


1 Oftft 

1-899 


-5 yl J*T7 TVU 

3,4-du H -Pn 


r% ■« yr_XTTT /I Tk 

2-MeNH-4-Pym 


H 


3-Pr 


1 ftftft 

1-900 


O /I J"T7 Til* 

3,4-diF-Ph 


r-\ "\ >r -v TT T yf Tk 

2-MeNH-4-Pym 


H 


3,3-diMe 


i ftft 1 
1-901 


3,4-diF-Pn 


2-MeNH-4-Pym 


H 


5-Me 


1 OftO 

1-902 


3,4-dir-Pn 


O x /f —TV TT T /I T» 

2-MeNH-4-Pym 


H 


5-Et 


1 ftft*3 

1-903 


"5 /l AZT? T>"U 

3 ? 4-aiF-Ph 


2-MeNH-4-Pym 


H 


5-Pr 


1 ftft/i 
1-904 


O /| J'T? Tit, 

3,4-diF-Ph 


O A jT XTTT /I Tk 

2-MeNH-4-Pym 


H 


5,5-diMe 


1 ftftC 

1-905 


O /I J'T* 1 Til 

3,4-diF-Ph 


2-MeNH-4-Pym 


H 


6-Me 


1 ftft/T 

1-906 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


6-Et 


1 ftft*7 

1-907 


1 y| J * T7 Tit- 

3,4-diF-Ph 


^ TV X "XTTT A T\ 

2-MeNH-4-Pym 


H 


6-Pr 


1 OftO 


O /I v-l^T? Tit, 

3,4-diF-Pn 


r\ x >T^\TTT A Ti_ 

2-MeNH-4-Pym 


H 


6,6-diMe 


1 oftft 


"J /f J*T? Til, 

3,4-dir-Fn 


1 TV /T XTTT /I Tk 

2-MeNH-4-Pym 


H 


6,6-diF 


1 0 1 ft 

1-910 


1 A A + T? Tit, 

3,4-aiF-Fn 


O A A~ —XTTT A Ti 

2-MeNH-4-Pym 


H 


6,6-CH 2 CH 2 - 


1 ft 1 1 
1-911 


O >f J " T~* TVl_ 

3 ? 4-diF-Ph 


r\ ~K M "V TT T A T> 

2-MeNH-4-Pym 


H 


6-Oxo 


1 ft! 1 

1-912 | 


1 A J " T? Til- 

3,4-diF-Ph 


r\ TV jT XTTT /I "Tk 

2-MeNH-4-Pym 


H 


8-Me 


1 fti "i 
1-913 


O /I J ' TT Tit, 

3,4-diF-Ph , 


O X A~ XTTT A Tk 

2-MeNH-4-Pym 


H 


8-Et 


1 ft1 A 

1-914 


O yi J"T7 Til, 

3,4-diP-Pn 


O X /T XTTT /i TV 

2-MeNH-4-Pym 


H 


8-Pr 


1 ft1 c 

1-915 


O /I J ' T? TVl- 

3,4-diF-Ph 


/-\ "lk yr XTTT /J Tk 

2-MeNH-4-Pym 


H 


8-Ph 


1 -91 6 


o ,*t~ u.lt -t n 


z -jvi ciN ri -*f -t ym 


TT 

ri 


oa-Me 


1-917 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


8a-Et 


1-918 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


8a-Pr 
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1-919 

i y x y 


4-F-Ph 

*T-J/ -X 11 


4 pArr 

*f-ryr 


ivie 




1-920 


4-F-Ph 


4 T>\rr 


Jvie 


1 T< A n 

1-Me 


1 -921 

1 s 1 


4-F-Ph 


A X>\rr 


Me 


i-rit 


1-922 


4-F-Ph 

*T-J^ Xll 


A T>\rr 

^-x yr 


Me 


1 T>„ 

1-rr 


1 -92^ 


4_F-Ph 


H-r yr 


Me 


1 1 J * A An 

1 , 1 -diMe 


1 -924 


4-F-Ph 
t r -x ii 




Me 


1 A An 

z-Me 


1-925 


4-F-Ph 
*t r x ii 


4 P\/r 


A An 

Me 


2-r,t 


1-926 


4-F-Ph 

*T-J7 X 11 


4 P\/r 

*f-jryr 


A An 

Me 


1-rr 


1-927 


4-F-Ph 
t r x ii 


4~ryr 


A A a. 

Me 


O Tin 

z-r>u 


1-928 

x y 


4_F-Ph 
H—r -Jr 11 


4 P\rr 

f-jryr 


A An 

Me 


T A11,,1 

2-Allyl 


1 -929 
l y^y 


4 F Ph 

*T- X 1 X 11 


4 Pa rt- 

H-Jrja 


A An. 

Me 


2-rn 


1-930 

x y 


4_F-Ph 
t-r x ii 


4 P\/r 

*+-x yr 


A A a 

Me 


2 -Jon 


1-931 


4-F-Ph 

^ A X 11 


4-P\/r 

f-jryr 


Me 


z-rnet 


1-912 

i y j) 


4_F-Ph 
*t r rii 


4 P\/r 

*+-x yr 


A An 

Me 


2,2-aiMe 


1-9H 

X yj~j 


4-F-Ph 
H-r x ii 


4 T>\rr 

f-jryr 


A An 

Me 


O ALT 

2-Uri 


1 -914 


4 F Ph 


id Dxn* 

^+-jryr 


A An 

Me 


2-MeO 


x y *j y 


4-F-Ph 

r - X 11 


4 Pa;t- 

*f- x yr 


\An 

Me 




1-916 


4-F-Ph 
*T-r -x ii 


4 T>\rr 

t— jr yr 


A An 

Me 


z-rrU 


1 -917 


4 F Ph 

M—x 1 -x 11 


A Pa rr- 

'f-jryr 


A An 

Me 


2 5 2-di(MeO) 


1-918 


4-F Ph 
*t-j7 -x 11 


4 Pxrt- 

4-ryr 


A An 

Me 


z,z-ai(EtO) 


1-919 

I yJy 


4-F Ph 
f-JT -Jr 11 


4 Pin* 

^f-jr^yr 


A An 

Me 


2,2-OCH2CH 2 0- 


1-940 


4-F-Ph 
r -x ii 


4 P\rr 

*f-jryr 


A An 

Me 


2-Uxo 


1 -941 

1 y*r X 


4 F Ph 
*+- JT _ x 11 


4 Paty- 


A An 

Me 


2-r 


1 -942 


4-F Ph 
f-JT -x 11 


h— jryr 


A An 

Me 


2-C1 


1 -Q41 


4 F Ph 


/I T), ~ 

^-.ryr 


A An 

Me 


2-Br 


1-944 


4-F-Ph 

*T-X^ Xll 


A PlTf 

*f- x yr 


A An 

Me 


n t 
2-1 


1-945 


4 P Ph 

*f-j7 -x n 


A Pa 7v 

^•-r^yr 


A An 

Me 


2,2-aiF 


1-946 


4 F Ph 
*+-j?-x ii 


A Pa rt~ 


A An 

Me 


2,2-aiCl 


1-947 


4-F-Ph 

*T- JT -X 11 


A Patt* 

*f-x^yr 


~A An 

Me 


2,2-aiBr 


1-948 


4-F-Ph 


4-Pvr 


Me 




1-949 


4-F-Ph 


4-Pyr 


Me 


3-Et 


1-950 


4-F-Ph 


4-Pyr 


Me 


3-Pr 
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1 CkC 1 

1-95 1 


4-F-Ph 


/I Tk 

4-Pyr 


Me 


3,3-diMe 


1-952 


A T7 Ti*U 


A Tfc 

4-Pyr 


Me 


5-Me 


1-953 


4-F-Ph 


4-Pyr 


Me 


5-Et 


1-954 


4-F-Pn 


4-Pyr 


Me 


5-Pr 


1-955 


4-F-Ph 


4-Pyr 


Me 


5,5-diMe 


1-956 


4-F-Ph 


4-Pyr 


Me 


6-Me 


1-95 / 


A T? ITU 

4-F-Ph 


4-Pyr 


Me 


6-Et 


1 nco 

l-95o 


4-F-Ph 


4-Pyr 


Me 


6-Pr 


1-959 


4-F-Ph 


4-Pyr 


Me 


6,6-diMe 




4-i H -Pn 


A Tl 

4-Pyr 


Me 


6,6-diF 


l-9ol 


4-F-Ph 


4-Pyr 


Me 


6,6-CH 2 CH 2 - 


1-962 


4-F-Ph 


4-Pyr 


Me 


6-Oxo 


1-903 


/I T? "Til- 

4-F-Ph 


4-Pyr 


Me 


8-Me 


1-964 


4-F-Ph 


4-Pyr 


Me 


8-Et 


1-965 


/I T7 Tit. 

4-F-Ph 


4-Pyr 


Me 


8-Pr 


l-9oo 


4-F-Ph 


A Tk 

4-Pyr 


Me 


8-Ph 


1-967 


4-F-Ph 


4-Pyr 


Me 


8a-Me 


l-96o 


yl T» Til 

4-F-Ph 


4-Pyr 


Me 


8a-Et 


1-969 


4-F-Ph 


4-Pyr 


Me 


8a-Pr 


i mA 
1-9 /(J 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


— 


1-9/1 


/I T? T\1 

4-F-Ph 


2-NH 2 -4-Pym 


Me 


1-Me 


1-9/2 


/f t? Til. 

4-r-Pn 


2-NH 2 -4-Pym 


Me 


1-Et 


1-9 Id 


A T? TJ"U 

4-F-Ph 


2-NH 2 -4-Pym 


Me 


1-Pr 


1 07/1 

1-9 /4 


/I T? T»"U 

4-F-Ph 


2-NH 2 -4-Pym 


Me 


1,1-diMe 


i mc 
1-975 


/l T»1 

4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-Me 


1-976 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-Et 


1-977 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-Pr 


i mo 
l-97o 


A T~* T»1 

4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-Bu 


1-979 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-AUyl 


1-980 


4-F-Ph 


z -in r±2 "^-r ym 


Me 


2-Ph 


1-981 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-Bn 


1-982 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-Phet 
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1-983 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2,2-diMe 


1-984 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-OH 


1-985 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-MeO 


1-986 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-EtO 


1-987 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-PrO 


1-988 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2,2-di(MeO) 


1-989 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2,2-di(EtO) 


1-990 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2,2-OCH 2 CH 2 0- 


1-991 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-Oxo 


I -992 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-F 


1-993 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-C1 


I -994 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-Br 


1-995 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-1 


1-996 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2,2-diF 


1-997 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2,2-diCl 


1-998 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2,2-diBr 


1-999 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


3-Me 


1-1000 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


3-Et 


1-1001 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


3-Pr 


1-1002 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


3,3-diMe 


1-1003 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


5-Me 


1-1004 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


5-Et 


1-1005 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


5-Pr 


1-1006 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


5,5-diMe 


1-1007 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


6-Me 


1-1008 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


6-Et 


1-1009 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


6-Pr 


1-1010 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


6,6-diMe 


1-1011 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


6,6-diF 


1-lUIZ 


A 17 "DVt 

4-r -rn 


O TV TXT A Ti* _ . 

z-NH2-4-Pym 


Me 


6,6-CH 2 CH 2 - 


1-1013 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


6-Oxo 


1-1014 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


8-Me 
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1-1015 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


8-Et 


1-1016 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


8-Pr 


1-1017 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


8-Ph 


1-1018 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


8a-Me 


1-1019 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


8a-Et 


1-1020 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


8a-Pr 


1-1021 


4-F-Ph 


2-MeNH-4-Pym 


Me 


- 


1-1022 


4-F-Ph 


2-MeNH-4-Pym 


Me 


1-Me 


1-1023 


4-F-Ph 


2-MeNH-4-Pym 


Me 


1-Et 


1-1024 


4-F-Ph 


2-MeNH-4-Pym 


Me 


1-Pr 


1-1025 


4-F-Ph 


2-MeNH-4-Pym 


Me 


1,1-diMe 


1-1026 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-Me 


1-1027 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-Et 


1-1028 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-Pr 


1-1029 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-Bu 


1-1030 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-Allyl 


1-1031 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-Ph 


1-1032 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-Bn 


1-1033 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-Phet 


1-1034 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2,2-diMe 


1-1035 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-OH 


1-1036 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-MeO 


1-1037 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-EtO 


1-1038 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-PrO 


1-1039 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2,2-di(MeO) 


1-1040 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2,2-di(EtO) 


1-1041 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2,2-OCH 2 CH 2 0- 


1-1042 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-Oxo 


1-1043 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-F 


1-1044 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-C1 


1-1045 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-Br 


1-1046 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-1 
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1-1047 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2,2-diF 


1-1048 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2,2-diCl 


1-1049 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2,2-diBr 


1-1050 


4-F-Ph 


2-MeNH-4-Pym 


Me 


3-Me 


1-1051 


4-F-Ph 


2-MeNH-4-Pym 


Me 


3-Et 


1-1052 


4-F-Ph 


2-MeNH-4-Pym 


Me 


3-Pr 


1-1053 


4-F-Ph 


2-MeNH-4-Pym 


Me 


3,3-diMe 


1-1054 


4-F-Ph 


2-MeNH-4-Pym 


Me 


5-Me 


1-1055 


4-F-Ph 


2-MeNH-4-Pym 


Me 


5-Et 


1-1056 


4-F-Ph 


2-MeNH-4-Pym 


Me 


5-Pr 


1-1057 


4-F-Ph 


2-MeNH-4-Pym 


Me 


5,5-diMe 


1-1058 


4-F-Ph 


2-MeNH-4-Pym 


Me 


6-Me 


1-1059 


4-F-Ph 


2-MeNH-4-Pym 


Me 


6-Et 


1-1060 


4-F-Ph 


2-MeNH-4-Pym 


Me 


6-Pr 


1-1061 


4-F-Ph 


2-MeNH-4-Pym 


Me 


6,6-diMe 


1-1062 


4-F-Ph 


2-MeNH-4-Pym 


Me 


6,6-diF 


1-1063 


4-F-Ph 


2-MeNH-4-Pym 


Me 


6,6-CH2CH2- 


1-1064 


4-F-Ph 


2-MeNH-4-Pym 


Me 


6-Oxo 


1-1065 


4-F-Ph 


2-MeNH-4-Pym 


Me 


8-Me 


1-1066 


4-F-Ph 


2-MeNH-4-Pym 


Me 


8-Et 


1-1067 


4-F-Ph 


2-MeNH-4-Pym 


Me 


8-Pr 


1-1068 


4-F-Ph 


2-MeNH-4-Pym 


Me 


8-Ph 


1-1069 


4-F-Ph 


2-MeNH-4-Pym 


Me 


8a-Me 


1-1070 


4-F-Ph 


2-MeNH-4-Pym 


Me 


8a-Et 


1-1071 


4-F-Ph 


2-MeNH-4-Pym 


Me 


8a-Pr 


1-1072 


4-F-Ph 


2-MeO-4-Pyr 


H 




1-1073 


4-F-Ph 


2-MeO-4-Pyr 


H 


2-OH 


1-1074 


4-F-Ph 


2-MeO-4-Pyr 


H 


2-MeO 


1-1075 


4-F-Ph 


2-MeO-4-Pyr 


H 


2-Ph 


1-1076 


4-F-Ph 


2-MeO-4-Pyr 


H 


8-Me 


1-1077 


4-F-Ph 


2-MeO-4-Pyr 


H 


2-F 


1-1078 


4-F-Ph 


2-MeO-4-Pyr 


H 


2-C1 
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1 1 070 


A F PVi 
4-r -rfl 


z-JVieu-4-ryr 


TT 

H 


2-Br 


. -1 oro 


A F PV. 
4-r -rii 


z-ivievj-4-r yr 


TT 


2 ? 2-diF 


1 -1 OR1 


A F PVi 
4-r -r n 


O A /f^fl A Dirr 

z-ivieu-4-Jryr 


TT 

H 


2,2-diCl 


1-1 OR? 


A-F-PVi 
H-r 1 11 


9 XTXJ~ A D,rr 

z-iNri2-4-ryr 


TT 
ti 




1 -1 

1 ivoj 


A F PVi 
H-r -i n 


Z-JNjri2-4-ryr 


TT 

H 


/-\ ATT 

2-OH 


1 -1 0£A 


A F PVi 
4-r -r n 


O XTXJ A Dt«. 


TT 

H 


2-MeO 


1 -1 08^ 

1-1 WO J 


A F PV» 
4-r -ill 


9 XTXJ A T>, r*. 


TT 

H 


2-Ph 


1 -1 0R6 
1 - 1 uou 


A F PVi 
r -r n 


O XTXJ /I Din. 

z-JNxT2-4-ryr 


TT 

H 


8-Me 


1 -1 087 
1-1 uo / 


J. F PVi 
4-r -rii 


z-JNrl2-4-ryr 


TT 

H 


2-F 


1 -1 OSS 
1-1 uoo 


4 F PVi 

4-r -.rn 


0 XTXJ A Din- 


TT 

H 


2-C1 


1 -1 080 

1-1 U07 


J. F PVi 


9 XTXJ A T>, r»- 

Z-JNri2-4-ryr 


H 


2-Br 


1 -1 0Q0 

1-1 


A F PVi 

4-r -Jr n 


1 XTXJ /I T>t«- 

z -in 1I2 -4-Fyr 


TT 

H 


2,2-diF 


1-1 0Q1 
i-i \jy l 


A F PVi 
H-r -rii 


9 XTXJ A D*r»- 

z-JNri2-4-ryr 


TT 

rl 


2,2-diCl 


I -1 0Q9 

II \jy £ 


A F PV. 
H-r -r 11 


0 A/f<aXTXJ /I Dt™- 


TT 

H 




1 -1 00^ 
i-i \jyj 


A. F PV. 

4-r -rn 


0 A/f^XTXJ A D*«- 
Z-lVieJNrl-4-r^yr 


TT 

H 


2-OH 


1 -1 00 A 
l-l \jyH 


A F PVi 
H-r -rii 


0 Ayf£»XTXJ A D, ~- 

Z-JVleiNrl-4-r'yr 


T T 

H 


2-MeO 


1 1 OCH 
i-i uyj 


A F PVi 
H-r -rii 


9 AvT,e»XTXJ /I r>, ~- 

Z-MejNri-4-ryr 


TT 

H 


2-Ph 


1 1 006 
1-1 \}y\j 


A F PVi 

4 -r -rn 


Z-MeJNxi-4-ryr 


TT 

H 


8-Me 


1 1 007 


A F PVi 
H-r -rfl 


9 A /T^XTXJ /I T>- 

Z-MeJN ri-4-r yr 


TT 

H 


2-F 


1 -1 008 

1 - IU70 


A F PVi 

4-r -rn 


1 A/T^XTXJ A TK™. 

Z-JVleiNri-4-ryr 


TT 

H 


2-C1 


1 1 00Q 
1-1 VJyy 


A F PVi 

H-r -Jrn 


9 A & ~XTT T /I Tj- „ 

Z-JVLeJNrl-4-ryr 


H 


2-Br 


1-1100 


4-F-Ph 

"T 1 1 11 


?-A/Tf»T\rH A Pw 


TT 

Jri 


Z,Z-air 


1-1101 


4-F-Ph 


2-MeNH-4-Pvr 


XJ 

n 


Z- ? Zr-Qll^l 


1-1102 


4-F-Ph 


2-fa-Me-BnNHV4-Pvr 


H 




1-1103 


4-F-Ph 


2-(a-Me-BnNHV4-Pvr 

■a* y^vA/ i'iv a-jxixixxi i i yj. 


H 


2-OH 


1-1104 


4-F-Ph 


2-fa-Me-BnNHV4-Pvr 


H 


2-MeO 


1-1105 


4-F-Ph 


2-(a-Me-BnNHV4-Pvr 

— * xtaw i^iii ill j x y i 


H 


2-Ph 


1-1106 


4-F-Ph 


2-fa-Me-BnNHV4-Pvr 


H 


8-Me 


1-1107 


4-F-Ph 


2-(a-Me-BnNHV4-Pvr 


H 


2-F 


1-1108 


4-F-Ph 


2-(<x-Me-BnNH)-4-Pyr 


H 


2-C1 


1-1109 


4-F-Ph 


2-(a-Me-BnNH)-4-Pyr 


H 


2-Br 


1-1110 


4-F-Ph 


2-(a-Me-BnNH)-4-Pyr 


H 


2,2-diF 
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1-1111 


4-F-Ph 


z-^a-ivie-jDixxNri j-4-r yr 


xl 


9 9 A\C*\ 

z,z-aiL,i 


1-1112 

1 1 1 1 Zr 


4-F Ph 
*+-r -x n 


z-oriJNrl-4-ryr 


TT 

H 




i 1 1 1 


4-F Ph 
H—r -x ii 


z-x3niNii-4-ryr 


TT 

H 


2-OH 


1-1114 


4 F PV» 


z - onlN ri-4-r yr 


H 


2-MeO 


1-1115 


4-F-PVi 


z - joniN 11 -4-r 1 yr 


T T 

H 


2-Ph 


1-1116 

J. 1 1 1U 


4-F-PVi 


z-13 niNii-4-ryr 


TT 

H 


8-Me 


1-1117 


4_F-Ph 
*+-r -x n 


z-JtsmNn-4-r yr 


T T 

H 


2-F 


1-1 1 1 R 

X X X X o 


4 F Ph 
*r- r -r n 


z-x3nJNll-4-ryr 


H 


2-C1 


1-1119 

X X X X -7 


4-F-Ph 

*t~r X 11 


z -rsiUN n-4-r yr 


TT 

H 


2-Br 


1-1 120 

1 XX L.\J 


4-F Ph 
*r-.r - x 11 


z-x3niNll-4-jryr 


H 


2,2-diF 


1-1121 

X X X — 1 


4-F-Pfi 
*t r x ii 


z-jDixlNll-4-Jryr 


H 


2,2-diCl 


1-1 122 

X XX 


4-F PVi 

*t-J7 ~x 11 


4-Pym 


H 




1-1123 


4-F-Ph 
t r -x ii 


4-r ym 


TT 

H 


2-OH 


1-1 124 

X XX ^<*T 


4 F PH 
H— JT -x 11 


4-rym 


H 


2-MeO 


1-1 125 


4 F Ph 


4-rym 


H 


2-Ph 


1-1 126 

X XX 4i\J 


4-F-Ph 
H-r -x ii 


4-rym 


H 


8-Me 


1-1 127 


4-F Ph 

*+ -T x 11 


4-rym 


H 


2-F 


1-1128 


4-F-Ph 

*+~r X 11 


4-rym 


TT 

H 


2-C1 


1-1129 


4_F-Ph 


4-rym 


H 


2-Br 


1-1130 


4-F-Ph 

^ X X 11 


A Px/T>-» 

4-rym 


TT 

H 


2,2-diF 


1-1131 

X X X *J 1 


4-F-Ph 


4-Pym 


H 


2,2-diCl 


1-1132 

x x X «y Z« 


4-F-Ph 
t - r -jr ii 


z-Meu -4-rym 


H 




1-1 133 

X X X ^ «^ 


4-F-Ph 

*T-J^ r 11 


z-iVieU-4-rym 


H 


2-OH 


1-1134 


4-F-Ph 

*tT ill 


z-ivieu-4-rym 


TT 

H 


2-MeO 


1-1135 

X X X +J 


4-F-Ph 
*t-r x 11 


z-ivieu -4-rym 


H 


2-Ph 


1-1 136 

X X X J \J 


4-F Ph 

*t- JT -x 11 


z-MeU-4-rym 


H 


8-Me 


1-1 1 37 

X X X J / 


4 F Ph 
*t- r -x 11 


z-MeU-4-Pym 


H 


2-F 


1-1 1 3R 

X 1 1 JO 


4-F Ph 
H-r -rn 


z-MeU -4-rym 


H 


2-C1 


1-1 1 39 

X 1 1J7 


4 F PVi 


z-Me(J-4-rym 


H 


2-Br 


1-1140 


4-F-Ph 


2-MeO-4-Pym 


H 


2,2-diF 


1-1141 


4-F-Ph 


2-MeO-4-Pym 


H 


2,2-diCl 


1-1142 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


H 
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1-1 143 


4-F-Ph 

*T A X XX 


z-^a-ivie-JtsiiJNrl j-4-x^ym 


TT 

rl 


Z-Uri 


1-1144 


4-F-Ph 

~ X X XX 


z-^cc-ivie-r>riJNrl j-4-Jrym 


TT 

rl 


Z-MeU 


1-1145 


4-F-Ph 

*T X X XX 


z-^a-lvie-r>nJNoj-4-Jrym 


IT 

rl 


z-rn 


1-1 146 

X XX t\J 


4-F-Ph 

*~r X X 11 


z-(a-Me-onlNHj-4-l J ym 


IT 

rl 


o-Me 


1-1 147 

X X X "T / 


4_F-Pb 

*T x XT 11 


z-(a-Me-onJNM)-4-Pym 


TT 

rl 


z-r 


1-1 148 

X xx to 


4_F-Ph 

*t -T X 11 


O /™ A /f ^ TD A.THT\ A 

z-(a-Me-r>nJNll)-4-Pym 


TT 

rl 


z-Cl 


1-1 149 

X XX *TJ7 


4-F-Ph 

*t""17 JT11 


z-(a-Me-BnlNxi)-4-rym 


TT 

rl 


z-Br 


i 1 1 

1-11 DV 


^r-p -x n 


2-(a-Me-BnNH)-4-Pym 


H 


2,2-diF 


1 11^1 
1-1131 


4-r-rn 


2-(a-Me-BnNH)-4-Pym 


H 


2,2-diCl 


1-1152 


4-F-Ph 


2-BnNH-4-Pym 


H 


- 


1-1153 


4-F-Ph 


2-BnNH-4-Pym 


H 


2-OH 


1-1154 


4-F-Ph 


2-BnNH-4-Pym 


H 


2-MeO 


1-1155 


4-F-Ph 


2-BnNH-4-Pym 


H 


2-Ph 


1-1 156 


4-F-Ph 


2-BnNH-4-Pym 


H 


8-Me 


1-1157 


4-F-Ph 


2-BnNH-4-Pym 


H 


2-F 


1 1 1 r o 

1-1 158 


4-F-Ph 


2-BnNH-4-Pym 


H 


2-C1 


1-1159 


4-F-Ph 


2-BnNH-4-Pym 


H 


2-Br 


1-1160 


4-F-Ph 


2-BnNH-4-Pym 


H 


2,2-diF 


•1 1 1 y 1 

1-H61 


4-F-Ph 


2-BnNH-4-Pym 


H 


2,2-diCl 


1-H62 


4-F-Ph 


2-MeO-4-Pyr 


Me 




1-H63 


4-F-Ph 


2-MeO-4-Pyr 


Me 


2-OH 


1-1164 


4-F-Ph 


2-MeO-4-Pyr 


Me 


2-MeO 


1-1165 


4-F-Ph 


2-MeO-4-Pyr 


Me 


2-Ph 


1-1166 


4-F-Ph 


2-MeO-4-Pyr 


Me 


8-Me 


1-1167 


4-F-Ph 


2-MeO-4-Pyr 


Me 


2-F 


1-1168 


4-F-Ph 


2-MeO-4-Pyr 


Me 


2-C1 


1-H69 


4-F-Ph 


2-MeO-4-Pyr 


Me 


2-Br 


1 11 T /"\ 

1-H70 


4-F-Ph 


2-MeO-4-Pyr 


Me 


2,2-diF 


1-H71 


4-F-Ph 


2-MeO-4-Pyr 


Me 


2,2-diCl 


1-117? 

Ill / z, 


-x n 


O XTT-J A "D-. — 

z-j\ri2-4-Pyr 


Me 




1-1173 


4-F-Ph 


2-NH 2 -4-Pyr 


Me 


2-OH 


1-1174 


4-F-Ph 


2-NH 2 -4-Pyr 


Me 


2-MeO 
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111 7^ 
1-11 Id 


4-r -rn 


O XTTT yl Tl, 

z-JNH 2 -4-Pyr 


Me 


2-Ph 


1 11 H£* 
1-1 1 /O 


/t TT DU 

4-r -rn 


1 XTTT /I T"i 

2-NH 2 -4-Pyr 


Me 


8-Me 


1 11 in 
l-l ill 


yi TJ TJU 

4-r-rn 


2-NH 2 -4-Pyr 


Me 


2-F 


1 11 70 

1-1 1 /o 


/I T? Til- 

4-r-Pn 


2-NH 2 -4-Pyr 


Me 


2-C1 


111 TO 

l-ll fy 


4-r -rn 


1 XTTT yl Tk 

2-NH 2 -4-Pyr 


Me 


2-Br 


i i 1 en 
l-l loU 


A TT DU 

4-r -rn 


O XTTT /< Tk 

2-NH 2 -4-Pyr 


Me 


2,2-diF 


1 1 1 0 1 

1-1 lo 1 


4-r-Pn 


^ XTTT >1 T\ 

2-NH 2 -4-Pyr 


Me 


2,2-diCl 


111 CO 
1-1 loz 


4-r-rn 


A Tk J- \TTT vl T\ 

2-MeNH-4-Pyr 


Me 




111 C3 

1-1 loJ 


4-r -rn 


2-MeNH-4-Pyr 


Me 


2-OH 


111 QA 
1-11 54 


4-r-rn 


^ ■» f \TTT A T~v 

2-MeNH-4-Pyr 


Me 


2-MeO 


111 
1-1 loD 


/I T? TJU 

4-r -rn 


2-MeNH-4-Pyr 


Me 


2-Ph 


1 11 
1-1 lot) 


4-r -rn 


^> Tk Jf \TTT yi T~V 

2-MeNH-4-Pyr 


Me 


8-Me 


1 11 97 
1 -1 1 O / 


A TIT DU 

4-r -rn 


i^S Tk yT^XTTT /J 

2-MeNH-4-Pyr 


Me 


2-F 


111 CC 
1-1 loo 


/I 17 T>U 

4-r -rn 


O A A7 XTTT A T\ 

2-MeNH-4-Pyr 


Me 


2-C1 


1 11 CO 

1-1 loV 


4-r -rn 


rs Tk r XTTT A T\ 

2-MeNH-4-Pyr 


Me 


2-Br 


1-1 190 

JL 11 7U 


4 F PVi 
*t- r -rn 


z-lVieiN rl-4-r yr 


Me 


2,2-diF 


1-1191 


4-F-Ph 


9-Mp7\TR ZL 


A/fa 

Me 


2,2-aiCl 


1-1192 


4-F-Ph 


^ ivic ijiii>ii ) t-ryr 


lVlC 




1-1193 


4-F-Ph 


2-fr/-Mp-Rri7\n-ri-zl P\/r 
ivic-j3iiiNii y-H--ryr 


Mp 


? out 


1-1194 


4-F-Ph 


2-fr7-Mp-RrilSTRi d P\n- 
\yk 1V1C-JJ1JJ.N jri^-*+-ryr 


Mp 
1V1C 


z-ivievj 


1-1195 


4-F-Ph 


9-fr/-Mp_Rri x JT-ri A Pa/t- 
^ J- vie -jDiirN n ^-*+-r yr 


Mp 


9 PU 

z-rn 


1-1196 


4-F-Ph 


2-rr/-Mp-RrjXTRi-A P\/r 
^ yy** ivic-jjiij.>iri rryr 


Mp 


R M^ 

o-ivie 


1-1197 


4-F-Ph 


2-ra-Me-RnNTT^-/l-P\/T 

^» V^vA iviv^ i->iii> jttl j h r yi 


Mp 

I VIC 


9 F 
z-p 


1-1198 


4-F-Ph 


2-ff/-Mp-RnXn :: n A T>\rr 


Mp 


9 PI 

Z-^l 


1-1199 


4-F-Ph 


2 - ( a -Mp -Rn TsTRi -4 -Pvr 
iV ^c-jjiii>i rT.^-*+-ryr 


Mp 

IViC 


9 Rr 
Z-X5r 


1-1200 


4-F-Ph 

"T A 1 11 


z-^cc-ivie-jDnJNrlj-4-ryr 


Me 


2,2-diF 


1 -1 201 
ii l\j i 


A F PVi 
*+-r -r n 


O / X vT T~i X TT T\ /I T\ 

2-(a-Me-BnNH)-4-Pyr 


Me 


2,2-diCl 


1-lZUz 


4-r -rn 


^ T*k X TT X A T~» 

2-BnNH-4-Pyr 


Me 


— 


i 1 om 
1-1ZUJ 


A "C TJU 

4-r -rn 


XTTT >l T"» 

2-BnNH-4-Pyr 


Me 


2-OH 


1-1204 


4-F-Ph 


2-RnNH-4-Pvr 

*~ *t i yi 


ivie 


z-ivieij 


1-1205 


4-F-Ph 


2-BnNH-4-Pyr 


Me 


2-Ph 


1-1206 


4-F-Ph 


2-BnNH-4-Pyr 


Me 


8-Me 
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1 1 1f\H 

1-1207 


1 A T" T11_ 

4-F-Ph 


2-BnNH-4-Pyr 


Me 


1 2-F 


1-12U8 


1 A 17 nu 

4-F-Ph 


2-BnNH-4-Pyr 


Me 


2-C1 




4-F-Ph 


2-BnNH-4-Pyr 


Me 


2-Br 


1 1 O 1 fk 

1-121U 


1 /I T Ti"U 

4-r-Ph 


2-BnNH-4-Pyr 


Me 


2,2-diF 


1 1 O 1 1 

1-121 1 


1 A T7 Til- 

4-F-Ph 


2-BnNH-4-Pyr 


Me 


2,2-diCl 


1-1212 


1 /I T7 ITU 

4-F-Ph 


4-Pym 


Me 


1 - 


i Hi') 
1-1213 


1 A T? Til. 

4-F-Ph 


4-Pym 


Me 


2-OH 


1 1 O 1 yl 

1-1214 


1 A T? Til. 

4-F-Ph 


4-Pym 


Me 


2-MeO 


1-121 j 


4-F-Ph 


A T\ 

4-Pym 


Me 


2-Ph 


1-1210 


j A T? Til, 

4-F-Ph 


4-Pym 


Me 


8-Me 


1-121 / 


1 A T 1 T»1_ 

4-F-Ph 


4-Pym 


Me 


2-F 


1-1216 


1 A "I"" 1 T»1 

4-F-Ph 


4-Pym 


Me 


2-C1 


1 101Q 

i-i2iy 


1 A T7 Tlt- 

4-F-Ph 


4-Pym 


Me 


2-Br 


1 1 OOA 

1-122U 


1 /I T^ T11_ 

4-F-Ph 


4-Pym 


Me 


2,2-diF 


1 1 n 1 
1-1221 


t A T? Tll_ 

4-F-Ph 


4-Pym 


Me 


2,2-diCl 


i 1 no 
1-1222 


/I T? Til. 

4-F-Ph 


2-MeO-4-Pym 


Me 


— 


1 1 OOl 

1-122J 


/f T7 Til, 

4-F-Ph 


2-MeO-4-Pym 


Me 


2-OH 


1 1 OIA 

1-1224 


A T? Til- 

4-F-Ph | 


2-MeO-4-Pym 


Me 


2-MeO 


1 1 ooc 
1-1220 


4-F-Ph 


2-MeO-4-Pym 


Me 


2-Ph 


1-1220 


A T? Til, 

4-r-Ph 


2-MeO-4-Pym 


Me 


8-Me 


1 1 007 

1-122/ 


/i r? ti"u 

4-F-Ph 


2-MeO-4-Pym 


Me 


2-F 


l-122o I 


4-r-rn 


2-MeO-4-Pym 


Me 


2-C1 


1 1 ooo 

l-l 22y 


4-F-Ph 


2-MeO-4-Pym 


Me 


2-Br 






2-MeO-4-Pym 


Me 


2,2-diF 


1-1231 


4-F-Ph 


z-ivieu-4-i'ym 


Me 


2,2-diCl 


1-1232 


4-F-Ph 


z-^ut-ivie-oniNri j-4-rym 


.vie 




1-1233 


4-F-Ph 


z-^cx-ivie-oniNri j-4-rym 


A /f 0 ( 


Z-Uri 


1-1234 | 


4-F-Ph 


z-^uc-ivie-i3iiiNxi j-4-rym 


ivie 


z-Meu 


1-1235 


4-F-Ph 


^ ^u,-ivie-i3niNxi ym 


ivie 


O T>V> 

2-rn i 


1-1236 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


Me 


8-Me 


1-1237 j 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


Me 


2-F 


1-1238 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


Me 


2-C1 
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1-1239 


4-F-Ph 


2-fa-Me-BnNH)-4-Pvrn 

V'"*' 1'XW Uliilll f "T x yni 


Me 


2-Rr 


1-1240 


4-F-Ph 

I A X 11 


z-^cx,-ivie-oixiNri ym 


IVlC 


9 9 AIT? 
2,z-air 


1 1 9J.1 


A "DVi 

4-r -x*n 


2-(a-Me-BnNH)-4-Pym 


Me 


2,2-diCl 


1 1 O A O 

1-1242 


T7 Til, 

4-F-Ph 


2-BnNH-4-Pym 


Me 




1-124 j 


/I T? T>"U 

4-r-Fn 


O T"l x TT T vl *T» 

2-BiiNH-4-Pym 


Me 


2-OH 


1 1 1/1 A 

1-1244 


4-r-Ph 


r\ Tp» x TT T /I T» 

2-BnNH-4-Pym 


Me 


2-MeO 


1-1245 


/l T7 Til, 

4-F-Ph 


/-» T^i x TT T A T\ 

2-BnNH-4-Pym 


Me 


2-Ph 


1-1246 


4-r-Ph 


/~\ T~\ x TT T A T~» 

2-BnNH-4-Pym 


Me 


8-Me 


1 1 1AH 
1-124 / 


4-r-Pn 


i~\ ~r-\ x TT T A T\ 

2-BnNH-4-Pym 


Me 


2-F 


1 10/10 

l-124o 


A 17 T)U 

4-r-Pn 


O T"> X TT T vl "T» 

2-BnNH-4-Pym 


Me 


2-C1 


i-i24y 


A T? T»t_ 

4-F-Ph 


2-BnNH-4-Pym 


Me 


2-Br 


1-125U 


/I T7 Til-. 

4-r-Pn 


2-BnNH-4-Pym 


Me 


2,2-diF 


1-12!) 1 


y| T7 Tit* 

4-r-Ph 


l~\ Tpk \TTT A T\ 

2-BnNH-4-Pym 


Me 


2,2-diCl 


1-1252 


A T7 T>"U 

4-F-Ph 


A T\ 

4-Pyr 


H 


2->CH 2 


1-125J 


A T7 Til, 

4-F-Ph 


A T"» 

4-Pyr 


H 


2->CHMe 


1-1254 


4-F-Ph 


vl 

4-Pyr 


H 


2->CHEt 


1-1255 


4-F-Ph 


4-Pyr 


H 


2->CHPr 


1-1256 


A T? T>1, 

4-F-Ph 


A T% 

4-Pyr 


H 


2->C(Me) 2 


1 1 OCT 

1-1257 


/I T? T»"L. 

4-F-Ph 


4-Pyr 


H 


2->CHPh 


1-1258 


4-F-Ph 


4-Pyr 


H 


2,2-diPh 


1 1 ^ C f\ 

1-1259 


4-F-Ph 


4-Pyr 


H 


2,2-0(CH 2 ) 3 0- 


1 1 O/CA 

1-1260 


4-F-Ph 


4-Pyr 


H 


2,2- 

OCH 2 C(Me) 2 CH 2 0- 


1-1201 


A T7 nu 

4-r-rn 


A T\ 

4-Pyr 


H 


2,2-(CH 2 ) 2 - 


1-1202 


vl 17 Til. 

4-F-Ph 


4-Pyr 


H 


2,2-(CH 2 ) 3 - 


1-126.5 


A T7 Til, 

4-F-Ph 


A T"» 

4-Pyr 


H 


2,2-(CH 2 ) 4 - 


1-1264 


4-F-Ph 


4-Pyr 


H 


2,2-(CH 2 ) 5 - 


1-1265 


A T" 1 "Tlt_ 

4-F-Ph 


4-Pyr 


H 


2-MeS 


1-1266 


A T" 1 Til. 

4-F-Ph 


4-Pyr 


H 


2-EtS 


1-1267 


4-F-Ph 

^ X IT 11 


4-P\/r 


TT 

ri 


z-rns 


1-1268 


4-F-Ph 


4-Pyr 


H 


2-BuS 


1-1269 


4-F-Ph 


4-Pyr 


H 


2-MeS0 2 
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1 1 970 
1-1Z /U 


A T7 Pin 

4-r -rn 


A Din- 

4-ryr 


TT 

H 


2-PhO 


1 1 971 


a pi Ph 


A P-« rr 

4-ryr 


T T 

H 


l-Me 


1 1 979 
1-1Z /z 


4 P1 PV» 


4-ryr 


TT 

H 


l-Et 


1 1 97^ 
1- 1Z / J 


a pi pv» 


4-ryr 


TT 

H 


l-Pr 


1 -1 974 


4 pi pv» 


/I Dirt- 

4-ryr 


TT 

H 


l 5 l-diMe 


1 1 97^ 
1-1Z / J 


A P1 Pl-i 


4-ryr 


TT 

H 


2-Me 


1 1 97£ 
1 - 1Z /O 


A PI T>U 


4-ryr 


TT 

H 


2-Et 


1 1 977 
i - 1Z / / 


A PI Pl> 

4-^1-Jril 




H 


2-Pr 


1-1 978 
1 ~ iz / o 


A PI PV, 


A "Din- 

4-ryr 


TT 

H 


2-Bu 


1-1 970 


J. PI Ph 


4-ryr 


TT 

H 


O All 1 

2-Allyl 


1 1 980 


/l r^i PV» 
4-UI-rn 


4-Pyr 


H 


2-Ph 


1 1 981 


/t P1 PU 




H 


2-Bn 


1 1 989 
I - IZoZ 


A P1 PVi 


4-ryr 


TT 

H 


2-Phet 


1 1 98^ 
1 - 1ZO J 


A PI PVi 


4-ryr 


TT 

H 


2,2-diMe 


1 -1 98 J. 


A PI PVi 


/I P« r*« 

4-ryr 


TT 

H 


2-OH 


1 1 98^ 


A PI PVi 

4-i^i-rn 


4-Pyr 


TT 

H 


2-MeO 


1 1 98£ 
1-lZoO 


/i fi t>u 
4-d-rn 


4-Pyr 


H 


2-EtO 


1 1 987 
1- IZo / 


4 P1 PV» 

4-L^l-rn 


4-ryr 


T T 

H 


2-PrO 


1 1 988 


/i r^i pi* 
4-Ul-rn 


4-Pyr 


H 


2,2-di(MeO) 


1 1 980 


A PI PVi 


4-ryr 


H 


2,2-di(EtO) 


1 -1 900 


zl PI PTi 


A P* TW 

4-ryr 


TT 

H 


2,2-OCH 2 CH 2 0- 


1 -1 901 


zl PI P1n 


4-ryr 


TT 

H 


2-Oxo 


1 1 909 


A PI Pin 


A Pi r*. 

4-ryr 


TT 

H 


2-F 


1 1 90^ 


A PI PVi 


A Pt«- 

4-ryr 


TT 

H 


2-C1 


1 1 OQ/1 


a PVi 
4-d-rn 


4-Pyr 


H 


2-Br 


1 1 9CK 

i - lzy j 


/l C*\ PVi 
4-d-rxl 


4-Pyr 


H 


2-1 


1 1 9Q£ 


a r^i PVi 


4-Pyr 


H 


2,2-diF 


1 1 907 
1 - izy / 


a r^i PVi 


4-ryr 


H 


2,2-diCl 


1 1 9Q8 


/t Pi PVi 


4-fyr 


H 


2 ? 2-diBr 


1-1299 


4-Cl-Ph 


4-Pyr 


n 


J)-1V1C 


1-1300 


4-Cl-Ph 


4-Pyr 


H 


3-Et 


1-1301 


4-Cl-Ph 


4-Pyr 


H 


3-Pr 
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1 - U \JZ> 


4-PI-Ph 


4 P\/r 

4-Jryr 


rl 


3,3-diMe 




4 PI PVi 


4-.r yr 


TT 

rl 


5 -Me 


1-1 104 

11 JU*T 


4 PI Ph 


/I Din* 

yr 


TT 

rl 


5-Et 


1 -1 10*5 

1 - 1 D \J+) 


4 PI PVi 


4-j'yr 


TT 

H 


r t*» 

5-Pr 


I -1 106 

II D\J\j 


4 PI PVi 


4-.ryr 


TT 

rl 


5,5-diMe 


I -1 107 

II D\J I 


4 PI PVi 

4-^l-.r il 




TT 

rl 


6-Me 


I -1 108 

II D\JO 


4 PI PVi 


4-.r yr 


TT 

rl 


6-Et 


1 -1 10Q 

1 1 


4 PI PVi 


4-.r yr 


TT 

H 


6-Pr 


1-1110 


4-P1 PVi 
H—V^l-r 11 


*+-r yr 


TT 

rl 


6,6-diMe 


1-1111 
1-1.5 1 1 


4 PI Ph 


4-Jryr 


TT 

H 


6-Oxo 


1-1119 


4 PI PVi 


4-r*yr 


TT 

H 


8 -Me 


1-1111 


4-P1 PVi 


H-r yr 


TT 

rl 


8-Et 


1-1114 


4-P1-PVi 


4-.ryr 


TT 

rl 


8-Pr 


1-1 11 s 


4-P1 PVi 


4-.ryr 


TT 

H 


O T»1_ 

8-Ph 


1-1116 

1-1 J io 


4 PI PVi * 


H-ryv 


TT 

H 


8a-Me 


1-1117 


4 PI PVi 


A Dt rr- 

H-ryr 


T T 

H 


8a-Et 


1-1118 

1 - 1 D 1 O 


4 PI PVi 


4-ryr 


TT 

H 


8a-Pr 


1-1119 

11 J 1-7 


4-P1 Ph 


4-.ryr 


TT 

H 


6,6-(CH 2 ) 2 - 


1-1 190 

1~1 


4 PI PVi 


4-j^yr 


TT 

H 


6,6-diF 


I -1 191 

II Dim 1 


4 PI PVi 




TT 

H 


2->CH 2 


1 -1 199 

11 


4 PI PVi 


4-r^yr 


TT 

H 


2->CHMe 


1 -1 191 
i~i .j^ j> 


4 PI PVi 


A Dxrr 

4-r^yr 


TT 

H 


2->CHEt 


1 -1 194 


4-P1 PVi 
■ l~r ii 


4-r^yr 


TT 


2->CHPr 


1-1 19^ 

1 - 1 D jLJ 


4 PI PVi 


4-r'yr 


TT 

H 


2->C(Me) 2 


1 -1 196 
1-1 jZO 


4 PI PVi 


4-Jryr 


TT 

H 


2->CHPh 


1-1327 


4-Cl-Ph 


4-Pyr 


H 


2,2-diPh 


1 1 198 


4-v^l-rn 


4-Fyr 


H 


2,2-0(CH 2 ) 3 0- 




4-Ul-rn 


4-Pyr 


H 


2,2- 

OCH 2 C(Me) 2 CH 2 0- 


1-1330 


4-Cl-Ph 


4-Pvr 


H 


z,z-^n 2 j 2 - 


1-1331 


4-Cl-Ph 


4-Pyr 


H 


2,2-(CH 2 ) 3 - 


1-1332 


4-Cl-Ph 


4-Pyr 


H 


2,2-(CH 2 ) 4 - 
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1-1333 


4-Cl-Ph 


4-Pyr 


H 


2,2-(CH 2 ) 5 - 


1-1334 


4-Cl-Ph 


4-Pyr 


H 


2-MeS 


1-1335 


4-Cl-Ph 


4-Pyr 


H 


2-EtS 


1-1336 


4-Cl-Ph 


4-Pyr 


H 


2-PrS 


1-1337 


4-Cl-Ph 


4-Pyr 


H 


2-BuS 


1-1338 


4-Cl-Ph 


4-Pyr 


H 


2-MeS0 2 


1-1339 


4-Cl-Ph 


4-Pyr 


H 


2-PhO 


1-1340 


4-F-Ph 


4-Pyr 


H 


2-(4-MeO-Ph) 


1-1341 


4-F-Ph 


4-Pyr 


H 


2-(4-Me-Ph) 


1-1342 


4-F-Ph 


4-Pyr 


H 


2-(4-F-Ph) 


1-1343 


4-F-Ph 


4-Pyr 


H 


2-(4-CF 3 -Ph) 


1-1344 


4-F-Ph 


4-Pyr 


H 


2-(4-Cl-Ph) 


1-1345 


4-F-Ph 


4-Pyr 


H 


2-(2,4-diF-Ph) 


1-1346 


3-CF 3 -Ph 


4-Pyr 


H 


2-(4-MeO-Ph) 


1-1347 


3-CF 3 -Ph 


4-Pyr 


H 


2-(4-Me-Ph) 


1-1348 


3-CF 3 -Ph 


4-Pyr 


H 


2-(4-F-Ph) 


1-1349 


3-CF 3 -Ph 


4-Pyr 


H 


2-(4-CF 3 -Ph) 


1-1350 


3-CF 3 -Ph 


4-Pyr 


H 


2-(4-Cl-Ph) 


1-1351 


3-CF 3 -Ph 


4-Pyr 


H 


2-(2,4-diF-Ph) 


1-1352 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2->CH 2 


1-1353 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2->CHMe 


1-1354 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2->CHEt 


1-1355 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2->CHPr 


1-1356 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2->C(Me) 2 


1-1357 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2->CHPh 


1-1358 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2,2-diPh 


1-1359 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2,2-0(CH 2 ) 3 0- 


1-1360 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2,2- 

OCH 2 C(Me) 2 CH 2 0- 


1 1 *5 1 

1-liol 


4-r-Pn 


r\ "VTTT A T\ 

2-NH 2 -4-Pym 


H 


2,2-(CH 2 ) 2 - 


1-1362 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2,2-(CH 2 ) 3 - 


1-1363 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2,2-(CH 2 ) 4 - 
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1 1 IfxA 
1-1 j04 


4-r -r n 


z-JNri 2 -4-rym 


H 


2,2-(CH 2 ) 5 - 


1 1 1&< 

1-1 jOj 


4-r-rn 


z-JNri 2 -4-Pym 


XT 

H 


2-MeS 


1 1 1A& 
1-1300 


4-r -rn 


2-NH2-4-Pym 


H 


2-EtS 


1-1 JO / 


4-r-rn 


2-NH 2 -4-Pym 


H 


2-PrS 


1-1305 


4-r -rn 


O XTTT >l T*i 

2-NH 2 -4-Pym 


H 


2-BuS 


1 1 1&Q 

i-i joy 


/I T7 T)l_ 

4-r -r n 


O XTTT vl T» 

2-NH2-4-Pym 


H 


2-MeS0 2 


1 1 11f\ 
1-1 J /V 


4-r-rn 


O XTTT vl T> 

2-NH2-4-Pym 


H 


2-PhO 


1 1 371 
1-1 3 1 1 


4-Cl-rn 


O XTTT /I T» 

2-NH 2 -4-Pym 


H 


1-Me 


1 1 110 
1-13 1 L 


4-d-Jrn 


/"> XTTT /I Tl 

2-NH 2 -4-Pym 


H 


1-Et 


1 1 111 
1-1 3 ID 


4-Ul-rn 


O XTTT /I T\ 

2-NH 2 -4-Pym 


H 


1-Pr 


i 1 iia 
1-13/4 


4-Cl-rn 


O XTTT /I T* 

2-NH 2 -4-Pym 


H 


1,1-diMe 


1 1 1HC 

1-13 / J 


4-CI-rn 


O XTTT /I T*» 

2-Nri 2 -4-Pym 


H 


2-Me 


1 1 11 A 
1-13 /O 


4-L.l-rn 


O XTTT /i T*- 

2-NH2-4-Pym 


H 


2-Et 


1 1 777 
1- 13 / / 




O XTTT /I Ti 

2-J\lrI 2 -4-Pym 


H 


2-Pr 


1 1 372 
1-13/5 


4-L>l-Jrn 


^ XTTT >1 T» 

2-NH2-4-Pym 


H 


2-Bu 


1 1 17Q 
1-13 /y 


4-Cl-Jrn 


/-> XTTT /I T\ 

2-NH 2 -4-Pym 


H 


2-Allyl 


1-135U 


4-Ul-rJl 


O XTTT /I T* 

2-NH 2 -4-Pym 


H 


2-Ph 


1 1 19\ 
1-135 1 


4-Ul-rn 


O XTTT /I Tk 

2-NH 2 -4-Pym 


H 


2-Bn 


1 1 

1-135Z 


4-LJ-r71 


<"\ XTTT A T\ 

2-NH 2 -4-Pym 


H 


2-Phet 


1 1 191 
1-1353 


4-Ul-rn 


r\ XTTT A Ti 

2-NH2-4-Pym 


H 


2,2-diMe 


1 1 19A 
1-1354 


4-Cl-rn 


r\ XTTT A T1 

2-NH 2 -4-Pym 


H 


2-0H 


1 1 19^ 
1-1353 


/I /~M TJU 


O XTTT A T\ 

2-NH 2 -4-Pym 


H 


2-MeO 


1 1 IRA 
1-1350 


4-d-rn 


O XTTT /f T* 

2-NH 2 -4-Pym 


H 


2-EtO 


1 1 191 
1-135 / 


4-Cl-rn 


^ XTTT /I T» 

2-NH2-4-Pym 


H 


2-PrO 


1 1 199 
1-1355 


4-Ul-rn 


O XTTT /I T» 

2-NH 2 -4-Pym 


H 


2 ? 2-di(MeO) 


1 1 19Q 
1-135:7 


4-ui-rn 


O XTTT /I T» 

2-NH 2 -4-Pym 


H 


2,2-di(EtO) ; 


1-1 3VU 


4-Ul-rn 


O XTTT /I Tk 

2-NH 2 -4-Pym 


H 


2,2-OCH 2 CH 2 0- 


1 -IJy 1 


4-Ul-rn 


O XTTT /I T"k 

2-NH2-4-Pym 


H 


2-Oxo 


1 1 1Q1 


4-d-rMl 


O XTTT /I TV 

2-NH 2 -4-Pym 


H 


2-F 


1-1393 


4-Cl-Ph 




TJ 

ri 




1-1394 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-Br 


1-1395 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-1 
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1-1396 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2,2-diF 


1-1397 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2,2-diCl 


1-1398 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2,2-diBr 


1-1399 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


3-Me 


1-1400 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


3-Et 


1-1401 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


3-Pr 


1-1402 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


3,3-diMe 


1-1403 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


5 -Me 


1-1404 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


5-Et 


1-1405 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


5-Pr 


1-1406 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


5,5-diMe 


1-1407 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


6-Me 


1-1408 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


6-Et 


1-1409 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


6-Pr 


1-1410 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


6,6-diMe 


1-1411 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


6-Oxo 


1-1412 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


8-Me 


1-1413 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


8-Et 


1-1414 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


8-Pr 


1-1415 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


8-Ph 


1-1416 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


8a-Me 


1-1417 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


8a-Et 


1-1418 i 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


8a-Pr 


1-1419 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


6,6-(CH 2 ) 2 - 


1-1420 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


6,6-diF 


1-1421 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2->CH 2 


1-1422 


4-Cl-Ph 


2-NH 2 -4-Pym 


H I 


2->CHMe 


1-1423 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2->CHEt 


1-1424 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2->CHPr 


1 1 yfOC 

1-14ZD 


4-Cl-Pn 


r*\ \ttt a t\ 

2-NH 2 -4-Pym 


H 


2->C(Me) 2 


1-1426 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2->CHPh 


1-1427 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2,2-diPh 
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1-1428 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2,2-0(CH 2 ) 3 0- 


1-1429 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2,2- 

OCH 2 C(Me) 2 CH 2 0- 


1-1430 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2,2-(CH 2 ) 2 - 


1-1431 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2,2-(CH 2 ) 3 - 


1-1432 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2,2-(CH 2 ) 4 - 


1-1433 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2,2-(CH 2 ) 5 - 


1-1434 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-MeS 


1-1435 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-EtS 


1-1436 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-PrS 


1-1437 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-BuS 


1-1438 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-MeS0 2 


1-1439 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-PhO 


1-1440 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2-(4-MeO-Ph) 


1-1441 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2-(4-Me-Ph) 


1-1442 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2-(4-F-Ph) 


1-1443 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2-(4-CF 3 -Ph) 


1-1444 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2-(4-Cl-Ph) 


1-1445 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2-(2,4-diF-Ph) 


1-1446 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


2-(4-MeO-Ph) 


1-1447 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


2-(4-Me-Ph) 


1-1448 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


2-(4-F-Ph) 


1-1449 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


2-(4-CF 3 -Ph) 


1-1450 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


2-(4-Cl-Ph) 


1-1451 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


H 


2-(2,4-diF-Ph) 


1-1452 


4-F-Ph 


4-Pyr 


Me 


2->CH 2 


1-1453 


4-F-Ph 


4-Pyr 


Me 


2->CHMe 


1-1454 


4-F-Ph 


4-Pyr 


Me 


2->CHEt 


1-1455 


4-F-Ph 


4-Pyr 


Me 


2->CHPr 


1-1456 


4-F-Ph 


4-Pyr 


Me 


2->C(Me) 2 


1-1457 


4-F-Ph 


4-Pyr 


Me 


2->CHPh 


1-1458 


4-F-Ph 


4-Pyr 


Me 


2,2-diPh 
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1-1459 


4-F-Ph 


4-Pyr 


Me 


2,2-0(CH 2 ) 3 0- 


1-1460 


4-F-Ph 


4-Pyr 


Me 


2,2- 

OCH 2 C(Me) 2 CH 2 0- 


1 1 /l £L 1 

1-1461 


4-F-Ph 


4-Pyr 


Me 


2,2-(CH 2 ) 2 - 


1 1/1 

1-1462 


4-F-Ph 


4-Pyr 


Me 


2,2-(CH 2 ) 3 - 


1-1463 


4-F-Ph 


4-Pyr 


Me 


2,2-(CH 2 ) 4 - 


1 1 /I iC A 

1-1464 


4-F-Ph 


4-Pyr 


Me 


2,2-(CH 2 ) 5 - 


1-1465 


4-F-Ph 


4-Pyr 


Me 


2-MeS 


1-1466 


4-F-Ph 


4-Pyr 


Me 


2-EtS 


1 1/1 ZT'7 

1-1467 


4-F-Ph 


4-Pyr 


Me 


2-PrS 


1 1/1 CO 

1-1468 


4-F-Ph 


4-Pyr 


Me 


2-BuS 


i 1/1 /rn 

1-1469 


4-F-Ph 


4-Pyr 


Me 


2-MeS0 2 


1 1/1 TA 

1-14/U 


/I T? Til^ 

4-F-Ph 


4-Pyr 


Me 


2-PhO 


1-1471 


4-Cl-Ph 


4-Pyr 


Me 


1-Me 


1 1 TO 

1-1472 


A /~*"\ Til 

4-Cl-Ph 


4-Pyr 


Me 


1-Et 


1 1/1 T) 

1-1473 


4-Cl-Ph 


4-Pyr 


Me 


1-Pr 


1 1 yl *7 /l 

1-1474 


4-Cl-Ph 


4-Pyr 


Me 


1,1-diMe 


1 1/1 7C 

1-1475 


/i tvl- 

4-Cl-Ph 


4-Pyr 


Me 


2-Me 


1 1/1 *7/C 

1-1476 


4-Cl-Ph 


4-Pyr 


Me 


2-Et 


1 1/1 

1-1477 


/I /"""il T*1 

4-Cl-Ph 


4-Pyr 


Me 


2-Pr 


1 1 >no 
1-1478 


A /^~11 T\1 

4-Cl-Ph 


4-Pyr 


Me 


2-Bu 


1 i/i 
1-14/9 


/l f^l T»l_ 

4-Cl-Ph 


4-Pyr 


Me 


2-Allyl 


i 1/1 on 
1-148U 


/I /""II TVl 

4-Cl-Ph 


4-Pyr 


Me 


2-Ph 


1 1 A O 1 

1-1481 


/l /""'I T»1 

4-Cl-Ph 


4-Pyr 


Me 


2-Bn 


1 1/1 o o 

1-1482 


4-Cl-Ph 


4-Pyr 


Me 


2-Phet 


1 1 /loo 

1-1483 


4-Cl-Ph 


4-Pyr 


Me 


2,2-diMe 


1 1 AO A 

1-1484 


4-Cl-Ph 


4-Pyr 


Me 


2-OH 


1 1 /IOC 

1-1485 


4-Cl-Ph 


4-Pyr 


Me 


2-MeO 


1 1 yl O/C 

1-1486 


/l /""11 T"*1 

4-Cl-Ph 


4-Pyr 


Me 


2-EtO 


1-1487 


4-P1-Ph 


A Pin- 

^t-x^yr 


Me 


2-PrO 


1-1488 


4-Cl-Ph 


4-Pyr 


Me 


2,2-di(MeO) 


1-1489 


4-Cl-Ph ! 


4-Pyr 


Me 


2,2-di(EtO) 
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1-1400 


1 A P1 PVi 


4-ryr 


Me 


2,2-OCH 2 CH 2 0- 


1 1 40 1 


A pi PV» 


4-ryr 


Me 


2-Oxo 


1 1 4Q7 


1 a r^-i T)i_ 

4-Ul-rn 


4-Pyr 


Me 


2-F 


1 1 4Q^ 


4-L4-rn 


4-Pyr 


Me 


2-C1 


1-1404 


4 pi PVi 




Me 


2-Br 


1 1405 


A PI PVi 

4-L^i-rn 


4-Pyr 


Me 


2-1 


1-1406 


a pi PK 


4-ryr 


Me 


2,2-diF 


1 1407 


1 A PI PV» 

4-d-rn 


4-Pyr 


Me 


2,2-diCl 


1 -1 4Q£ 

1-14-70 


A Pi PVi 
4-Cl-Jrn 


4-Pyr 


Me 


2,2-diBr 


1-1400 

i- m-yy 


4 PI PVi 


4-ryr 


Me 


3-Me 


1-1 son 


4 P1 PVi 


4-ryr 


Me 


3-Et 


1 -1 501 


4 PI PVi 


A Tit m 

4-ryr 


Me 


3-Pr 


1-1 5f)9 


4 pi PVi 


4-ryr 


Me 


3,3-diMe 


1 -1 5fH 

1"! JUJ 


4 pi PVi 


4-Pyr 


Me 


5-Me 


1-1 504 


4 P1 PV. 


4-Pyr 


Me 


5-Et 


1 1 505 


/l PI PV» 

4-d-rn 


4-Pyr 


Me 


5-Pr 


1-1 506 


4 PI PVi 


4-ryr 


Me 


5,5-diMe 


1-1 507 


4 pi PVi 


4-Pyr 


Me 


6-Me 


I -1 50R 

II J wo 


4 pi pk 


4-Pyr 


Me 


6-Et 


1-1 500 t 
ii j\jy \ 


4 pi PVi 


4-ryr 


Me 


6-Pr 


1 -1 SI 0 


4 pi pv» 


4-Pyr 


Me 


6,6-diMe 


1-1511 


4 PI Ph 


4-ryr 


Me 


6-Oxo 


1 -1 SI ? 

1 uu 


a pi PVi 


4-Pyr 


Me 


8-Me 


1-1 51 1 

1 U 1 D 


A PI PVi 

^T - ^ 1-1 11 


4-ryr 


Me 


8-Et 


1"1j14 


A PI PU 

4-i^i-rn 


4-Pyr 


Me 


8-Pr 


1-1515 
i-iJij | 


PI PVi 


4-Pyr 


Me 


8-Ph 


1-1516 


4 PI PV» 


4-Pyr 


Me 


8a-Me 


1-1517 i 

i i Ji / j 


4 PI PVi 

4-^i-rJl 


4-ryr 


Me 


8a-Et 


11518 1 

1-lJlO 


A PI PU 

4-\^i-rn 


4-Pyr 


Me 


8a-Pr 


1-1519 


4-Cl-Ph 


4-Pvr 


1Y1C 




1-1520 


4-Cl-Ph 


4-Pyr 


Me 


6,6-diF 


1-1521 


4-Cl-Ph 


4-Pyr 


Me 


2->CH 2 
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1-1522 

X X ~J jL- 


4-ri-pii 


4 P\/r 


Me 


r\ /""iT TTV AT 

2->CHMe 


1-1523 

X i. J^r J 


4-CI-Pli 


A Pirr 

*f-x^yr 


Me 


2->CHEt 


1-1524 


^ 111 


4 Pin* 


Me 


2->CHPr 


1-1525 


4-ci-pi, 


f-ryr 


Me 


2->C(Me) 2 


1-1526 


^ vi lli 




Me 


2->CHPh 


1-1527 


4-Cl-Ph 


4-Pyr 


Me 


2,2-diPh 


1-1 528 


A PI PVi 




Me 


2,2-0(CH 2 ) 3 0- 


1-1 52Q 


*r- v^i-rTi 


/I Di r»- 

4-fyr 


Me 


2,2- 

OCH 2 C(Me)2CH20- 


1-1530 


4-Cl-Pli 

t vl ru 




A A ~ 

Me 


2,2-(CH 2 ) 2 - 


1-1531 


4-Cl-Ph 


4 P\rr 

*+ ryr 


A A ~ 

Me 


2,2-(CH 2 )3- 


1-1532 


4-ri-Pii 

*T "V>l-X 11 




Me 


/"\ /"> //ITT \ 

2,2-(CH 2 ) 4 - 


1-1533 


T Vi I 11 


A T>\rr 


a >r ^ 

Me 


/-\ /'/—ITT \ 

2,2-(CH 2 ) 5 - 


1-1534 


4-CI-Pli 

*T V_/i JT11 


A Pin- 

x yr 


A A ~ 

Me 


2-MeS 


1-1535 


4-C1-Ph 

" V_/i III 


A Pin- 


A A 

Me 


2-EtS 


1-1536 


4-ri-Ph 

" V-^l JT11 


A V\rr 

• a yr 


A JT — 

Me 


2-PrS 


1-1537 

X X *J t 


4-P1-PH 


/I Din- 

H-r^yr 


Me 


2-BuS 


1-1538 


v^i-xll 


A Pin- 

"yr 


TV AT 

Me 


2-MeS0 2 


1-1539 


4_ri-PH i 


>1 Dirt. 

^f-r'yr 


Me 


2-PhO 


1-1540 


4-F-Ph 

1 X 11 


Pin- 


"\ AT 

Me 


2-(4-MeO-Ph) 


1-1541 


A — x 11 


A Pin- 

H—x^yr 


A AT 

Me 


2-(4-Me-Ph) 


1-1542 


4-F-Ph 

■ 1/ A 11 


A Pin- 

*+-x yr 


TV AT _ 

Me 


2-(4-F-Ph) 


1-1543 


4-F-Ph 

"T X X 11 


• i yr 


A A ^ 

Me 


2-(4-CF 3 -Ph) 


1-1544 


4-F-Ph 

*T 1 A 11 


A Pin- 


TV A 

Me 


f\ /A />1 \ 

2-(4-Cl-Ph) 


1-1545 


4-F-Ph 

i- r A X 11 


A Pin- 

H-r^yr 


TV AT 

Me 


2-(2,4-diF-Ph) 


1-1546 


3-rFo-pii 

J vi 3 ill 


A Pirr 

h— i^yr 


A A~ ~ 

Me 


2-(4-MeO-Ph) 


1-1547 

X X ^"T / 


■J v>x 3 -x 11 


A Pin- 


TV iT 

Me 


2-(4-Me-Ph) 


1-1548 


3-CF^-Pli 
.2 v^i/ 3 - x ii 


A Pin- 

H-i^yr 


TV >T 

Me 


2-(4-F-Ph) 


1-1549 


J V^F 3~A 11 


A Pin- 

h— Jryr 


Me 


2-(4-CF 3 -Ph) 


1-1550 


3-CF 3 -Ph 


4-Pyr 


Me 


2-^4-ri-Pli i 


1-1551 


3-CF 3 -Ph 


4-Pyr 


Me 


2-(2,4-diF-Ph) 


1-1552 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2->CH 2 



S :/Chemical/Sankyo/FP0207/FP0207s2 



P85695/FP-0207(PCT)/English translation (pt.2)/tsa-ig/03.07.03 



92 



A - 1 -J J D 


4-F-Ph 


9 XTP~ A Pi/m 


Me 


z->CHMe 


1-1 554 


4-F Ph 


z-in ri2~^~ "ym 


Me 


2->CHEt 


1-1 555 

i " i +j ~? j 


4-F Ph 


z -in iT2 ym 


Me 


z->CHPr 


1-1556 


" 1 A 11 


Z -1 N XT 2 "*+-Jr ym 


A A ~ 

Me 


2->L(Mej2 


1-1 557 


4-F-Ph 

~T P A 11 


9 "MTJ~ A P^nn 

z-iNJri2~"T-A yiTi 


Me 


2->CHPh 


1-1558 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2,2-diPh 


1-1 5S0 


A T7 Pin 


z - IN hi2 -4- rym 


Me 


2,2-0(CH 2 ) 3 0- 


1 -1 560 


A V Ph 

*+-r --Til 


z-JNri2"4-rym 


Me 


2,2- 

OCH2C(Me)2CH20- 


1-1561 


4-F-Ph 
t r ~aii 


z-aN1j-2-"+-a yrn 


Me 


2,2-(CH 2 ) 2 - 


1-1562 


4-F-Ph 

*+-J? A 11 


z -in ii2 -4 yrn 


A A ^ 

Me 


2,2-(CH 2 ) 3 - 


1-1 561 


4-F-Ph 


Z -IN XI2 "*t - a ym 


A A ^ 

Me 


2 5 2-(CH 2 )4- 


1-1 564 

A A wHJT 


4-F-Ph 

*-r r A 11 


z-iNri2--+-ryrn 


A A ^ 

Me 


2,2-(CH 2 ) 5 - 


1-1 565 


4 F Ph 

H-JT ~A 11 


z -in ri2 - 4- "ym 


A A _ 

Me 


2-MeS 


1-1 566 

A A ~J KJKJ 


4-F Ph 

H—V a 11 


Z-lNxl2-4-rym 


A A ~ 

Me 


2-EtS 


1-1 567 

A 1 JU/ 


4-F-Ph 

*t-17 All 


9 "mtj /i d™ 

Z-lNlT.2~^""yni 


A A ~ 

Me 


2-PrS 


1-1568 

A A ^/ VJO 


4-F-Ph 

*T J7 All 


z -in ri2 ym 


A A ~ 

Me 


one 

2-BuS 


1-1569 

a a jyjy 


4-F-Ph 

*+-J7 A 11 


9 ?0TT~ A P^™ 

z-iNH2--t-A ym 


A A ~ 

Me 


2-MeS02 


1-1 570 


4-F Ph 

*-r V a 11 


Z-iNrl2"4-A^yiAl 


A A _ 

Me 


2-PhO 


1-1 571 

1 A ^ / 1 


4-P1 Ph 

~+— V^1~A 11 


z-lNrl2-4-rym 


A K _ 

Me 


l-Me 


1-1 57? 

A A *J 1 


4-P1 Ph 

-T-V^/l-A 11 


z-iNiT.2--T-ryrn 


Me 


l-Et 


1-1 571 

A A -J / .J 


4-P1-Ph 

"+-^i-A n 


Z-ANri2"4-r)^m 


Me 


1 TTk 

l-Pr 


1-1574 

A A ^ / "T 


4-P1-Ph 

^ Vyl 111 


9 rvTHT A Pirtvi 


Me 


1 1 A"\ A 

1,1-diMe 


1-1575 

A A ^/ 1 


4-Cl-Ph 

> v*l 111 


z -in ri2 ~ a yrn 


Me 


2-Me 


1-1576 

A A U 1 \J 


4-PI-Ph 

*t V^/l-A 11 


z -in ri2-*t-r ym 


A A ~ 

Me 


O TC* 

2-Et 


1-1 577 

A 1J / / 


4-PI-Ph 

~+-V^l-A 11 


Z-lNrl2"4-r^ym 1 


A A ~ 

Me 


2-Pr 


1-1 578 

1 1 J / o 


4 PI Ph 


9 XTXJ A TDK™-*-. 

z-iNrl2-4-rym 


Me 


2-Bu 


1-1 57Q 


4 n Ph 


Z-JNri2-4-rym 


A JC 

Me 


2-AUyl 


1-1 580 

A A •*/ O 


4-P1-Ph 

"T-V^l-l^ll 


Z-INrl2~4-i^ym 


A A _ 

Me 


2-Ph 


1-1581 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-Rn 


1-1582 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-Phet 


1-1583 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-diMe 
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1 -1 SR4 


4 PI PVi 


z -in ri2 ■ a yni 


A/fa 

ivie 


9 /^T-T 

z-vjrl 




4-Pl-PVi 


Z -IN xi2 -H— i yill 


A/fa 

ivie 


9 Aifa/^ 

z-Meu 


11 JOU 


4-PI-Ph 


z -in 112 yrn 


A/fa 


z-HtU 


1-1 S87 


4-P1 PVi 


z -in 112 -*f -i yrri 


A/fa 

ivie 


O PW^ 

Z-rrU 


1 1 

1 - IJOO 


4 PI PVi 




Me 


z ? z-ai(MeU) 


1-1 ^RO 

1 1 JO;/ 


4 PI PVi 


z-iN 1^2-^-1 yrn 


A/fa 

ivie 


ZjZ-ai^iitUj 


1-1 son 

1 _ 1 J7U 


4 PI PVi 


9 AJT-T A Pirm 

z -in ri2 -^v- "ym 


A/f a 

Jvie 


z ? z-UCrl2Cri2U- 


1-1 SQ1 


4_P1-Ph 


Z - IN JTL2 - Jr yill 


ivie 


z-Uxo 


1-1 

11 J7Z. 


4-P1-Ph 


Z-1NJT12 ^-i yin 


A/fa 

ivie 


9 T7 
Z-r 


1-1 SQ^ 

1-1 J7J 


4 PI PVi 




A/fa 

ivie 


Z-Cl 


1-1 SQ4 


4 PI PVi 


9 XTH A Pxrrvi 

z -in t±2 -4-r ym 


A/fa 

Me 


z-r>r 


1-1 SOS 

i i Jz/ j 


4 PI PVi 


9 AJT-T A P^rrvi 

z -in ri2 ym 


A/fa 

Me 


O T 

z-1 


1 -1 SOfi 

1 1 J7U 


4-P1 Ph 


z -in ri2 "ytn 


A/f ^ 

Me 


z,z-air 


1 -1 S07 


4 P1 PVi 


z -in ri2 -^v-r ym 


A /f 

Me 


z,z-aiCl 


1-1 SOR 


4 PI PVi 


9 AvTP~ A Pxrrv> 

Z-lNri2'"^"~i^ym 


A /fa 

Me 


z ? z-ai±5r 


1-1 soo 


4 PI PVi 


z-i\iT2""^"i^ym 


A/Ta 

Me 


3-Me 




4 PI PVi 


9 XTTJ A P<irm 


Me 


3 -lit 


1-1 601 

1-1 OU 1 


4 PI PVi 


9 AJT-T A D T rm 

z-JNri2-4-rym 


A /T«. 

Me 


3-rr 


1 -1 60? 
i-i 


4 PI PVi 


9 AJTJ A Pt/tvi 

z-iNri2- i T-i ym 


A/f 

Me 


3,3-aiMe 


1-1 6fH 

1-1 \JV7J> 


4_PUPVi 


Z-1N112-H— 1 ym 


A/fa 

Me 


j-Me 


1-1604 

11 Uut 


4-Pl-PVi 


9 KTP« 4 P\rm 

z - in r±2 ■ ^~ i ym 


A/Ta 

Me 




1 -1 60S 


4 PI PVi 


z-iNri2~^'~A ym 


TV /T _ 

Me 


D-rr 


1-1606 

l - l UVJU 


4 PI PVi 


9 NTfJ A pimi 
Z-lNrl2-4-r ym 


Me 


c c j:a k ^ 


1 -1 607 

1 - 1 Uu / 


4 PI PVi 


9 XTT-T A Ptttvi 

z -in xt2 ~^+~ "ym 


Me 


o-Me 


1 -1 60R 


4 PI PVi i 




A/f« 

Me 


o-iit 


1 1 600 
i-i o\jy 


A PI PVi 


z-iNrl2"^"A ym 


Me 


6-Pr 


1-1610 


4 PI PVi 


9 XTT-T A D^rm 

z -in r±2 -4- .rym 


Me 




1-1611 

1 - 1 U 1 1 


4 PI PVi 
*r- \^/l-i n 


9 XTTT A Dirm 

Z-lNrl2"4-r ym 


A A n 

Me 


6-Oxo 


1-161? 


4-P1-PVi 


z-iNri2-4-x'ym 


A x ^ 

Me 


o-Me 


1-1613 


4-Cl-Ph 


2-NH^-4-Pvrn 


1V1C 


O 1_/L 


1-1614 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


8-Pr 


1-1615 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


8-Ph 
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1 1^1^ 

I-IOIO 




O XTXJ A TK 

Z-JNri2-4-rym 


Me 


8a-Me 


1 1^17 
1-101 / 


4-(^l-_rn 


O XTXJ A TK 

Z-JNrl2-4-rym 


Me 


8a-Et 


1 1 £ 
l-lOlo 


4-L/l-r'n 


O XTXJ /I "O- 

Z-JNrl2-4-rym 


Me 


8a-Pr 


1 1 &\ Q 

1 - 1 O 1 Z7 


4-v_,l-rxl 


O XTXJ A T>, 

Z-Nri2-4-rym 


Me 


6 ? 6-(CH 2 ) 2 - 


1 1 ^on 

1- 10ZU 


4-d-ril 


z-NH2-4-Pym 


Me 


6 5 6-diF 


1 1 AO 1 
1-lOZl 


4-d-rn 


z-NH2-4-Pym 


Me 


2->CH 2 


1 1 ^99 

1-1 ozz 


4-t^l-r\li 


O XTXJ /! Tj- 

z-JNH2-4-Pym 


Me 


2->CHMe 


1 1 A97 
1-lOZJ 


4-d-rll 


O XTXJ A T~l_ 

z-NH2-4-Pym 


Me 


2->CHEt 


1 - ioz4 


4-L^l-r\tl 


O XTXJ /I T>- 

z-JNrl2-4-± J ym 


Me 


2->CHPr 


1-IOZJ 


4-t^l-rn 


O XTXJ /! X», 

Z-Nri2-4-rym 


Me 


2->C(Me) 2 


1-lOZO 


4-d-rn 


O XTXJ /t J1-. 

Z-JNri2-4-Pym 


Me 


2->CHPh 


1-1627 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-diPh 


1 1 A9G 
1-lOZo 


4-d-rn 


2-NH 2 -4-Pym 


Me 


2,2-0(CH 2 ) 3 0- 


1 1 AOO 

i-iozy 


4-d-rn 


r\ XTXJ A Ti 

2-NH2-4-Pym 


Me 


2,2- 

OCH 2 C(Me) 2 CH 2 0- 


1 i 


4-L.l-rll 


O XTXJ A T% 

2-Nri 2 -4-Pym 


Me 


2,2-(CH 2 ) 2 - 


1 1 fSK 1 
l-10-> 1 


4-ci-rn 


O XTXJ A T"> 

2-JNH 2 -4-Pym 


Me 


2,2-(CH 2 ) 3 - 


1 1 A^9 
I-IOjZ 


4-Ul-r\n 


O XTXJ A T%~ ~ 

Z-JNri2-4-Pym 


Me 


2,2-(CH 2 ) 4 - 


1 1 f^'X 
I-IOjj 


4-Ul-rn 


1 XTXJ A TJ, 

z-NH2-4-Pym 


Me 


2,2-(CH 2 ) 5 - 


1-10.?4 


4-Ul-ra 


O XTXJ A T% 

z-NH2-4-Pym 


Me 


2-MeS i 


1 1 £^ 


4-^i-rn 


O XTXJ A 

z-Nrl2-4-Pym 


Me 


2-EtS 


1-1 0.30 


4-La-ril 


O XTXJ /I Ti 

z-NH2-4-Pym 


Me 


2-PrS 


1-1 Oj / 


A T>Vi 

4-i^i-rn 


O XTXJ /I T>, 

Z-JNri2-4-rym 


Me 


2-BuS 


1-1 OjO 


4-t^l-rn 


O XTXJ yl D x 

z-JNrl2-4-i J ym 


Me 


2-MeS0 2 


1 1 


4-i^i-rn 


O XTXJ A T> 

Z-Nrl2-4-Pym 


Me 


2-PhO 


1 - 1 f\ AO 
1-1 04U 


4-r -r n 


o xtxj /i r>, . 

z-JSIH2-4-Pym 


Me 


2-(4-MeO-Ph) 


1 1 A/11 
1-1 04 1 


/I T7 TJU 

4-r-Fn 


^ \TTT /I Tk 

2-NH 2 -4-Pym 


Me 


2-(4-Me-Ph) 


1 1 AA1 
1-1 04Z 


4-r -rn 


O XTXJ /I Ti 

z-NH2-4-Pym 


Me 


2-(4-F-Ph) 


1-1 O^fj 


4-r -rn 


O XTXJ /I Tl, 

z-NH2-4-Pym 


Me 


2-(4-CF 3 -Ph) 


1-1644 


4-F-Ph 




ivic 


9 (A r*i 


1-1645 


4-F-Ph 


2-NH 2 -4-Pym 1 


Me 


2-(2,4-diF-Ph) 


1-1646 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


Me 


2-(4-MeO-Ph) 
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1 1 iZAH 

1-1 04 / 


J-Cr3-rn 


z-JNH2-4-Fym 


Me 


2-(4-Me-Ph) 


1 1 A/1 Q 
1-1 04o 


J-Cr3-rn 


z-iNri2-4-Pym 


Me 


i~\ /A f— 1 Tfcl \ 

2-(4-F-Ph) 


1 1 A/1Q 

•1-1 04V 


o f^rr r>v» 


O XTTT /I T>_ 

z-JNH2-4-rym 


Me 


2-(4-CF 3 -Ph) 


i 1 aca 


J-L^r3-r^n 


O XTTT /I tj, 

z-JNl"i2-4-rym 


Me 


2-(4-Cl-Ph) 


1 1 ac i 

1 -103 1 


3-Ur3-rn 


z-lNl-l2-4-Fym 


Me 


2-(2,4-diF-Ph) 


1 1 AC1 
1-10DZ 


4-L,l-rn 


4-Pyr 


H 




1 1 ACS 

1-10!>3 


4-Cl-Pn 


4-Pyr 


TT 

H 


2-(4-MeO-Ph) 


1-10D4 


4-ci-rn 


4-Pyr 


TT 

H 


2-(4-Me-Ph) 


1 1 ACA 
1-1000 


4-Cl-Jrn 


4-Pyr 


T T 

H 


r\ /-a -i— * T>1 \ 

2-(4-F-Ph) 


1 1 AC7 
1-1 OJ 1 


/I /^l T>U 

4-Cl-Fn 


4-ryr 


TT 

H 


2-(4-CF 3 -Ph) 


1 1 ACQ 
l-10Do 


4-d-Fn 


4-Pyr 


TT 

H 


2-(4-Cl-Ph) 


1 1 ACQ 

i- itoy 


4-Cl-ra 


4-Pyr 


H 


2-(2,4-diF-Ph) 


1 1 AAO 
1-1 OOU 


4-Lyl-r^n 


4-Pyr 


Me 




1 1 AA1 
1-1 001 


4-d-rn 


/I TK ~- 

4-Pyr 


Me 


2-(4-MeO-Ph) 


i i AAO 
1- 100Z 


4-Cl-rn 


4-Pyr 


Me 


/*\ /A AT T*it \ 

2-(4-Me-Ph) 


1-1663 


4-Cl-Ph 


4-Pvr 


lvie 


z-^4-r -rW ) 


1-1664 


4-Cl-Ph 


4-Pyr 


Me 


2-(4-CF 3 -Ph) 


1-1665 


4-Cl-Ph 


4-Pyr 


Me 


2-(4-Cl-Ph) 



S:/Chemical/Sankyo/FP0207/FP0207s2 



P85695/FP-0207(PCT)/English translation (pt.2)/tsa-ig/03.07.03 



96 



1-1666 


4-Cl-Ph 


4-Pyr 


Me 


2-(2,4-diF-Ph) 


1-1667 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 




1-1668 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 
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1 2 R 5 

/^n 6 

Table 2 R N N R* 



Compound 
No. 


p 1 


K 


R 


R 


2-1 


4-F-Ph 


4-Pyr 


Me 




2-2 


4-F-Ph 


4-Pyr 


Me 


1-Me 


2-3 


4-F-Ph 


4-Pyr 


Me 


1-Et 


2-4 


4-F-Ph 


4-Pyr 


Me 


1-Pr 


2-5 


4-F-Ph 


4-Pyr 


Me 


1,1-diMe 


2-6 


4-F-Ph 


4-Pyr 


Me 


2-Me 


2-7 


4-F-Ph 


4-Pyr 


Me 


2-Et 


2-8 


4-F-Ph 


4-Pyr 


Me 


2-Pr 


2-9 


4-F-Ph 


4-Pyr 


Me 


2-Bu 


2-10 


4-F-Ph 


4-Pyr 


Me 


2-AUyl 


2-11 


4-F-Ph 


4-Pyr 


Me 


2-Ph 


2-12 


4-F-Ph 


4-Pyr 


Me 


2-Bn 


2-13 


4-F-Ph 


4-Pyr 


Me 


2-Phet 


2-14 


4-F-Ph 


4-Pyr 


Me 


2,2-diMe 


2-15 


4-F-Ph 


4-Pyr 


Me 


2-OH 


2-16 


4-F-Ph 


4-Pyr 


Me 


2-MeO 


2-17 


4-F-Ph 


4-Pyr 


Me 


2-EtO ! 


2-18 


4-F-Ph 


4-Pyr 


Me 


2-PrO 


2-19 


4-F-Ph 


4-Pyr 


Me 


2,2-di(MeO) 


2-20 


4-F-Ph 


4-Pyr 


Me 


2,2-di(EtO) 


2-21 


4-F-Ph 


4-Pyr 


Me 


2,2-OCH 2 CH 2 0- 


2-22 


4-F-Ph 


4-Pyr 


Me 


2-Oxo 


2-23 


4-F-Ph 


4-Pyr 


Me 


2-F 


2-24 


4-F-Ph 


4-Pyr 


Me 


2-C1 


2-25 


4-F-Ph 


4-Pyr 


Me 


2-Br 


2-26 


4-F-Ph 


4-Pyr 


Me 


2-1 
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9 97 
Z-Z / 


A 17 Pli 

4-r -r n 


A Dm- 

4-ryr 


ivie 


9 9 A\T? 

Z,Z-Qlr 


9 oc 
Z-Zo 


/I 17 PVi 


4-ryr 


A/To 

JVfe 


9 9 Air*1 

z,z-aiUl 


9 9Q 
Z-Zy 


/I TT PV» 

4-r -rfl 


/I Pt r»- 

4-ryr 


Me 


9 9 /1,"Dr 

z,z-air3r 


9 9fi 
ZoU 


A T7 Pli 


4-ryr 


TV /few 

JVLe 


9 A /fa 

J -Me 


Z- J 1 


A 17 Pli 
4-r -.rfl 


4-ryr 


Me 


9 17+ 

3-rit 


9 99 
ZOZ 


/I 17 PV» 

4-r-rn 


4-ryr 


Me 


3-rr 


9 9 9 
zoi 


A 17 PVi 

4-r -rH 




Me 


3,3-aiMe 


9 1A 

Z-J4 


4-r -Jr n 


4-ryr 


a a * 

Me 


>Me 


ZOD 


A T7 PVi 
4-r -rfl 


A P-irr 

4-ryr 


Me 


3-iit 


9 9/; 

ZOO 


/I 17 PVi 
4-r -rfl 


4-ryr 


Me 


!>-rr 


9 77 
Z-j / 


A T7 PT-^ 

4-r -r n 


4-ryr 


Me 


^p-aiMe 


9 9Q 
Zoo 


A 17 PVi 

4-r -rfl 


4-ryr 


Me 


o-Me 


9 9Q 

zoy 


A 17 PV« 
4-r -rfl 


4-ryr 


Me 


o-rit 


0 AH 
Z-^fU 


A 17 PVi 
4-r -rfl 


/I Pt rr 

4-ryr 


Me 


o-rr 


0/11 
Z-4 1 


A 17 DU 
4-r -rfl 


A Dt «- 

4-ryr 


A /f ^ 

Me 


o,o-aiMe 


9 AO 


A 17 PV» 

4-r -rfl 


4-ryr 


A A ~ 

Me 


ZT /C J * T7 

OjO-air 


9 A9 


A T7 PVi 

4-r -rn 


/I Pi r»- 

4-ryr 


Me 


/C PIT PIT 


9 AA 
Z-44 


A 17 PVi 
4-r -rfl 


4-ryr 


A A ^ 

Me 


o-Uxo 


9 /l^ 
Z-4D 


A 17 PVi 

4-r -rfl 


A Dirr 

4-ryr 


A A n 

Me 


o A A ^ 

o-Me 


9 A^ 


A 17 PVi 

4-r -rfl 


4-ryr 


A A ^ 

Me 




0 AT 
Z-4 / 


A 17 PVi 

4-r -rfl 


A Px T» 

4-ryr 


A A* 

Me 


8-Pr 


0 AS 
Z-4o 


A TT PV* 

4-r -rfl 


/i Pi «- 
4-ryr 


A A ^ 

Me 


o-rn 


9 AO 


A T? PV» 
4-r -rfl 


A Pirr 

4-r yr 


A>f ^ 

Me 


O _ A A y-v 

oa-Me 


Z-jU 


A T7 PVi i 
4-r -rfl 


/I P-t n* 

4-ryr 


A A**. 

Me 


Ort T7+ 


9 ^1 
Z-J 1 


A 17 PV» 

4-r -rfl 


/I Pi r»- 

4-ryr 


A A ~ 

Me 


8a-Pr 


9 <9 
ZOZ 


A 17 PVi 
4-r -rfl 


9 X1TJ /I Pxn^-k 

Z-JNrL2-4-rym 


A A ^ 

Me 




9 ^9 
Z-J J 


A 17 Pli 
4-r -rfl 


z-iNrl2-4-rym 


Me 


1 A /f^ 

1-Me 


Z04 


A 17 PVi 

4-r -rn 


z-JNri2-4-Fym 


A A * 

Me 


1-Et 


9 ^ 
ZOD 


A 17 PV» 
4-r -rfl 


Z-Psri2-4-rym 


A A a> 

Me 


1-Fr 




*t r -r ii 


9 -TsJTT — A-P\/m 


lvi e 


1 1 HiAA/a 

f , i -aiivie 


2-57 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-Me 


2-58 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-Et 
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9-SQ 


A-F-PVi 


9 TsJTT^ A P\/m 
Z - IN li2 "H -Jr yin 


ivie 


9 Pr 

Z-Jrr 


\J\J 


A-F-PVi 


9 XTFU A P\mi 
z -in jri2 -*+-jr yrn 


IVlc 


9 Dn 

Z-J3U 




A-F-PVi 

*t-J7 "ill 


9 TsJFT« A P\mi 
Z-lNJTl2-^~ijIii 


IV1C 


9 A1K/1 

z-/viiyi 


9-69 

Z-OZ 


*+-Jr -ill 


9 XTFT« A P\/m 


ivie 


z-Jril 




A F PVi 
*+-JT -x 11 


Z -IN li2 -*f- Jr yiTl 


A/fo 

jvie 




9 6A 


A F Ph 
*+-r -i 11 


z-iNjri2-^-r yrn 


Ayr ^ 

Me 


z-Jrnet 


9 6S 


4 F PVt 


z -in Jri2 -4- Jr ym 


Me 


z,z-aiMe 




A F PVi 


9 XTHZ A P^rm 

z -IN r±2 -H-Jr ym 


Me 


9 nu 


9-67 


A-F-Ph 
*+-JT -JT11 


9 TSJFT^ A P\/rr» 

z -in Jri2 Jr yiTl 


ivie 


9 A/T^r^ 

z-ivieu 


9-6R 


A F Vh 
*r— JT -r 11 


9 XTH^ A P^rm 

Z - IN Xl2 - *+- Jr ym 


Me 


z-iitU 


9 6Q 


A F PVi 


z -in ±12 -4- Jr ym 


Me 


z-PrU 


9 70 

Z~ / U 


A F PVi 

H—r -Jr n 


9 AJT-T A Pxrm 
Z-INJrl2-4-Jrym 


A/f ^ 

Me 


z ? z-ai(MeU) 


9-71 
z- / 1 


A F PVi 

*r- JT -ill 


z -in jjL2 - Jr ym 


Me 




9 79 
-6- /z 


A F PVi 
*t-r -r 11 


z-iNJri2- z f-Jrym 


Me 


z ? z-UCJrl2Crl2U- 


9-7^ 

Z~ / J> 


A F PVi 
h— r -± 11 


z-iNJri2-'f-x ym 


A/f Q 

Me 


z-Uxo 


9-74 
z- / 


A F Ph 


9 XTT-T A Pxftvi 
Z-IN Jrl2-^-Jrym 


Me 


9 T7 
Z-JT 


9-7^ 

Z- / J 


A F Ph 
H-r -a ii 


z-iNJri2-4-pym 


A/f 

Me 


9 P1 


9 76 
Z- /D 


A Th PVi 


z-INrl2-4-rym 


A A ^ 

Me 


z-Br 


9 77 
Z- / / 


A F PVi 

4-r -Jrn 


9 XTTJ A 

z-lNJri2-4-jrym 


A A ^ 

Me 


9 T 

z-1 


9-78 
z- / o 


A F PVi 
H-r -±11 


9 AJT-T^ A P\rrr» 

Z-INJrl2-4-Jrym 


Ayf a, 

Me 


9 9 A + T? 


9-79 

Z" / J7 


A-F-PVi 

*+- J7 -ST 11 


Z-lNJTl2-^-Jrym 


A /To 

Me 


9 9 rl^r^l 


Z-OU 


A F PVi 

H-F ~X 11 


z -in Jti2 -4- Jr ym 


Me 


9 9 ^1^0*. 

z,z-air>r 


9-R1 

Z O 1 


A F PVi 


Z-INJrl2-4-Jrym 


Me 


J -Me 


z -oz, 


A-F-Ph 

H— P ±11 


z - in Jri2 -*r- Jr ym 


Me 


3-J3L 




A F PVi 
*r- r -jrn 


Z-IN Jrl2-4-Jr ym 


Me 


J-rr 




A F PV» 
h— r -jr n 


9 X7TT A Pirrvt 

Z-INJri2-4-pyTn 


A A o. 

Me 


i,3-aiMe 


9 


A F PVi 


z-JNJri2-4-pym 


Me 


5 -Me 


9-R6 

Z"OU 


A F PVi 


9 XTT-I A Pxn-« 

z-iNjri2-'4--jrym 


Me 


D-Jbt 


9-R7 
z-o / 


A F PVi 


Z -IN Jri2 -4-rym 


Me 


5-rr 


2-88 


4-F-Ph 


11112 t ± yiii 


1V1C 


S S HiAAp 
j, j-ciiivie 


2-89 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


6-Me 


2-90 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


6-Et 
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2-91 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


6-Pr 


2-92 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


6,6-diMe 


2-93 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


6,6-diF 


2-94 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


6,6-CH 2 CH 2 - 


2-95 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


6-Oxo 


2-96 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


8-Me 


2-97 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


8-Et 


2-98 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


8-Pr 


2-99 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


8-Ph 


2-100 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


8a-Me 


2-101 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


8a-Et 


2-102 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


8a-Pr 


2-103 


4-F-Ph 


2-MeNH-4-Pym 


Me 




2-104 


4-F-Ph 


2-MeNH-4-Pym 


Me 


1-Me 


2-105 


4-F-Ph 


2-MeNH-4-Pym 


Me - 


1-Et 


2-106 


4-F-Ph 


2-MeNH-4-Pym 


Me 


1-Pr 


2-107 


4-F-Ph 


2-MeNH-4-Pym 


Me 


1,1-diMe 


2-108 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-Me 


2-109 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-Et 


2-110 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-Pr 


2-111 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-Bu j 


2-112 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-Allyl 


2-113 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-Ph 


2-114 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-Bn 


2-115 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-Phet 


2-116 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2 2-diMe 


2-117 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-OH 


2-118 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-MeO 


2-119 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-EtO 


2-120 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-PrO 


2-121 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2,2-di(MeO) 


2-122 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2,2-di(EtO) 
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2-123 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2 2-OCH->CH-,f>- 


2-124 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-Oxo 


2-125 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-F 


2-126 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-C1 


2-127 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-Br 

X> XJ1 


2-128 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-1 


2-129 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2 2-diF 

1-11 .L 


2-130 


4-F-Ph 


2-MeNH-4-Pvm 


Me 


2 2-din 

^-,^-U.lv^ 1 


2-131 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2 2-diBr 

U11J1 


2-132 


4-F-Ph 


2-MeNH-4-Pym 


Me 


3 -Me 


2-133 


4-F-Ph 


2-MeNH-4-Pvm 

lTJ.V-1 ^ -1- X I X V 111 


Me 


VFt 


2-134 


4-F-Ph 


2-MeNH-4-Pvm 


Me 

IVXv 


3-Pr 
~j x i 


2-135 


4-F-Ph 


2-MeNH-4-Pym 


Me 


3 3-diMe 


2-136 


4-F-Ph 


2-MeNH-4-Pym 


Me 

lYXw 


S-Me 


2-137 


4-F-Ph 


2-MeNH-4-Pym 


Me 


5-Ft 

~/ XJl 


2-138 


4-F-Ph 


2-MeNH-4-Pvm 

a- x Tivi ^ m. j. r x y ill 


Me 


S-Pr 

+J X 1 


2-139 


4-F-Ph 


2-MeNH-4-Pvm 


Me 


S S-diMp 

J 9 J-UxlV±C 


2-140 


4-F-Ph 


2-MeNH-4-Pvm 

atawx ^xx r x y in 


Me 


\J~iVXC 


2-141 • 


4-F-Ph 


2-MeNH-4-Pym 


Me 


6-Ft 


2-142 


4-F-Ph 


2-MeNH-4-Pvm 


Me 


fi-Pr n 

U il 


2-143 


4-F-Ph 


2-MeNH-4-Pvm 

-1*T-*.V,J. 1 J. _L ■ X Till 


Me 


w ? VJ UXiVXC 


2-144 


4-F-Ph 


2-MeNH-4-Pvm 

w a ^ x x r x y in 


Me 


6 fi-diF 


2-145 


4-F-Ph 


2-MeNH-4-Pym 


Me 


u , u - ^ r±2 ^1x2 - 


2-146 


4-F-Ph 


2-MeNH-4-Pym 


Me 




2-147 


4-F-Ph 


2-MeNH-4-Pym 


Me 

1YXV 


O ~1VXC 


2-148 


4-F-Ph 


2-MeNH-4-Pvm 

^* ~ 1»1 ~ A A T JL V 111 


Me 


OX-/ 1 


2-149 


4-F-Ph 


2-MeNH-4-Pvm 

ixx r x y 111 


Me 


O-X 1 


2-150 


4-F-Ph 


2-MeNH-4-Pvm 

j-tawx ^ x x r x y ii i 


Me 


O 111 


2-151 


4-F-Ph 


2-MeNH-4-Pym 


Me 


Od~lVXC 


2-152 


4-F-Ph 


2-MeNH-4-Pym 


Me 


8a-Et 


2-153 


4-F-Ph 


2-MeNH-4-Pym 


Me 


8a-Pr 


2-154 


4-F-Ph 


2-MeO-4-Pyr 


Me 
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7-1 

Z." 1 J «} 


A F PVi 


z-ivieu-4-ryr 


Me 


2-OH 


9-1 


A F PVi 
*f- J? -ill 


z-ivieu-4-ryr 


Me 


2-MeO 




4 F Ph 


z-xvxeu-4-ryr 


Me 


2-Ph 




zl F PVi 


z-JVleU-4-ryr 


Me 


8-Me 


9-1 5Q 


4 F PVi 


z-xVieu-4-ryr 


Me 


2-F 


9-1 60 


J. F PVi 


z-Meu-4-ryr 


Me 


2-C1 


9-161 

Z- 1 U 1 


zl F PVi 


z-xVLeU-4-ryr 


TV jT 

Me 


2-Br 


9-1 £D 


4 F PVi 


z-xVieo-4-ryr 


Me 


2,2-diF 


2-16^ 


4-F-Ph 


z -ivi e \j -*h j* yr 


Me 


2,2-diCl 




4-F PVi 
h— r -x 11 


O XTU /I 
Z-INri2-4-Jryr 


Me 




9-1 65 


4 F PH 

*+-r -x 11 


9 XTU /I D, r»- 

Z-xNri2"4-ryr 


Me 


2-OH 


9-1 66 


4 F PVi 

*f-r -x n 


9 XTU /I UK r— 

Z -IN Xx 2 


Me 


2-MeO 


9-1 67 

Z 1 u / 


4 F PVi 
*f- r -x n 


9 XTU /I "D, r- 

Z-JNrl2-4-ryr 


TV X 

Me 


2-Ph 


9-168 

1 uo 


4 F PVi 

*f-r -x 11 


1 XTU /I T), ~ 

Z-JNrl2-4-ryr 


TV X 

Me 


8-Me 


9-16Q 


4 F PVi 
*f-r -Jr n 


Z-JNrl2-4-ryr 


TV X 

Me 


2-F 


9-1 70 

Zr X / \J 


4 F PVi 

*r- r -x n 


9 XTU A D, 

z-JN rL^-j^yr 


TV X 

Me 


2-C1 


9-171 
z,- 1 / x 


A F PVi 
4-r -rn 


z-JNJi.2-4-ryr 


Me 


2-Br 


2-1 79 


A F PVi 


z -in ri2 "4-r yr 


TV X 

Me 


2,2-diF 


9-17^ 

z- X. / J 


A F PVi 
*f-JT -r xi 


O XTU /I "D, r~ 

Z-JNrl2-4-ryr 


Me 


2,2-diCl 


9-1 74 
z. i / *t 


4 F PH 
*+-r -rn 


z -JvLeiN xl -4-jr yr 


TV X 

Me 




2-1 75 


4 F PVi 


O A/T-aXTU /I ~- 

Z-JVleJN rl-4-ryr 


Me 


2-OH 


9-1 76 

Z 1 / u 


4 F PVi 

*t— x 1 -Jr n 


O A yf a\TU A X5, ~. 

Z -MeJN rl -4-ryr 


Me 


2-MeO 


2-177 


4-F-Ph 

H— Jr -Jr fl 


9 A/T^XTU /I Di«. 

z-ivieiNxi-4-ryr 


TV X 

Me 


2-Ph 


2-1 78 


4 F PVi 
H—r -x n 


z -ivieJN xl-4 - Jr yr 


TV X 

Me 


8-Me 


9-1 70 


A F PH 


Z-MeJNrl-4-ryr 


Me 


2-F 


9-1 80 
Z - 1 ou 


A F PVi 

*v-r -rn 


Z -MeJN H-4-ryr 


Me 


2-C1 


9-1 81 

Z- 1 O 1 


A F PVi 


Z-MeINht-4-ryr 


Me 


2-Br 


2-182 


4-F-Ph 


9-MpT\TR-4 Pw 
z, ivicx>ixx-*+-r yr 


ivie 


9 1 ^*"cr 

ZjZ-air 


2-183 


4-F-Ph 


2-MeNH-4-Pvr 


xvxc 


9 9 rliPl 

z,z-ai^i 


2-184 


4-F-Ph 


2-(a-Me-BnNH)-4-Pyr 


Me 




2-185 


4-F-Ph 


2-(a-Me-BnNH)-4-Pyr 


Me 


2-OH 


2-186 


4-F-Ph 


2-(a-Me-BnNH)-4-Pyr 


Me 


2-MeO 
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2-187 


4-F-Ph 


2-(a-Me-BnNH)-4-Pyr 


Me 


2-Ph 


2-188 


4-F-Ph 


2-(a-Me-BnNH)-4-Pyr 


Me 


8-Me 


2-189 


4-F-Ph 


2-(a-Me-BnNH)-4-Pyr 


Me 


2-F 


2-190 


4-F-Ph 


2-(a-Me-BnNH)-4-Pyr 


Me 


2-C1 


2-191 


4-F-Ph 


2-(a-Me-BnNH)-4-Pyr 


Me 


2-Br 


2-192 


4-F-Ph 


2-(a-Me-BnNH)-4-Pyr 


Me 


2,2-diF 


2-193 


4-F-Ph 


2-( a-Me-BnNH V4-P vr 


Me 


2 2-diC1 


2-194 


4-F-Ph 


2-BnNH-4-Pvr 


A/f^ 

ivie 




2-195 


4-F-Ph 


2-BnNH-4-Pvr 

^ i— 'in > 1 1 *t i y i 




9 plW 
Z-wrl 


2-196 


4-F-Ph 


2-BnNH-4-Pvr 

±- XJVXl^iXX *T 1 yl 


IVlc 


0 A/Ton 

z-ivieL/ 


2-197 


4-F-Ph 


2-BnNH-4-Pvr 

^» jjiiiiii "t i y i 


y P 
ivie 


Z-rTi 


2-198 


4-F-Ph 


2-BnNH-4-Pvr 

uiii ill i j. yi 


A/O 


o-ivie 


2-199 


4-F-Ph 


2-BnNH-4-Pvr 




9 

z-r 


2-200 


4-F-Ph 


2-BnNH-4-Pvr 

*~ -uiii^xx *t x y i 


Mr 




2-201 


4-F-Ph 


2-BnNH-4-Pvr 

^» xjlxl > 1 1 *t i y i 


ivie 


z-or 


2-202 


4-F-Ph 


2-BnNH-4-Pvr 


ivie 


Z,Z-ulr 


2-203 


4-F-Ph 


2-BnNH-4-Pvr 

xjin >ii " i y i 


A/fa 

ivie 


9 9 A\C*\ 

z,z-aid 


2-204 


4-F-Ph 


4-Pvm 

t x yiii 


ivie 




2-205 


4-F-Ph 


4-Pvm 

* x yxxi 


ivie 


Z-Uri 


2-206 


4-F-Ph 


4-Pym 


1V1C 


9 A/T^O 

z-ivievj 


2-207 


4-F-Ph 


4-Pym 


ivie 


9 Pin 


2-208 


4-F-Ph 


4-Pvm 

~ x yiii 


ivie 


o-Me 


2-209 


4-F-Ph 


4-Pvm 

» i y LiL 


A/T^ 

ivie 


9 T7 

Z-r 


2-210 


4-F-Ph 


4-Pvm 

« JL Jflll 


ivie 


9 r^i 


2-211 


4-F-Ph 


4-Pym 


ivie 


9 Tlv 


2-212 


4-F-Ph 


4-Pvm 

~ i yiii 


ivie 


9 9 i-liI7 

ZyZ-air 


2-213 


4-F-Ph 


4-Pym 


ivie 




2-214 


4-F-Ph 


2-MeO-4-Pvm 

ivxt»vy *t i y in 


ivie 




2-215 


4-F-Ph 


2-TVfeO-4-Pvm 

XVX\J\J *T~ X V ill 


ivie 


Z-Url 


2-216 


4-F-Ph 


2-MeO-4-Pym 


Me 


2-MeO 


2-217 


4-F-Ph 


2-MeO-4-Pym 


Me 


2-Ph 


2-218 


4-F-Ph 


2-MeO-4-Pym 


Me 


8-Me 
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9-710 
z-z i y 


A F PVi 
4- r -rn 


z-iVieu-4-r r ym 


Me 


2-F 


9-990 


A F PK 
4-r -ril 


z -JVieu-4-Jr ym 


Me 


2-C1 


9-221 


4-F-Ph 


z-ivieij-4-ryrn 


Me 


z-Br 


2-222 


4-F-Ph 

i 1 X 11 


9-lVfpn-A-P\/m 
z. 1V1CW ^r-r y III 


ivie 


7 7 /4iT? 


2-223 


4-F-Ph 


2-MeO-4-Pvm 


Me 


7 9-Hin 


2-224 


4-F-Ph 


2-(a-Me-BnNHV4-Pvm 


Me 




2-225 


4-F-Ph 


2-(a-Me-BnNHV4-Pvm 


Me 


2-OH 


2-226 


4-F-Ph 


2-fa-Me-BnNHV4-Pvm 


Me 


2-MeO 


2-227 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


Me 


2-Ph 


2-228 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


Me 


8-Me 


2-229 


4-F-Ph 


2-(a-Me-BnNHV4-Pvm 


Me 


2-F 


2-230 


4-F-Ph 


2-f a-Me-BnNHV4-PvTTi 


Me 


2-C1 


2-231 


4-F-Ph 


2-(a-Me-BxxNH)-4-Pvm 

j_tj_w x^/xxx ^ a i. # r J- V 111 


Me 


2-Br 


2-232 


4-F-Ph 


\\x, -±vxc;-xjiii>ixx^-4-r yiii 


1VXC 


9 9-HiF 


2-233 


4-F-Ph 

i -L X 11 


9 /'rv Aifo IUt-i ATT-J\ /f T)_ 

z-^u-ivie-oniNxl J-4-rym 


rvie 


z,z-aid 


2-2^4 


4 F Ph 
*+-r -in 


Z -oIliN ri -4-r ym 


Me 






A F PVi 


z-xoniNxT.-4-ryrn 


Me 


2-OH 




A F Ph 


z -rJnJN ri-4-r ym 


Me 


2-MeO 


9 9^7 


A F PVi 
4-r -ril 


z -xonJN l-i-4-r ym 


Me 


2-Ph 




A F Ph 

*t— r -in 


z-rJnJNH-4-rym 


Me 


8-Me 


9-9^Q 


A F Pli 
*f- r -i n 


Z-JDllJNW-4-rym 


Me 


2-F 


2-240 


A-F-Ph 

*T _ J7 1 11 


z-jDniNn-4-.ryrn 


A A ^ 

Me 


2-C1 


9-941 


4 F Vh 
t—jt 1 - x n 


z-oixiNrl-4-rym 


A X ~ 

Me 


2-Br 


9-949 


A F PVi 
4-r -in 


z-onJNhL-4-rym 


A K 

Me 


2,2-diF 


9-94^ 


A F PVi 

4-r -in 


Z-DllINrl-4-Pym 


A A _ 

Me 


2,2-diCl 


9-944 


A F PVi 


4-Jryr 


A K 

Me 


2->CH 2 


9-945 


A F Ph 
*+- r -i 11 


4-ryr 


A K 

Me 


2->CHMe 


9-946 


A F PVi 


4-ryr 


TV K 

Me 


2->CHEt 


9-947 


A F PVi 

4-r -in 


4-ryr 


Me 


2->CHPr 


2-248 


4-F-Ph 


4-Pvr 


Up 

1V1C 


9 ">P/'^.A^^^ 

Z-^V^IVxc )2 


2-249 


4-F-Ph 


4-Pyr 


Me 


2->CHPh 


2-250 


4-F-Ph 


4-Pyr 


Me 


2,2-diPh 
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9 9^1 

z-zM 


4-r-rh 


4-Pyr 


Me 


2,2-0(CH 2 ) 3 0- 


O O CO 

z-zjz 


/I T7 Til. 

4-F-Ph 


A ~T\ 

4-Pyr 


Me 


2,2- 

OCH 2 C(Me) 2 CH 2 0- 


9 O^l 


A "C Tlt» 

4-r-rn 


4-Pyr 


Me 


2,2-(CH 2 ) 2 - 


9 0<A 
Z-ZD4 


A 17 Tit, 

4-r -rn 


4-Pyr 


Me 


2,2-(CH 2 ) 3 - 


Z-Zjj 


/l 17 Tit, 

4-r-rri 


4-Pyr 


Me 


2,2-(CH 2 ) 4 - 




yl T7 Til. 

4-r-rn 


4-Pyr 


Me 


2,2-(CH 2 ) 5 - 


9 OC7 

z-zj / 


/I 17 T>"U 

4-r-Ph 


A T\ 

4-Pyr 


Me 


2-MeS 


9 occ 
Z-ZDo 


4-r -Jrn 


4-Pyr 


Me 


2-EtS 


z-zoy 


/I XT Dt, 

4-r -rn 


4-Pyr 


Me 


2-PrS 


9 o^n 

Z-ZOU 


A 17 DU 

4-r-rn 


4-Pyr 


Me 


2-BuS 


Z-ZO 1 


4-r-rn 


4-Pyr 


Me 


2-MeS0 2 


9 9/^9 
Z-ZOZ 


4-r -rn 


4-Pyr 


Me 


2-PhO 


Z-ZOj 


A PI TJVi 


4-Pyr 


Me 


1-Me 


9 9^/1 

z-zo4 


/I PI T1U 

4-Cl-rh 


A Tl 

4-Pyr 


Me 


1-Et 


9 9^C 


/t PI Tit, 

4-Cl-rn 


A T» 

4-Pyr 


Me 


1-Pr 


9 9£< 
Z-ZOO 


/I PI TIL 

4-Cl-rn 


A ~T\ 

4-Pyr 


Me 


1,1-diMe 


9 9A9 

z-zo / 


A PI "DU 


4-Pyr 


Me 


2-Me 


9 9<0 


a pi ti"u 
4-Cl-rh 


A T\ 

4-Pyr 


Me 


2-Et 


9 9^0 


/I PI Tit, 

4-Cl-rh 


/I Tk 

4-Pyr 


Me 


2-Pr 


9 07n 

z-z /U 


/I PI Til. 

4-Cl-Pn 


4-Pyr 


Me 


2-Bu 


9 991 
Z-Z / i 


y| PI Til, 

4-Cl-rn 


4-Pyr 


Me 


2-Allyl 


9 999 
Z-Z /Z 


A PI Til, 

4-Cl-rn 


4-Pyr 


Me 


2-Ph 


9 97^ 
Z-Z / j 


A PI T)V» 


A T>« 

4-Pyr 


Me 


2-Bn 


9 99/1 
Z-Z /4 


/I PI "DU 

4-CI-rn 


A T» 

4-Pyr 


Me 


2-Phet 


9 99C 
Z-Z O 


A PI Til, 

4-d-rn 


4-Pyr 


Me 


2,2-diMe 


9 99/^ 
Z-Z /O 


/I PI "DU 

4-Ul-rn 


A T\ 

4-Pyr 


Me 


2-OH 


9 999 
Z-Z / / 


A PI Tit. 

4-Cl-rn 


y| "PI 

4-Pyr 


Me 


2-MeO 


9 990 

Z-Z /o 


A PI TJt» 

4-Cl-rn 


A Ti 

4-Pyr 


Me 


2-EtO 


2-279 


4-Cl-Ph 


4-Pw 


ivie 


9 "D*.p* 

z-r ru 


2-280 


4-Cl-Ph 


4-Pyr 


Me 


2,2-di(MeO) 


2-281 


4-Cl-Ph 


4-Pyr 


Me 


2,2-di(EtO) 
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9 989 
Z-ZoZ 


4-Ul-ril 


4-ryr 


Me 


2,2-OCH 2 CH 2 0- 


9 9C1 
Z-ZoJ 


4-Cl-rn 


4-ryr 


a >r 

Me 


2-Oxo 


9 924 


4-d-ril 


4-ryr 


Me 


2-F 


9 98^ 


4-d-rn 


4-ryr 


Me 


2-C1 


9 98A 
Z-ZoO 


A x>u 
4-d-Jrn 


/f Tl _ „ 


Me 


2-Br 


9 987 
Z-Zo / 


4-Cl-rn 


4-ryr 


Me 


2-1 


9 988 
Z-Zoo 


A r^l "DVi 
4-l^I-ril 


4-r p yr 


Me 


2,2-diF 


9 98G 


4-Ul-rn 


4-Pyr 


Me 


2,2-diCl 


9 9QH 


4-L^l-rn 


4-Pyr 


Me 


2,2-diBr 


9 9Q1 

Z-Z;? 1 


a r^i T>V» 
4-LA-rn 


4-Pyr 


Me 


3 -Me 


9 9Q9 
Z-Z!?Z 


4-Ul-rn 


4-Pyr 


Me 


3-Et 


9 9cn 


4-d-rii 


4-Pyr 


Me 


3-Pr 


9 9QA 


4-i_,i-rn 


4-ryr 


Me 


3,3-diMe 


9 9CK 


4-i^J-rn 


4-Pyr 


Me 


5-Me 


9 9Q£ 

z-zyo 


4-d-rn 


4-Pyr 


Me 


5-Et 


9 9Q7 


4-LA-rn 


4-Pyr 


Me 


5-Pr 


9 9Q8 


4-LA-rn 


4-Pyr 


Me 


5,5-diMe 


9 9QQ 


4-LA-rn 


4-Pyr 


Me 


6-Me 


9 inn 


4-LA-rn 


4-Pyr 


Me 


6-Et 


9 


A PVi 

4-l^l-Jrn 


A 1*%-* ~- 

4-ryr 


Me 


6-Pr 


9 ^H9 
Z- jUZ 


4-ui-rn 


4-Pyr 


Me 


6,6-diMe 


Z- jVJJ 


4-L>l-ril 


4-ryr 


Me 


6-Oxo 


9 ^OA 


a r^i PU 


4-Pyr 


Me 


8-Me 




4-ui-r\li 


4-Pyr 


Me 


8-Et 


9 in*; 


4-Ul-rn 


4-Pyr 


Me 


8-Pr 


ZOv / 


a r^i PVi 
4-\^i-jrn 


4-ryr 


A Jf 

Me 


8-Ph 


9 70S 


4-t^i-rn 


A T>„ w 

4-ryr 


Me 


8a-Me 




4-d-rn 


/l T1, 

4-Pyr 


Me 


8a-Et 


9 ^ 1 n 

ZO 1 V 


a PVi 
4-Ul-r'n 


4-Pyr 


Me 


8a-Pr 


2-311 


4-Cl-Ph 


4-Pvr 


1V1C 




2-312 


4-Cl-Ph 


4-Pyr 


Me 


6 ? 6-diF 


2-313 


4-Cl-Ph 


4-Pyr 


Me 


2->CH 2 
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9 1 1 A 
Z-J 14 


4-Ui-rn 


4-Pyr 


Me 


2->CHMe 


n lie 
Z-J 1 0 


4-Cl-rn 


4-Pyr 


Me 


2->CHEt 


0 1 1 A 
Z-J 1 1> 


4-Cl-rn 


4-Pyr 


Me 


2->CHPr 


9 "5 1 7 
ZO I / 


4-Cl-rn 


4-Pyr 


Me 


2->C(Me) 2 


one 
Zo 1 o 


4-Cl-rn 


4-Pyr 


Me 


2->CHPh 


2-319 


4-Cl-Ph 


4-Pyr 


Me 


2,2-diPh 


9 i9n 
z-jzU 


/I t~*\ Tit, 

4-Cl-rh 


A T> 

4-Pyr 


Me 


2,2-0(CH 2 ) 3 0- 


z-izl 


4-Cl-Ph 


4-Pyr 


Me 


2,2- 

OCH 2 C(Me) 2 CH 2 0- 


9 199 
Z-jZz 


4-d-rn 


4-Pyr 


Me 


2,2-(CH 2 ) 2 - 


9 191 


4-Ul-rn 


4-Pyr 


Me 


2,2-(CH 2 ) 3 - 


ZOZ4 


4-d-rn 


4-ryr 


Me 


2,2-(CH 2 ) 4 - 


9 19^ 


4-^1-rn 


4-Pyr 


Me 


2,2-(CH 2 ) 5 - 


9 19A 
ZOZO 


4-d-rn 


4-Pyr 


Me 


2-MeS 


9 197 
Z-JZ / 


4-Cl-rn 


4-Pyr 


Me 


2-EtS 


9 19C 


yl r^i DU 
4-Cl-rn 


4-Pyr 


Me 


2-PrS 


9 190 

zozy 


4-Cl-rn 


4-Pyr 


Me 


2-BuS 


9 iin 


4-d-rn 


4-ryr 


Me 


2-MeS0 2 


9 111 


4-Cl-rn 


4-Pyr 


Me 


2-PhO 


9 119 
Z-DdZ 


4-r-rn 


4-Pyr 


Me 


2-(4-MeO-Ph) 


9 111 


4-r -rn 


4-Pyr 


Me 


2-(4-Me-Ph) 


9 11/1 
ZO J4 


4-r -rn 


4-Pyr 


Me 


2-(4-F-Ph) 


9 11^ 


4-r -Jrn 


4-ryr 


Me 


2-(4-CF 3 -Ph) 


9 11£ 


4-r -Jrn 


4-Pyr 


Me 


2-(4-Cl-Ph) 


9 117 


A x? r>v. 

4-r -rn 


4-Pyr 


Me 


2-(2,4-diF-Ph) 


9 11C 
Z-J Jo 


O /^T7 T|U 

3-Cr3-Fll 


4-Pyr 


Me 


2-(4-MeO-Ph) 


9 IIO 


O /^T7 Til, 


4-Pyr 


Me 


2-(4-Me-Ph) 


9 1/tfl 
Z-J4U 


3-Cr3-Pn 


4-Pyr 


Me 


2-(4-F-Ph) 


9 141 


1 /^T? DU 

3-Ur3-Jrn 


4-Pyr 


Me 


2-(4-CF 3 -Ph) 


2-342 


3-CF 3 -Ph 


4-Pvr 

"T X yl 


ivie 


2-(4-L-l-r'n) 


2-343 


3-CF 3 -Ph 


4-Pyr 


Me 


2-(2,4-diF-Ph) 


2-344 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2->CH 2 



S:/Chemica!/Sankyo/FP0207/FP0207s2 P85695/FP-0207(PCT)/English translation (pt.2)/tsa-ig/03. 07.03 



108 



9-34S 


4-F-Ph 
H~r -x 11 


9 NTT-T~ /I P.nn 
Z - IN li2 -H" yiTl 


ivie 


z->UxiJVle 


9-346 


4_F-Ph 


9 XTFT~ 4 P\^m 


ivie 


0 ^PTTTh* 

z-^Urliit 


a jt / 


4-F-Ph 

*T - P -All 


9 NTP~ 4 P\/m 
Z -IN rl2 -*f-x yiTl 


ivie 


z-^Uxirr 


9 34£ 


4 F Ph 


z-iNxx2-^-x ym 


iVLe 




9-34Q 


4-F Ph 
t'f -x n 


z-in rx2~ £ r~r ym 


A /To 

ivie 


Z-^i^iT_rn 


2-350 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2,2-diPh 


9-3^1 

Z-.J J I 


4 F PVi 
H—r -r ii 


z -in xi2 -*Mr ym 


Me 


2,2-U(Cri2)30- 


9 3^9 


4 F PVi 


0 XTU A T)^rm 
Z-lNrl2"^""^yni 


Me 


2,2- 

wUri2^vMe J2^a12v^- 


2-3S3 


4-F-Ph 

*t-JT ±11 




me 


Z ? 2-(Cx-l2)2- 


2-354 


4-F-Ph 

*+-J7 111 


9 TsJFT^ 4 P\rm 
Z - IN xl2 ~ *r-r yiH 


Me 




^ D ~) *J 


4 F Ph 


z -in xi2 -^-x yni 


Me 


Z 3 2-(Ui 2 )4- 


2-356 


4-F-Ph 

*+ IT 111 


9 ATT-T~ 4 P\nn 

z - in 1x2 ~t~x yrn. 


Me 


2,2-(CM 2 )5- 




4_F-Ph 

*T 1/ - x 11 


Z-1NXX2 H-~x yiTl 


ivie 


z-ivieo 


2-35R ' 

Z» J JO 


4-F-Ph 
t r -a ii 


9 TsJFT^ 4 Pxrm 
Z -IN xl2 -t— x yiTl 


A/f <a 

Me 


z-Hto 


2-359 


4-F-Pli 

*t-JT X 11 


Z-IN xx 2 -t— x yiTl 


Me 


O P*-C 

z-Jrrb 




A F Vh 


9 AJT-T^ A T>\m 
Z-lNxi2"^~^ynl j 


Me 


z-BUiS 




4 F Ph 
H—r i ii 


z-in ri2~^"A ym 


A A a. 

Me 


z-Me!SU2 


9-369 


4-F Ph 

*T-P 1 11 


z-in 1x2-^-1 ym 


Me 


2-rnU 


2-363 

^ JUJ 


4-P1-Ph 

*+-V^l-x 11 


z-in jl±2 - ^+"x ym 


A A*± 

Me 


1 A A ^ 

I -Me 


2-364 


4-Pl-Ph 

*T V^l - X 11 


z-iNxx2~H'-x ym 


Me 


1 

l-Ht 


9-365 


4 pi Ph 


z-iNxx2-T— x ym 


Me 


I-rr 


9-366 


4 PI Ph 
*t-V^1-X^11 


z-iNxi2~^""A ym 


Me 


1,1-diMe 


2-367 


4-Pl-Ph 


9 TSJFU 4 P\rm 

z-iNxi2~^""A ym 


Me 


O A A ^ 

z-Me 


2-368 


4-P1-Ph 


9 XTH~ 4 Pirm 

z-iNxi2-^— "ym 


A /To 

Me 


z-Ht 


9-36Q 


4 PI Ph 


z-iNxx2"T--x ym 


Me 


z-rr 


9-370 


4 PI Ph 
*r- V^l-l^ll 


9 XTT-T A P^rm 

z -in xi 2 -^r-x ym 


Me 


z-Bu 


2-371 


4-Pl-Ph 


9 7M"H~ 4 P\rm 

z-iNia2-^-x ym 


A/f o 

Me 


z-Allyl 


9-379 


4-P1 Ph 
f-^l-i^il 


9 X1TI A P\n-M 

Z -IN 1x2 -4-rym 


A vf a. 

Me 


z-rn 


2-373 


4-Cl-Ph 


2-NH?-4-Pvm 

x ^ r x y xxx 


Me 


Z. XJll 


2-374 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-Phet 


2-375 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-diMe 



S:/Chemical/Sankyo/FP0207/FP0207s2 P85695/FP-0207(PCT)/English translation (pt.2)/tsa-ig/03. 07 .03 



109 



9 

Z-J /o 


/i pi du 
4-Ul-rn 


z-JNH 2 -4-ryin 


Me 


2-OH 


9 17'7 
ZO / / 


/i pi t>u 

4-Cl-Pn 


r> XTTT /f Tl 

2-NH2-4-Pym 


Me 


2-MeO 


Zo /o 


/I PI TYU 

4-Cl-rn 


'"V XTTT A T\ 

2-NH 2 -4-Pym 


Me 


2-EtO 


Zo /y 


/I PI T»I, 

4-Cl-Pn 


r> XTTT A T» 

2-NH 2 -4-Pym 


Me 


2-PrO 




4-Cl-Pn 


r% XTTT A T» 

2-NH 2 -4-Pym 


Me 


2,2-di(MeO) 


ZOO 1 


4-Cl-rn 


O XTTT A TV 

2-NH 2 -4-Pym 


Me 


2,2-di(EtO) 


ZOoZ 


4-Cl-Pn 


>-v XTTT A T* 

2-NH 2 -4-Pym 


Me 


2,2-OCH 2 CH 2 0- 


9 ^©Q 


/I PI TTU 

4-Cl-Ph 


i~\ XTTT A TV 

2-NH 2 -4-Pym 


Me 


2-Oxo 


9 


/l PI TDU 


O XTTT A T\ 

z-NH 2 -4-Pym 


Me 


2-F 


ZOoD 


/] pi T)1_ 

4-Ul-r'n 


O XTTT /I Tl 

2-NH 2 -4-Pym 


Me 


2-C1 


9 ^o/; 
Zooo 


A PI T>U 


r\ XTTT A Tl 

2-NH 2 -4-Pym 


Me 


2-Br 


9 1C7 


y| PI T>U 

4-Cl-rn 


f\ XTTT A T» 

2-NH 2 -4-Pym 


Me 


2-1 


9 ICQ 


/t PI ot. 


O XTTT /I T> 

2-NH 2 -4-Pym 


Me 


2,2-diF 




/l PI DV. 


XTTT /I Tl 

2-NH 2 -4-Pym 


Me 


2,2-diCl 




/I PI Dl> 


/ "> XTTT /! T» 

2-NH 2 -4-Pym 


Me 


2,2-diBr 




A PI "Dl* 

4-Cl-rn 


r\ XTTT A TV 

2-NH 2 -4-Pym 


Me 


3-Me 


9 109 


/l P1 DU 

4-Cl-rn 


<-\ XTTT A TV 

2-NH 2 -4-Pym 


Me 


3-Et 




/I PI "Dt* 

4-Cl-rn 


O XTTT /4 T* 

2-NH 2 -4-Pym 


Me 


3-Pr 


zoy4 


/i pi nu 


O XTTT /I TV 

2-NH 2 -4-Pym 


Me 


3,3-diMe 




/I P1 DU 

4-d-rn 


O XTTT >1 T» 

2-NH 2 -4-Pym 


Me 


5 -Me 




A PI DV, 


«*") XTTT /I Ti 

2-NH 2 -4-Pyrn 


Me 


5-Et 


9 ^Q7 


A P1 IDVi 


O XTTT /< Tj 

z-JNH 2 -4-Pym 


Me 


5-Pr 


Z-J70 


/l pi T)l, 


O XTTT /I Tl 

2-NH 2 -4-Pym 


Me 


5 ? 5-diMe 


9 1QQ 


/l PI "DVi 


O XTTT /I T», 

z-NH 2 -4-Pym 


Me 


6-Me 


9 /inn 


/I P1 r>"U 

4-Cl-rn 


O \TTT /I TV 

2-NH 2 -4-Pym 


Me 


6-Et 


9 /tm 


A P1 T>1~ 

4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


6-Pr 


9 AH9 
Z-4UZ 


/I P1 DU 

4-Cl-rn 


r> XTTT A T» 

2-NH 2 -4-Pyrn 


Me 


6 ? 6-diMe 


9 

Z-4UJ 


/! PI TVU 

4-Ci-rn 


O XTTT A TV 

2-NH 2 -4-Pym 


Me 


6-Oxo 


9 AC\A 
Z-4U4 


/t PI t)U 

4-CI-rn 


2-NH 2 -4-Pym 


Me 


8-Me 


2-405 


4-Cl-Ph 


2-NH*>-4-Pvrri 


ivie 


o-±lt 


2-406 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


8-Pr 


2-407 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


8-Ph 
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9-40R 


4 PI PVi 
H-v^l-x 11 


9 XTH\ A P\/m 

z - in ij-2 a yrn 


A /in 

ivie 


Q n \A~ 

oa-Me 


2-409 


4-PI-Ph 


9 XTH~ 4 P\nn 
Z -IN XX2 -r yiTi 


ivie 


oa-nt 


9-41 0 


4 PI Ph 


z - in ri2 - - a yrn 


ivie 


oa-r*r 


9-41 1 

^ *T 1 1 


4-Pl-PVi 


Z - IN xl2 ~" ylTl 


ivie 


0,6-(LH 2 )2- 


9-41 9 


4 PI PVi 


z -in 1x2 -Z r-A ym 


Ayr ^ 

Me 


o ? o-air 


9-41 ^ 


4 PI PVi 


z - in ri2 -^+-x ym 


Me 


Z->CH2 


9-414 


4-P1 Pti 
H--V^l-x 11 


z -in ri2 -^f-x yin 


A A a 

Me 


z->UxlMe 


9-41 S 


4 PI Vh 


9 XTP~ A P™ 

z-ini^-^-x yrn 


A A ^ 

Me 


z->Crllit 


9-41 6 


4-P1-PV) 


Z-lNxi2~^"~A yill 


Me 


z->Ci±rr 


9-41 7 


4-P1 Ph 
*+-\^i- J r 11 


9 XTH~ A P\rm 

z-iNii2"^"i yrn 


Me 


z->C(Me)2 


2-41 R 


4-PI-Ph 
H—V^-l-x 11 


9 XTP~ Zl P^/m 

z-jnii2~^"a yiii 


Me 




2-419 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-diPh 


9-490 


4 PI PVi 


9 XTTI Zl Pimi 

z -in xi2"^"* "ym 


A A ^ 

Me 


o o r\/r^TA \ /~\ 

2 3 2-0(CH 2 )30- 


9 491 


A PI PVi 


0 XTTJ zl Dtjw 

z-lNrl2-4-rym 


A A ^ 

Me 


2,2- 

/^ZA /f ^\ PIT /^v 

OCH2C(Me)2CH20- 


9-499 


4-P1 PVi 


9 XTH~ A P\rm 

z - in ri2 " a ym 


Me 


2,2-(CH 2 )2- 


9-49^ 


4-P1 PVi 
H—^i-x 11 


Z-1N n2-4-ryill 


A A ^ 

Me 


2,2-(CH 2 )3- 


2-424 


4-P1 T>h 


z-iNri2"^ , " , A ym 


A A 

Me 


2,2-(CH 2 )4- 


9-49 S 


4 PI PVi 
*r- V^l-x 11 


0 XTTJ zl D^mi 
Z-JN rl2 - 4--r ym 


A A ~ 

Me 


O O //"-IT T \ 

2 ? 2-(CH 2 ) 5 - 


2-426 


4-Pl-Pr. 


9 XTT-T~ A Pirm 

z-in n2-4-ryrri 


Me 


z-Meb 


2-427 


4-P1-PVi 


9 XTPL A Pa/tyi 

z - in 1x2 -i T -x ym 


A A ~ 

Me 


z-bt!S 


9-49 R I 


4 PI PVi 


9 XTH A P^mi 

z-iNii2"4-r yrn 


A A ^ 

Me 


2-PrS 


9-49Q 


4 PI PVi 


Z-INlT.2~T , ~"ym 


A A ^ 

Me 


2-BuS 


2-4^0 


4-Pl-Ph 


9 XTW~ A P^rm 

z-iNrx2-^f- x ym 


Me 


z-Me!SU2 


2-431 


4-P1-Ph 

*T V^l X 11 


9 XTPL A P\rm 

z -in xi2 -t— x ym 


A 

Me 


z-rnU 


2-432 


4_F-PVi 


9 XTH~ A Pi/in 

z -in 1x2 -^-.r ym 


Me 


o Z/i a yr^z^ Tii \ 

z-(4-MeO-Ph) 


Z *T-?— » 


4-F PVi 
i +-r' -x n 


9 XTTJ A P^rrvi 

z-iNii2"T'-i^ym 


A A a. 

Me 


o Z/i a /f ^ nu\ 

z-(4-Me-Ph) 


9-434 


4 F Ph 


9 XTTJ A Pxrrvi 

z-iNri2"^ , "A ym 


A A ^ 

Me 


2-(4-F-Ph) 


2-43S 


4_F-PVi 

f-JT i 11 


9 XTTJ A D,^m 

z -in ri2 ~^+- a ym 


A A ~ 

Me 


2-(4-CF3-Ph) 


2-436 


4-F-Ph 


2-NH9-4-Pvm 


Me 


9-^4-PI-PVi i 

Z-^H—^l-X^ll J 


2-437 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-(2,4-diF-Ph) 


2-438 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


Me 


2-(4-MeO-Ph) 
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o /ton 


3-CF3-PI1 


i~\ XTTT /I T~» 

2-NH 2 -4-Pym 


Me 


2-(4-Me-Ph) 


O A A A 

2-440 


o /^tin Tki 

3-CF 3 -Ph 


2-NH 2 -4-Pym 


Me 


2-(4-F-Ph) 


O /I /I 1 

2-441 


3-CF3-PII 


2-NH 2 -4-Pym 


Me 


2-(4-CF 3 -Ph) 


2-442 


3-CF3-PI1 


2-NH 2 -4-Pym 


Me 


2-(4-Cl-Ph) 


2-443 


3-CF3-Ph 


2-NH 2 -4-Pym 


Me 


2-(2,4-diF-Ph) 


O /I A A 

2-444 


4-Cl-Ph 


4-Pyr 


Me 




2-445 


4-Cl-Ph 


4-Pyr 


Me 


2-(4-MeO-Ph) 


O /I A £L 

2-44o 


4-Cl-Ph 


4-Pyr 


Me 


2-(4-Me-Ph) 


O A AH 

2-44/ 


4-Cl-Ph 


4-Pyr 


Me 


2-(4-F-Ph) 


2-44o 


4-Cl-Ph 


4-Pyr 


Me 


2-(4-CF 3 -Ph) 


2-449 


4-PI-PVi 

*T- XI 


A T>xrr 

H-ryi 


Me 


2-(4-Cl-Pn) 


2-450 


4-Cl-Ph 


4-Pyr 


Me 


2-(2,4-diF-Ph) 


2-451 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 
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Table 3 



Compound 
No. 


R 1 


R 2 


R 4 


R 5 


3-1 


4-F-Ph 


4-Pyr 


H 


1-Me 


3-2 


4-F-Ph 


4-Pyr 


H 


1-Et 


3-3 


4-F-Ph 


4-Pyr 


H 


1-Pr 


3-4 


4-F-Ph 


4-Pyr 


H 


1,1-diMe 


3-5 


4-F-Ph 


4-Pyr 


H 


2-Me 


3-6 


4-F-Ph 


4-Pyr 


H 


2-Et 


3-7 


4-F-Ph 


4-Pyr 


H 


2-Pr 


3-8 


4-F-Ph 


4-Pyr 


H 


2-Bu 


3-9 


4-F-Ph 


4-Pyr 


H 


2-Allyl 


3-10 


4-F-Ph 


4-Pyr 


H 


2-Ph 


3-11 


4-F-Ph 


4-Pyr 


H 


2-Bn 


3-12 


4-F-Ph 


4-Pyr 


H 


2-Phet 


3-13 


4-F-Ph 


4-Pyr 


H 


2,2-diMe 


3-14 


4-F-Ph 


4-Pyr 


H 


2-OH 


3-15 


4-F-Ph 


4-Pyr 


H 


2-MeO 


3-lo 


4-F-Ph 


4-Pyr 


H 


2-EtO 


3-17 


4-F-Ph 


4-Pyr 


H 


2-PrO 


3-18 


4-F-Ph 


4-Pyr 


H 


2,2-di(MeO) 


3-19 


4-F-Ph 


4-Pyr 


H 


2,2-di(EtO) 


3-20 


4-F-Ph 


4-Pyr 


H 


2,2-OCH 2 CH 2 0- 


3-21 


4-F-Ph 


4-Pyr 


H 


2-Oxo 


3-22 


4-F-Ph 


4-Pyr 


H 


2-F 


3-23 


4-F-Ph 


4-Pyr 


H 


2-C1 


3-24 


4-F-Ph 


4-Pyr 


H 


2-Br 
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3-25 


4-F-Ph 


4-Pyr 


H 


2-1 


3-26 


4-F-Ph 


4-Pyr 


H 


2,2-diF 


3-27 


4-F-Ph 


4-Pyr 


H 


2,2-diCl 


3-28 


4-F-Ph 


4-Pyr 


H 


2,2-diBr 


3-29 


4-F-Ph 


4-Pyr 


H 


3-Me 


3-30 


4-F-Ph 


4-Pyr 


H 


3-Et 


3-31 


4-F-Ph 


4-Pyr 


H 


3-Pr 


3-32 


4-F-Ph 


4-Pyr 


H 


3,3-diMe 


3-33 


4-F-Ph 


4-Pyr 


H 


5-Me 


3-34 


4-F-Ph 


4-Pyr 


H 


5-Et 


3-35 


4-F-Ph 


4-Pyr 


H 


5-Pr 


3-36 


4-F-Ph 


4-Pyr 


H 


5,5-diMe 


3-37 


4-F-Ph 


4-Pyr 


H 


6-Me 


3-38 


4-F-Ph 


4-Pyr 


H 


6-Et 


3-39 


4-F-Ph 


4-Pyr 


H 


6-Pr 


3-40 


4-F-Ph 


4-Pyr 


H 


6,6-diMe 


3-41 


4-F-Ph 


4 -Pyr 


H 


6,6-diF 


3-42 


4-F-Ph 


4-Pyr 


H 


6,6-CH 2 CH 2 - 


3-43 


4-F-Ph 


4-Pyr 


H 


6-Oxo 


3-44 


4-F-Ph 


4-Pyr 


H 


8a-Me 


3-45 


4-F-Ph 


4-Pyr 


H 


8a-Et 


3-46 


4-F-Ph 


4-Pyr 


H 


8a-Pr 


3-47 


4-F-Ph 


4-Pyr 


Me 


1-Me 


3-48 


4-F-Ph 


4-Pyr 


Me 


1-Et 


3-49 


4-F-Ph 


4-Pyr 


Me 


1-Pr 


3-50 


4-F-Ph 


4-Pyr 


Me 


1,1-diMe 


3-51 


4-F-Ph 


4-Pyr 


Me 


2-Me 


3-52 


4-F-Ph 


4-Pyr 


Me 


2-Et 


3-53 


4-F-Ph 


4-Pyr 


Me 


2-Pr 


3-54 


4-F-Ph 


4-Pyr 


Me 


2-Bu 


3-55 


4-F-Ph 


4-Pyr 


Me 


2-Allyl 


3-56 


4-F-Ph 


4-Pyr 


Me 


2-Ph 
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3-57 


4-F-Ph 


A T\ 

4-Pyr 


Me 


2-Bn 


3-58 


4-F-Ph 


4-Pyr 


Me 


2-Phet 


3-59 


4-F-Ph 


4-Pyr 


Me 


2,2-diMe 


3-60 


4-F-Ph 


4-Pyr 


Me 


2-OH 


3-61 


4-F-Ph 


4-Pyr 


Me 


2-MeO 


3-62 


4-F-Ph 


4-Pyr 


Me 


2-EtO 


3-63 


4-F-Ph 


4-Pyr 


Me 


2-PrO 


3-64 


4-F-Ph 


4-Pyr 


Me 


2,2-di(MeO) 


3-65 


4-F-Ph 


4-Pyr 


Me 


2,2-di(EtO) 


3-66 


4-F-Ph 


4-Pyr 


Me 


2,2-OCH 2 CH 2 0- 


3-67 


4-F-Ph 


4-Pyr 


Me 


2-Oxo 


3-68 


4-F-Ph 


4-Pyr 


Me 


2-F 


3-69 


4-F-Ph 


4-Pyr 


Me 


2-C1 


3-70 


4-F-Ph 


4-Pyr 


Me 


2-Br 


3-71 


4-F-Ph 


4-Pyr 


Me 


2-1 


3-72 


4-F-Ph 


4-Pyr 


Me 


2,2-diF 


3-73 


A T"" Til 

4-F-Ph 


4-Pyr 


Me 


2,2-diCl 


3-74 


4-F-Ph 


4-Pyr 


Me 


2,2-diBr 


3-75 


4-F-Ph 


4-Pyr 


Me 


3-Me 


3-76 


4-F-Ph 


4-Pyr 


Me 


3-Et 


tt 
3-77 


4-F-Ph 


4-Pyr 


Me 


3-Pr 


3-78 


4-F-Ph 


4-Pyr 


Me 


3,3-diMe 


3-79 


4-F-Ph 


4-Pyr 


Me 


5-Me 


3-80 


A T— 1 T»1 

4-F-Ph 


4-Pyr 


Me 


5-Et 


3-81 


4-F-Ph 


4-Pyr 


Me 


5-Pr 


3-82 


4-F-Ph 


4-Pyr 


Me 


5,5-diMe 


3-83 


4-F-Ph 


4-Pyr 


Me 


6-Me 


3-84 


4-F-Ph 


4-Pyr 


Me 


6-Et 


3-85 


4-F-Ph 


4-Pyr 


Me 


6-Pr 


J-OO 


*t- r -ill 


4-ryr 


Me 


6,6-diMe 


3-87 


4-F-Ph 


4-Pyr 


Me 


6,6-diF 


3-88 


4-F-Ph 


4-Pyr 


Me 


6,6-CH 2 CH 2 - 
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*+-r -rfl 


4-r*yr 


Me 


6-Oxo 


3-90 


4-F-Ph 


4-Pvr 




oa-lVle 


3-91 


4-F-Ph 


4-Pyr 


Me 


8a-Et 


3-92 


4-F-Ph 


4-Pyr 


Me 


8a-Pr 
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Table 4 



Compound 
No. 


p 1 

IS. 


P 2 


K 




4-1 


4-F-Ph 


4-Pyr 


Me 


1-Me 


4-2 


4-F-Ph 


4-Pyr 


Me 


1-Et 


4-3 


4-F-Ph 


4-Pyr 


Me 


1-Pr 


4-4 


4-F-Ph 


4-Pyr 


Me 


1,1-diMe 


4-5 


4-F-Ph 


4-Pyr 


Me 


2-Me 


4-6 


4-F-Ph 


4-Pyr 


Me 


2-Et 


4-7 


4-F-Ph 


4-Pyr 


Me 


2-Pr 


4-8 


4-F-Ph 


4-Pyr 


Me 


2-Bu 


4-9 


4-F-Ph 


4-Pyr 


Me 


2-AUyl 


4-10 


4-F-Ph 


4-Pyr 


Me 


2-Ph 


4-11 


4-F-Ph 


4-Pyr 


Me 


2-Bn 


4-12 


4-F-Ph 


4-Pyr 


Me 


2-Phet 


4-13 


4-F-Ph 


4-Pyr 


Me 


2,2-diMe 


4-14 


4-F-Ph 


4-Pyr 


Me 


2-OH 


4-15 


4-F-Ph 


4-Pyr 


Me 


2-MeO 


4-16 


4-F-Ph 


4-Pyr 


Me 


2-EtO 


4-17 


4-F-Ph 


4-Pyr 


Me 


2-PrO 


4-18 


4-F-Ph 


4-Pyr 


Me 


2,2-di(MeO) 


4-19 


4-F-Ph 


4-Pyr 


Me 


2,2-di(EtO) 


4-20 


4-F-Ph 


4-Pyr 


Me 


2,2-OCH 2 CH 2 0- 


4-21 


4-F-Ph 


4-Pyr 


Me 


2-Oxo 


4-22 


4-F-Ph 


4-Pyr 


Me 


2-F 


4-23 


4-F-Ph 


4-Pyr 


Me 


2-C1 


4-24 


4-F-Ph 


4-Pyr 


Me 


2-Br 


4-25 


4-F-Ph 


4-Pyr 


Me 


2-1 
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4-26 


4-F-Ph 


4-Pyr 


Me 


2 5 2-diF 


4-27 


4-F-Ph 


4-Pyr 


Me 


2,2-diCl 


4-28 


4-F-Ph 


4-Pyr 


Me 


2,2-diBr 


4-29 


4-F-Ph 


4-Pyr 


Me 


3-Me 


4-30 


4-F-Ph 


4-Pyr 


Me 


3-Et 


4-31 


4-F-Ph 


4-Pyr 


Me 


3-Pr 


4-32 


4-F-Ph 


4-Pyr 


Me 


3 5 3-diMe 


4-33 


4-F-Ph 


4-Pyr 


Me 


5-Me 


4-34 


4-F-Ph 


4-Pyr 


Me 


5-Et 


4-35 


4-F-Ph 


4-Pyr 


Me 


5-Pr 


4-36 


4-F-Ph 


4-Pyr 


Me 


5 ? 5-diMe 


4-37 


4-F-Ph 


4-Pyr 


Me 


6-Me 


4-38 


4-F-Ph 


4-Pyr 


Me 


6-Et 


4-39 


4-F-Ph 


4-Pyr 


Me 


6-Pr 


4-40 


4-F-Ph 


4-Pyr 


Me 


6,6-diMe 


4-41 


4-F-Ph 


4-Pyr 


Me 


6,6-diF 


4-42 


4-F-Ph 


4-Pyr 


Me 


6 ? 6-CH2CH2- 


4-43 


4-F-Ph 


4-Pyr 


Me 


6-Oxo 


A A A 

4-44 


4-r -Pn 


4-Pyr 


Me 


8a-Me 


4-45 


4-F-Ph 


4-Pyr 


Me 


8a-Et 


4-46 


4-F-Ph 


4-Pyr 


Me 


8a-Pr 
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Compound No. 


R 


R 


R 


R 


C i 

5-1 


4-F-Ph 


4-Pyr 


H 


1-Me 


5-2 


4-F-Ph 


4-Pyr 


H 


2-Me 


5-3 


4-F-Ph 


4-Pyr 


H 


2-Et 


5-4 


4-F-Ph 


4-Pyr 


H 


2-Pr 


5-5 


4-F-Ph 


4-Pyr 


H 


2-Bu 


5-6 


4-F-Ph 


4-Pyr 


H 


2-Allyl 


5-7 


4-F-Ph 


4-Pyr 


H 


2-Ph 


5-8 


4-F-Ph 


4-Pyr 


H 


2-Bn 


5-9 


4-F-Ph 


4-Pyr 


H 


2-Phet 


5-10 


4-F-Ph 


4-Pyr 


H 


3-Me 


5-11 


4-F-Ph 


4-Pyr 


H 


3-Et 


5-12 


4-F-Ph 


4-Pyr 


H 


3-Pr 


5-13 


4-F-Ph 


4-Pyr 


H 


3,3-diMe 


5-14 


4-F-Ph 


4-Pyr 


H 


5-Me 


D-IO 


4-F-Ph 


4-Pyr 


H 


5-Et 


5-16 


4-F-Ph 


4-Pyr 


H 


5-Pr 


5-17 


4-F-Ph 


4-Pyr 


H 


5,5-diMe 


5-18 


4-F-Ph 


4-Pyr 


H 


6-Me 


5-19 


4-F-Ph 


4-Pyr 


H 


6-Et 


5-20 


4-F-Ph 


4-Pyr 


H 


6-Pr 


5-21 


4-F-Ph 


4-Pyr 


H 


6,6-diMe 


5-22 


4-F-Ph 


4-Pyr 


H 


6,6-diF 


5-23 


4-F-Ph 


4-Pyr 


H 


6,6-CH 2 CH 2 - 


5-24 


4-F-Ph 


4-Pyr 


H 


6-Oxo 
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5-25 


4-F-Pn 


4-Pyr 


H 


8-Me 


5-26 


>l T 1 Til 

4-F-Ph 


4-Pyr 


H 


8-Et 


c n 

5-27 


/l Tll_ 

4-F-Ph 


4-Pyr 


H 


8-Pr 


c oo 

5-2o 


A T" 1 Til 

4-F-Ph 


4-Pyr 


H 


8-Ph 


c on 


4-F-Ph 


4-Pyr 


H 


8a-Me 


c on 
5-30 


A T? T»l_ 

4-F-Ph 


4-Pyr 


H 


8a-Et 


C 1 1 

5-31 


yl T"i Til 

4-F-Ph 


4-Pyr 


H 


8a-Pr 


C 'JO 

5-32 


>l I -1 Tll_ 

4-F-Ph 


4-Pyr 


Me 


1-Me 


c n 
5-33 


A T? TlU 

4-r -Ph 


A Tk 

4-Pyr 


Me 


2-Me 


CIA 

5-34 


A T» Tk1_ 

4-F-Ph 


4-Pyr 


Me 


2-Et 


c i c 
5-35 


/I T" 1 Til 

4-F-Ph 


4-Pyr 


Me 


2-Pr 


C 1/Z 

5-36 


A T 1 Til 

4-F-Ph 


4-Pyr 


Me 


2-Bu 


c in 
5-3 / 


A T? T»l_ 

4-F-Ph 


4-Pyr 


Me 


2-Allyl 


coo 
5-3o 


A T? T»1_ 

4-F-Ph 


4-Pyr 


Me 


2-Ph 


c in 
5-39 


yf T TI1 

4-F-Ph 


4-Pyr 


Me 


2-Bn 


5-40 


/t T~" TI1 

4-F-Ph 


4-Pyr 


Me 


2-Phet 


5-41 


/I T" T»l_ 

4-F-Ph 


4-Pyr 


Me 


3-Me 


5-42 


/I T 1 Til_ 

4-F-Ph 


4-Pyr 


Me 


3-Et 


5-43 


A T" Tll_ 

4-F-Ph 


4-Pyr 


Me 


3-Pr 


C A A 

5-44 


A T 1 Til 

4-F-Ph 


4-Pyr 


Me 


3,3-diMe 


5-45 


/| "T~> Til 

4-F-Ph 


4-Pyr 


Me 


5-Me 


C /l c 

5-46 


y| T7 Til 

4-F-Ph 


4-Pyr 


Me 


5-Et 


C /I ^7 

5-47 


/I T 1 Til 

4-F-Ph 


4-Pyr 


Me 


5-Pr 


C A Q 

5-4o 


A TT Til. 

4-F-Ph 


4-Pyr 


Me 


5,5-diMe 


C AC\ 

5-4y 


/I T™" Til 

4-F-Ph 


4-Pyr 


Me 


6-Me 


C C A 

5-50 


4-F-Ph 


4-Pyr 


Me 


6-Et 


C C1 

5-51 


/I T"» T»1 

4-F-Ph 


4-Pyr 


Me 


6-Pr 


C CO 

5-52 


4-F-Ph 


4-Pyr 


Me 


6,6-diMe 


C CO 

5-53 


4-F-Ph 


4-Pyr 


Me 


6,6-diF 


5-54 


4-F-PVi 


h— r^yr 


Me 


o,6-CH2CH2- 


5-55 


4-F-Ph 


4-Pyr 


Me 


6-Oxo 


5-56 


4-F-Ph 


4-Pyr 


Me 


8-Me 
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5-57 


4-F-Ph 


4-Pyr 


Me 


8-Et 


5-58 


4-F-Ph 


4-Pyr 


Me 


8-Pr 


5-59 


4-F-Ph 


4-Pyr 


Me 


8-Ph 


5-60 


4-F-Ph 


4-Pyr 


Me 


8a-Me 


5-61 


4-F-Ph 


4-Pyr 


Me 


8a-Et 


3-OZ 


4-r -rJl 


4-Pyr 


Me 


8a-Pr 


5-63 


4-F-Ph 


4-Pyr 


H 




5-64 


4-F-Ph 


4-Pyr 


Me 
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Table 6 



Compound No. 


R 


R 


R 


R> 


6-1 


4-F-Ph 


4-Pyr 


Me 


1-Me 


6-2 


4-F-Ph 


4-Pyr 


Me 


2-Me 


6-3 


4-F-Ph 


4-Pyr 


Me 


2-Et 


6-4 


4-F-Ph 


4-Pyr 


Me 


2-Pr 


6-5 


4-F-Ph 


4-Pyr 


Me 


2-Bu 


6-6 


4-F-Ph 


4-Pyr 


Me 


2-Allyl 


6-7 


4-F-Ph 


4-Pyr 


Me 


2-Ph 


6-8 


4-F-Ph 


4-Pyr 


Me 


2-Bn 


6-9 


4-F-Ph 


4-Pyr 


Me 


2-Phet 


6-10 


4-F-Ph 


4-Pyr 


Me 


3-Me 


6-11 


4-F-Ph 


4-Pyr 


Me 


3-Et 


6-12 


4-F-Ph 


4-Pyr 


Me 


3-Pr 


6-13 


4-F-Ph 


4-Pyr 


Me 


3,3-diMe 


6-14 


4-F-Ph 


4-Pyr 


Me 


5-Me 


6-15 


4-F-Ph 


4-Pyr 


Me 


5-Et 


6-16 


4-F-Ph 


4-Pyr 


Me 


5-Pr 


6-17 


4-F-Ph 


4-Pyr 


Me 


5,5-diMe 


6-18 


4-F-Ph 


4-Pyr 


Me 


6-Me 


6-19 


4-F-Ph 


4-Pyr 


Me 


6-Et 


6-20 


4-F-Ph 


4-Pyr 


Me 


6-Pr 


6-21 


4-F-Ph 


4-Pyr 


Me 


6,6-diMe 


6-22 


4-F-Ph 


4-Pyr 


Me 


6,6-diF 


6-23 


4-F-Ph 


4-Pyr 


Me 


6,6-CH 2 CH 2 - 


6-24 


4-F-Ph 


4-Pyr 


Me 


6-Oxo 


6-25 


4-F-Ph 


4-Pyr 


Me 


8-Me 
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6-26 


4-F-Ph 


4-Pyr 


Me 


8-Et 


6-27 


4-F-Ph 


4-Pyr 


Me 


8-Pr 


6-28 


4-F-Ph 


4-Pyr 


Me 


8-Ph 


6-29 


4-F-Ph 


4-Pyr 


Me 


8a-Me 


6-30 


4-F-Ph 


4-Pyr 


A AT 

Me 


8a-Et 


6-31 


4-F-Ph 


4-Pyr 


Me 


8a-Pr 


6-32 


4-F-Ph 


4-Pyr 


Me 
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Table 7 



Compound No. 


R 1 


R 2 


R 4 


R 6 


7-1 


4-F-Ph 


4-Pyr 


H 


- 


7-2 


4-F-Ph 


4-Pyr 


H 


1-Me 


7-3 


4-F-Ph 


4-Pyr 


H 


1-Et 


7-4 


4-F-Ph 


4-Pyr 


H 


1-Pr 


7-5 


4-F-Ph 


4-Pyr 


H 


1,1-diMe 


7-6 


4-F-Ph 


4-Pyr 


H 


2-Me 


7-7 


4-F-Ph 


4-Pyr 


H 


2-Et 


7-8 


4-F-Ph 


4-Pyr 


H 


2-Pr 


7-9 


4-F-Ph 


4-Pyr 


H 


2-Bu 


7-10 


4-F-Ph 


4-Pyr 


H 


2-Allyl 


7-11 


4-F-Ph 


4-Pyr 


H 


2-Ph 


7-12 


4-F-Ph 


4-Pyr 


H 


2-Bn 


7-13 


4-F-Ph 


4-Pyr 


H 


2-Phet 


7-14 


4-F-Ph 


4-Pyr 


H 


2,2-diMe 


7-15 


4-F-Ph 


4-Pyr 


H 


2-OH 


7-16 


4-F-Ph 


4-Pyr 


H 


2-MeO 


7-17 


4-F-Ph 


4-Pyr 


H 


2-EtO 


7-18 


4-F-Ph 


4-Pyr 


H 


2-PrO 


7-19 


4-F-Ph 


4-Pyr 


H 


2,2-di(MeO) 


7-20 


4-F-Ph 


4-Pyr 


H 


2,2-di(EtO) 


7-21 


4-F-Ph 


4-Pyr 


H 


2,2-OCH 2 CH 2 0- 


7-22 


4-F-Ph 


4-Pyr 


H 


2-Oxo 


7-23 


4-F-Ph 


4-Pyr 


H 


2-F 


7-24 


4-F-Ph 


4-Pyr 


H 


2-C1 


7-25 


4-F-Ph 


4-Pyr 


H 


2-Br 
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7 OA 


A T7 DVi 

4-r -rfl 


H-ryr 


TT 

ri 


7 T 

2-1 


7 77 


4-r -rn 


A D, 

4-ryr 


TT 

rl 


2,2-dir 


7 7Q 

/-2o 


/I T7 DV» 

4-r-rn 


4-ryr 


TT 

ri 


2,2-diCI 


7 OQ 

/-zy 


/I T7 DU 

4-r -ril 


4-Pyr 


TT 

H 


2,2-diBr 


7 in 
/-JU 


/I T7 DU 

4-r -rfl 


4-Pyr 


TT 

H 


3 -Me 


/-J 1 


A 17 DU 

4-r -rn 


4-Pyr 


TT 

rl 


3-Et 


7 17 


4-r-rxl 


4-Pyr 


T T 

H 


3-Pr 


7 11 


/I T7 DU 

4-r-rn 


4-Pyr 


TT 

H 


3,3-diMe 


7 Izl 
/-J4 


A T7 DV» 

4-r -rn 


4-Pyr 


TT 

H 


5 -Me 


7 1^ 
/-JJ 


/I T7 DU 

4-r -rn 


4-ryr 


TT 

H 


c t7a 

5-Et 


7 1£ 

/-Jo 


/I TT DU 

4-r-rn 


4-Pyr 


TT 

H 


5-Pr 


7 17 
/-J / 


A T7 DU 

4-r-rn 


4-Pyr 


TT 

H 


5 ? 5-diMe 


7 IB 
/-jo 


/I T7 

4-r -rn 


/I Di n. 

4-ryr 


TT 

rl 


6-Me 


7 lO 


/I X? DU 

4-r -rn 


A D-* r— 

4-ryr 


TT 

H 


o-Et 


7 /in 
/-4U 


A T7 DU 

4-r-rn 


4-Pyr 


TT 

H 


/" t» 

6-Pr 


/-41 


A T7 DU 

4-r-rn 


4-Pyr 


T T 

H 


✓~ t*1 

6-Ph 


7 /17 

/-42 


A T7 DU 

4-r-rn 


4-Pyr 


TT 

H 


8-Me 


7 ill 
/-4J 


a r? du 
4-r -rn 


4-ryr 


TT 

H 


O T"7 x 

8-Et 


7 /l/l 
/-44 


A T7 DU 

4-r -rn 


4-Pyr 


TT 

H 


8-Pr 


/-4j 


A T7 DU 

4-r -rn 


4-Pyr 


T T 

H 


O O J * Tk >r 

8,8-diMe 


/-40 


A X7 DU 

4-r -rn 


4-Pyr 


TT 

H 


O O J • T^ 

8,8-diF 


7 zl7 
/-4 / 


A T? DV» 

4-r-rn 


4-ryr 


TT 

H 




/-4o 


/I 17 DU 

4-r -rn 


4-ryr 


TT 

H 


8-Oxo 


7 AQ 


/I T7 DU 

4-r-rii 


4-ryr 


TT 
H 


8 a- Me 


7 

/ou 


/I 17 DU 

4-r -rn 


4-Pyr 


TT 

H 


8a-Et 


7 <1 


/I T7 DU 

4-r -rn 


4-Pyr 


TT 

H 


8a-Pr 


7 ^7 


A T7 DU 

4-r-rn 


4-Pyr 


Me 




7 ^1 
/-jJ 


/I T7 nu 

4-r-rn 


4-Pyr 


Me 


1-Me 


7 ^/l 
/04 


/I T7 DU 

4-r-rn 


4-Pyr 


Me 


1-Et 


7-55 


4-F-Ph 


A-Pvr 

*t-r yi 


ivie 


i-rr 


7-56 


4-F-Ph 


4-Pyr 


Me 


1,1-diMe 


7-57 


4-F-Ph 


4-Pyr 


Me 


2-Me 
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7 

/"JO 


4-F-rn 


4-Pyr 


Me 


2-Et 


7 


/* T? T)U 

4-r-Fh 


4-Pyr 


Ik AT 

Me 


2-Pr 


7 /CA 

/-oU 


/i T7 nu 

4-r-Ph 


4-Pyr 


Me 


2-Bu 


7 /C 1 

/-ol 


4-r-Ph 


A T\ 

4-Pyr 


Me 


2-Allyl 


7 /CO 

7-oz 


A T" 1 Tk"L. 

4-F-Ph 


A T\ 

4-Pyr 


Me 


2-Ph 




y| T? Til 

4-F-Ph 


A T\ 

4-Pyr 


Me 


2-Bn 


7 C A 

7-64 


/I Til 

4-F-Ph 


4-Pyr 


Me 


2-Phet 


7 /Cc 
/-OO 


A T7 Til, 

4-F-Ph 


4-Pyr 


Me 


2,2-diMe 


/-oo 


4-r-rn 


4-Pyr 


TV AT _ 

Me 


2-0H 


/-o / 


A T7 Til. 

4-F-Ph 


4-Pyr 


Me 


2-MeO 


7 /CO 

/-Oo 


/I T7 Til. 

4-F-Ph 


A T~\ 

4-Pyr 


Me 


2-EtO 


/-oy 


/I T? TlV 

4-F-Ph 


4-Pyr 


Me 


2-PrO 


7 7n 


/! T? Til. 

4-F-Ph 


4-Pyr 


Me 


2,2-di(MeO) 


7 7 1 
/- /I 


4-F-Ph 


A T\ 

4-Pyr 


Me 


2,2-di(EtO) 


7 77 
I'll 


. 4-F-Ph 


A Ti 

4-Pyr 


Me 


2,2-OCH 2 CH 2 0- 


7 7"5 

1-/5 


/I T7 Til. 

4-F-Ph 


A T» 

4-Pyr 


Me 


2-Oxo 


7 7/1 


4-F-Ph 


A T\ 

4-Pyr 


Me 


2-F 


/- /D 


4-F-Ph 


4-Pyr 


Me 


2-C1 


7 7/C 


/I T— 1 T11 

4-F-Ph 


4-Pyr 


Me 


2-Br 


7 77 

1- 1 1 


A T"" T4t_ 

4-F-Ph 


4-Pyr 


Me 


2-1 


7 70 

/-/o 


4-F-Ph 


A T\ 

4-Pyr 


Me 


2,2-diF 


7 70 

/- /y 


4-F-Ph 


A T* 

4-Pyr 


Me 


2,2-diCl 


7 on 
/-oU 


4-F-Ph 


A T» 

4-Pyr 


Me 


2,2-diBr 


7 O 1 

/-ol 


/l T7 T1U 

4-F-Ph 


A Ti 

4-Pyr 


Me 


3 -Me 


7 O 


A T7 Til. 

4-F-Ph 


A T\ 

4-Pyr 


Me 


3-Et 


7 

/-oJ 


A T? Til- 

4-F-Ph 


A T\ 

4-Pyr 


Me 


3-Pr 


7 O A 

7-84 


/l "I— " Til 

4-F-Ph 


4-Pyr 


Me 


3,3-diMe 


7 0^ 

/-so 


/I T7 Til. 

4-F-Ph 


A T\ 

4-Pyr 


Me 


5-Me 


7 O^I 

/-oo 


A T? nL 

4-F-Ph 


4-Pyr 


Me 


5-Et 


7-87 
/ o / 


t-r-rn 


A "Dt rr- 

^•-Jryr 


ivie 


O-Fr 


7-88 


4-F-Ph 


4-Pyr 


Me 


5,5-diMe 


7-89 


4-F-Ph 


4-Pyr 


Me 


6-Me 
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7 00 


A V PVi 
4-r -ril 


A Px/r 

4-i yr 


IVic 


0-rit 


7 Q1 

i-y i 


A T? pi. 

4-r "ill 


4-ryr 


Me 


o-rr 


7 07 


A TT PV» 

4-r -rii 


A Di/r 

4-ryr 


Me 


A PVi 


7 


A Tt PVi 

4-r -rn 


/I Pi TV 

4-ryr 


A>f <a 

Me 


o-Me 


7 OA 

/ -yn 


A T? PVi 


4-ryr 


A/To 

Me 


o-xit 


7 


A T? PVi 
4-r-ril 


/i "D x „. 

4-ryr 


Me 


o-rr 


7 


4-r -rn 


4-ryr 


Me 


o,o-aiMe 


7 Q7 

/ -y i 


A 17 PVi 


A Din- 

4-ryr 


Me 


o,o-air 




A T? PVi 

4-r -x n 


4-ryr 


Me 


O O pTT flT 

0,0-^il2^1i2" 


7-00 


A F PVi 
4-r -rn 


4-ryr 


Me 


o-UXO 


7 i no 


A J? PVi 


/I Din* 

4-ryr 


Me 


O n A AT- 

oa-Me 


7 1 ni 


A Tn PVi 

4-r -rn 


A Pt rr- 

4-ryr 


Me 


o rt i^+ 


7 i no 


A T7 PVi 

4-r -r n 


A Dirr 

4-ryr 


Me 


oa-rr 


7 i 


A T7 p^ 

4-r -r n 


/I T) , n- 

4-ryr 


TT 

rl 


z->Crl2 


7 1 OA 
1 - 1 U4 


A T7 PVk 

4-r -in 


/I P-* rv 

4-ryr 


TT 

rl 


O ^/^TTA A ^ 

z->CrlMe 


7 1 OS 


A J? PVi 
4-JT -rn 


/I T), ~. 

4-ryr 


TT 

rl 


2->Crllit 


7-1 Ofi 


A T7 PVi 
4-r -ill 


4-ryr 


TT 

rl 


z->Crlrr 


7 1 07 
/-1U / 


A 17 PVi 
4-r -iu 


/I Bin- 

4-ryr 


TT 

rl 


2->C(Me)2 


7 1 f>2 


/l T7 PVi 

4-r-rn 


A Tit 

4-ryr 


TT 

rl 


2->CHPh 


7 i no 


A TT PVi 
4-Jr-rn 


4-ryr 


TT 

rl 


2,2-airn 


7 1 1 n 

/ - 1 I u 


A T7 PVi 

4-r -rn 


4-ryr 


TT 

rl 


2,z-U(CH2)30- 


7 111 
/-ill 


A Th PVi 

4-r -in 


4-ryr 


TT 

hi 


z,z-UCH2C(Me)2CH20- 


7 1 1 9 

/-l 1Z 


A In PVi 

4- r -in 


4-ryr 


TT 

ti 


O O /pTT \ 

2,2-(CH 2 )2- 


7-11^ 


A In Ph 

4-r -in 


A Pxrt- 

4-ryr 


TT 

rl 


O O //^T_T \ 

2 3 2-(Crl 2 )3- 


7 1 1 A 

/ - 1 14 


A T7 PVi 
4-r -rn 


4-ryr 


TT 

rl 


2,2-(CH 2 ) 4 - 


7 1 K 

/- 1 1 J 


A T7 PVi 
4-r -fll 


4-ryr 


TT 

rl 


2,2-(CH 2 )5- 


7 1 1 £ 
/-I ID 


A P PV> 

4-r -in 


A D,rr 

4-ryr 


TT 

rl 


2-MeS 


7-117 
/-ii/ 


A P PVi 

4-r -rn 


4-ryr 


TT 


2-ritb 


7-1 1 R 
/ 1 1 o 


A T7 Pli 
4-1 -111 


A Dtrr 

4-r yr 


TT 

rl 


2-rro 


7-119 


4-F-Ph 


4-Pvr 


H 




7-120 


4-F-Ph 


4-Pyr 


H 


2-MeS0 2 


7-121 


4-F-Ph 


4-Pyr 


H 


2-PhO 
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7-122 


4-Cl-Ph 


4-Pyr 


TJ 

rl 


1 A /f ~ 

1-JVle 


7-123 


A /"II Til 

4-Cl-Ph 


A x\ 

4-Pyr 


T T 

H 


1-ht 


7-124 


4-Cl-Ph 


4-Pyr 


TT 

H 


1-Pr 


7-125 


4-Cl-Ph 


A T\ 

4-Pyr 


TT 

H 


1,1-diMe 


7-126 


4-Cl-Ph 


A T% 

4-Pyr 


H 


2-Me 


7-127 


A 1 TVI 

4-Cl-Ph 


A T% 

4-Pyr 


TT 

H 


2-Et 


7-128 


yf T"\1 

4-Cl-Ph 


A T\ 

4-Pyr 


TT 

H 


2-Pr 


7-129 


4-Cl-Ph 


A T\ 

4-Pyr 


TT 

H 


2-Bu 


7-130 


A 1 TM 

4-Cl-Ph 


4-Pyr 


TT 

H 


O A 11,,1 

2-Allyl 


7-131 


4-Cl-Ph 


4-Pyr 


TT 

H 


2-Pn 


7-132 


yl 1 Tk1 

4-Cl-Ph 


4-Pyr 


TT 

H 


2-Bn 


7-133 


4-Cl-Ph 


A "Pi 

4-Pyr 


TT 

H 


2-Pnet 


7-134 


4-Cl-Ph 


A TT» 

4-Pyr 


TT 

H 


2,2-diMe 


7-135 


4-Cl-Ph 


A T\ 

4-Pyr 


TT 

H 


ATT 

2-OH 


7-136 


4-Cl-Ph 


A T* 

4-Pyr 


TT 

H 


2-MeO 


7-137 


4-Cl-Ph 


4-Pyr 


TT 

H 


2-EtO 


7-138 


yl 1 T*1 

4-Cl-Ph 


A T\ 

4-Pyr 


TT 

H 


2-PrO 


7-139 


4-Cl-Ph 


4-Pyr 


H 


2,2-di(MeO) 


7-140 


4-Cl-Ph 


A T\ 

4-Pyr 


TT 

H 


2,2-di(EtO) 


7-141 


A /""M T1"l_ 

4-Cl-Ph 


yl T"k 

4-Pyr 


TT 

H 


2,2-OCH 2 CH20- 


7-142 


A T*1 

4-Cl-Ph 


A T% 

4-Pyr 


TT 

H 


2-Oxo 


7-143 


4-Cl-Ph 


4-Pyr 


TT 

H 


O T— 1 

2-F 


7-144 


4-Cl-Ph 


yl T» 

4-Pyr 


TT 

H 


2-C1 


7-145 


4-Cl-Ph 


yl Tk 

4-Pyr 


TT 

H 


2-Br 


7-146 


4-Cl-Ph 


yl T\ 

4-Pyr 


TT 

H 


2-1 


7-147 


4-Cl-Ph 


yl T* 

4-Pyr 


TT 

H 


2,2-diF 


7-148 


4-Cl-Ph 


yl T"k 

4-Pyr 


TT 

H 


2,2-diCl 


7-149 


4-Cl-Ph 


4-Pyr 


TT 

H 


2,2-diBr 


7-150 


4-Cl-Ph 


4-Pyr 


H 


3 -Me 


7-151 


yl Til- 

4-Cl-Pn 


4-Pyr 


TT 

H 


3-Et 


7-152 


4-Cl-Ph 


4-Pyr 


H 


3-Pr 


7-153 


4-Cl-Ph 


4-Pyr 


H 


3,3-diMe 
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O 1 C A 

7-154 


A /~M TIL 

4-Cl-Pn 


A Tl- 

4-Pyr 


TT 

H 


C ~\ AT 

5 -Me 


o 1 cc 

7-155 


/4 Til* 

4-Cl-Ph 


A Tl- 

4-Pyr 


TT 

H 


5-Et 


O 1 CC 

7-156 


A /""'I Til- 

4-Cl-Pn 


4-Pyr 


TT 

H 


r- Tl 

5-Pr 


o i C7 

7-157 


/l Tll_ 

4-Cl-Pn 


4-Pyr 


H 


5,5-diMe 


O 1 CO 

7-158 


yi /-II TH_ 

4-Cl-Pn 


A T\ 

4-Pyr 


H 


6-Me 


O 1 C C\ 

7-159 


A Til- 

4-Cl-Ph 


A Tl 

4-Pyr 


H 


6-Et 


"7 1 /CA 


A Tit. 

4-Cl-Pn 


A Tl 

4-Pyr 


H 


6-Pr 


O 1 /C1 

7-161 


4-Cl-Ph 


A Tl 

4-Pyr 


H 


6,6-diMe 


O 1 /CO 

7-162 


v| /— 11 TJV 

4-Cl-Ph 


4-Pyr 


TT 

H 


6-Oxo 


""7 1 /TO 

7-163 


vl Til- 

4-Cl-Ph 


4-Pyr 


T T 

H 


8 -Me 


7-164 


A Til- 

4-Cl-Ph 


4-Pyr 


H 


8-Et 


7-165 


4-Cl-Ph 


A T\ 

4-Pyr 


H 


8-Pr 


O 1 /T/C 

7-166 


4-Cl-Ph 


/I T» 

4-Pyr 


H 


8-Ph 


7-167 


4-Cl-Ph 


4-Pyr 


H 


8a-Me 


O 1 /CO 

7-168 


/I Til 

4-Cl-Ph 


A ~T\ 

4-Pyr 


H 


8a-Et 


O 1 /CO 

7-169 


/i /^i Til. 

4-Cl-Ph 


A Tl 

4-Pyr 


H 


8a-Pr 


O 1 OA 

7-17U 


A /^"X Til- 

4-Cl-Ph 


yl Tl 

4-Pyr 


H 


6,6-(CH 2 ) 2 - 


o ni 

7-171 


A Til- 

4-Cl-Ph 


A T\ 

4-Pyr 


H 


6,6-diF 


7-172 


4-Cl-Ph 


4-Pyr 


H 


2->CH 2 


O 1 T5 

/-173 


/I T11_ 

4-Cl-Ph 


A Tl 

4-Pyr 


H 


2->CHMe 


7-174 


y| /""M Til 

4-Cl-Ph 


4-Pyr 


H 


2->CHEt 


O 1 OC 

7-175 


/I /~t1 Tll_ 

4-Cl-Ph 


/l T\ 

4-Pyr 


H 


2->CHPr 


O 1 O/C 

7-176 


A S~~i1 Til. 

4-Cl-Ph 


A T\ 

4-Pyr 


H 


2->C(Me) 2 


O 1 TO 

7-177 


/I T11_ 

4-Cl-Ph 


A Tl 

4-Pyr 


H 


2->CHPh 


O 1 oo 

7-178 


/i 1 tii_ 

4-Cl-Ph 


A Tl 

4-Pyr 


H 


2,2-diPh 


o 1 on 
7-179 


/I Til. 

4-Cl-Ph 


4-Pyr 


H 


2,2-0(CH 2 ) 3 0- 


7-180 


4-Cl-Ph 


4-Pyr 


H 


2,2-OCH 2 C(Me) 2 CH 2 0- 


O 1 O 1 


/! /""H Til. 

4-Cl-Pn 


A Tl 

4-Pyr 


H 


2,2-(CH 2 ) 2 - 


O 1 oo 

/-182 


A /"^ 1 Til- 

4-Cl-Ph 


/I Tl 

4-Pyr 


H 


2,2-(CH 2 ) 3 - 


/-I Oj 




4-ryr 


TT 

rl 


O O /PIT \ 

2,2-(CH 2 ) 4 - 


7-184 


4-Cl-Ph 


4-Pyr 


H 


2,2-(CH 2 ) 5 - 


7-185 


4-Cl-Ph 


4-Pyr 


H 


2-MeS 
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7-186 


4-Cl-Ph 


4-Pyr 


H 


2-EtS 


7-187 


4-Cl-Ph 


4-Pyr 


H 


2-PrS 


7-188 


4-Cl-Ph 


4-Pyr 


H 


2-BuS 


7-189 


4-Cl-Ph 


4-Pyr 


H 


2-MeS0 2 


7-190 


4-Cl-Ph 


4-Pyr 


H 


2-PhO 


7-191 


4-F-Ph 


4-Pyr 


H 


2-(4-MeO-Ph) 


7-192 


4-F-Ph 


4-Pyr 


H 


2-(4-Me-Ph) 


7-193 


4-F-Ph 


4-Pyr 


H 


2-(4-F-Ph) 


7-194 


4-F-Ph 


4-Pyr 


H 


2-(4-CF 3 -Ph) 


7-195 


4-F-Ph 


4-Pyr 


H 


2-(4-Cl-Ph) 


7-196 


4-F-Ph 


4-Pyr 


H 


2-(2,4-diF-Ph) 


*7 1 '""7 

7-197 


3-CF 3 -Ph 


4-Pyr 


H 


2-(4-MeO-Ph) 


7-198 


3-CF 3 -Ph 


4-Pyr 


H 


2-(4-Me-Ph) 


7-199 


3-CF 3 -Ph 


4-Pyr 


H 


2-(4-F-Ph) 


7-200 


3-CF 3 -Ph 


4-Pyr 


H 


2-(4-CF 3 -Ph) 


7-20 1 


3-CF 3 -Ph 


4-Pyr 


H 


2-(4-Cl-Ph) 


7-202 


3-CF 3 -Ph 


4-Pyr 


H 


2-(2,4-diF-Ph) 


7-203 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2->CH 2 


7-204 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2->CHMe 


7-205 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2->CHEt 


7-206 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2->CHPr 


7-207 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2->C(Me) 2 


7-208 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2->CHPh 


7-209 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2,2-diPh 


7-210 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2,2-0(CH 2 ) 3 0- 


7-211 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2,2-OCH 2 C(Me) 2 CH 2 0- 


7-212 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2,2-(CH 2 ) 2 - 


/"7 rvl ^ 

7-213 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2,2-(CH 2 ) 3 - 


7-214 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2,2-(CH 2 ) 4 - 


7 OK 


4-r-rn 


2-Nxi 2 -4-Pym 


TT 


2,2-(CH 2 ) 5 - 


7-216 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2-MeS 


7-217 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2-EtS 



S:/Chemical/Sankyo/FP0207/FP0207s2 



P85695/FP-0207(PCT)/English translation (pt.2)/tsa-ig/03.07.03 



130 



7 OIC 
/-ZIo 


4 T7 T>Vi 

4-r -rn 


7 XTT-T /I n^Tm 

Z-PsJrl2-4-rym 


TJ 


O T>~0 

z-rrb 


/-Zly 


4-r -rn 


z-JNri2-4-rym 


TT 


2-BuS 


7 OOA 

/-zzu 


4-r -r n 


7 XTTT y| TJ__^ 

z-JNri2-4-rym 


TT 

H 


2-MeS02 


7 77 1 
/-ZZ 1 


4 T7 T>Vi 

4-r -rn 


Z-JNrl2-4-Fym 


TT 


2-PhO 


/-zzz 


4-Ul-rn 


z-JNrl2-4-rym 


TT 

rl 


1 X K _ 

1-Me 


7 771 
/-ZZJ 


A "DVi 

4-Cl-rn 


z-NH2-4-Pym 


TT 

H 


l-Et 


7 004 
/-ZZ^f 


4-Cl-Jrn 


7 "XTTT A TJ„ 

z-JNrl2-4-Pym 


TT 

H 


1-Pr 


7 70^ 
/-ZZZ) 


4-d-ril 


O XTTT /I T>» 

z-JNrl2-4-Pym 


TT 

H 


l,l-diMe 


7 OO^ 

/-zzo 


4-d-Jril 


z-NH2-4-Pym 


TT 

H 


2-Me 


7 007 
/-ZZ / 


4-d-rn 


O XTTT /f T|_ 

z-JNrl2-4-i J ym 


TT 

H 


/-» T?A 

2-Et 


7 OOQ 
/-ZZo 


4-Cl-rn 


O XTTT A T> 

2-NH2-4-Pym 


T T 

H 


2-Pr 


7 090 


4 r^l DVi 

4-L>l-Jrfi 


7 XTT_T A T>, 

Z-JNxi2-4-Pym 


TT 

H 


2-Bu 


7 010 


4-Ll-rn 


Z-JNrl2-4-rym 


TT 


O A 1 1 . .1 

2-Allyl 


7 Oil 


4 r^l DVi 
4-Ll-rJl 


O XTTT A T)„ 

z-JNrl2-4-Pym 


T T 

H 


2-Ph 


7 010 
/-ZjZ 


4-Cl-rn 


O XTTT /f TV 

z-JNri2-4-Pym 


T T 

H 


2-Bn 


7 Oil 
/-Zjj 


4-d-r p n 


O XTTT /i "n 

2-NH2-4-Pym 


T T 

H 


2-Phet 


7 014 


4-L4-rn 


O XTTT /I T* 

2-Nri2-4-Pym 


T T 

H 


2,2-diMe 


7 01*; 


4-t^l-rn 


O XTTT A T%- 

z-Nri2-4-Pym 


TT 

H 


2-OH 


7 01A 
/-ZJO 


4-d-rn 


1 XTTT A Tfc 

2-NH2-4-Pym 


TT 

H 


2-MeO 


7 017 
/-Zj / 


4-Cl-rn 


O XTTT A T» 

2-Nri2-4-Pym 


H 


2-EtO 


7 018 


4-Ul-rn 


O XTTT A T\ 

2-NH2-4-Pym 


H 


2-PrO 


7 01Q 


4-Ul-rn 


O XTTT A T\ 

2-NH 2 -4-Pym 


H 


2,2-di(MeO) 


7 04H 


4-d-rn 


O XTTT A Tiw 

z-Nrl2-4-Pym 


TT 

H 


2,2-di(EtO) 


7 041 
/-Z*f i 


a r^i DV. 
4-d-ril 


O XTTT /I T> 

2-NH2-4-Pym 


TT 

H 


2 ? 2-OCH 2 CH20- 


7 040 


4-Ll-rn 


7 XTT_T /I Ti, 

z-JNrl2-4-Pym 


TT 

H 


^ y— \ 

2-Oxo 


7 041 


4-L4-rn 


O XTTT /l Ti 

z-NH2-4-Pym 


TT 

H 


2-F 


7 044 


4 r*i *DU 
4-L4-rn 


O XTTT /i TT, ™^ 

2-NH2-4-Pym 


TT 

H 


2-C1 


7 04^ 


4-Cl-rn 


O XTTT /t T*» 

2-NH 2 -4-Pym 


H 


2-Br j 


7 04^ 


4-Ui-rn 


O XTTT /! T* 

2-NH2-4-Pym 


H 


2-1 


7-247 


4-Cl-Ph 


7_XJT_r /i p 


T_T 

n 


0 0 rliT? 

z ? z-air 


7-248 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2,2-diCl 


7-249 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2,2-diBr 
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7-250 


4-P1-Ph 


9 "NTH^ A P\/m 


XJ 
XX 


J-lVlC 


7-251 


4-P1-Pli 


9 -"NTT., 4-P\/m 
z-imi2 - t -it yni 


XX 


^ Pt 


7-259 


4-Pl-Ph 


z -i\i ri2 " x yin 


XX 




7-251 


4 pi Ph 


z -in xi2 ym 


Tjr 

XX 




7-254 


4-P1-Ph 


z - in xi2 ^ yni 


XJ 
XX 


3-ivie 


7-25*5 


A PI PVi 


z -in xi2~T , " , i ym 


XJ 
XX 




7-256 


4-P1-Ph 

*+-V^/l - X 11 


z - in ri2 -*f- r ym 


x_r 

XX 


c p r 


7-257 


4-P1 -Ph 


z -in 112 ~± ym 


TT 
XX 


jjD-aiiVie 


7-258 


4-PI-PVi 

*T" V^l-X 11 


9 XFP\ A T>\rm 

z -in ri2 -*r -r ym 


XT 
XX 


o-ivie 


7-259 


4-P1-Ph 


9 7SJTT~ A P\nn 

z - in ±12 "*r ym 


XX 


O-xil 


7-260 


4-P1-PVi 


z - in ±i2 - t-x ym 


tr 

XX 




7-261 


4-Pl-Ph 
H—V^l-x 11 


z-iNri2""T— a ym 


TT 

xl 


6,6-diMe 


7-262 


4-P1 Ph 


z -in ri2 a ym 


TT 
XX 


o-uxo 


7-261 


4-P1 PVi 

*T~ l^/l-J^ll 


z -in ri2-T— x yni 


TT 
XX 


O A vf ^ 


7-264 


4-PI-PVi 
v^i-x 11 


9 XTP\ A P\n-n 

z-iNxi2-^T-x ym 


TT 
XX 


o-iit 


7-265 


4-PI-Ph 

*+-\^l-x 11 


z-iNri2-T-x ym 


TT 
ll 


O T)- 


7-266 


4 PI PVi 


z-iNri2-4-x^ym 


TT 

xl 


o-rll 


7-967 


4 PI PVi 


z -in ri2 -4- .r ym 


TT 

rl 


oa-Me 


7-268 


4-P1 Ph 

^r-V^/l-x^ll 


z-iNxx2-'H-i ym 


TT 

xl 


oa-Jbt 


7-269 


4-Pl-Ph 

*■+ v_^l x ll 


z -in xi2 -.r ym 


LT 
XX 


O 0 T)„ 


1-210 


4-Pl-Ph 

*T Vw^l ± 11 


Z-1NXX2-H— x ym 


IT 
IX 


o,o-(Lrl2)2- 


7-271 


4-P1-PVi 1 

*T - V^1-X 11 


z -in xi2 -*f -r ym 


TT 

xl 


0,0-Cllr 


7-272 


4-Pl-Ph 
*+-\^l-x 11 


z -in xi2 x ym 


TT 

xl 


z->Url2 


7-271 


4-Pl-Ph 


Z -IN JCT2 "H- -r ym 


IT 

xl 


z->CrlJVle 




4-Pl-Ph 

*T~ \^l-± 11 


z-inxx2"^""a yni 


TT 

xl 


z->Urii}t 


7-275 


4 PI Ph 


z-iNri2-4-r^ym 


TT 

rl 


O ^/^TTTj*. 


7-276 


4-P1-Pri 


Z -IN xx2 -H-r ym 


IT 

xl 


z->L(Mej2 


1-211 


4-Pl-PVi 


Z - IN xl2 ~H -r ym 


TT 

xl 


z->Urll^n 


7-27R 


4-Pl-Ph 
H— V^l-x 11 


9 XTT-T« A Pirm 

z - in xx 2 - ^+ - x ym 


rl 


z,z-aiJ J n 


7-279 


4-Cl-Ph 


2-NH?-4-Pvm 

X ^ J. 1 A Jill 


H 




7-280 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2,2-OCH 2 C(Me) 2 CH 2 0- 


7-281 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2,2-(CH 2 ) 2 - 
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7-282 


4-Cl-Ph 

1 V_/X X 11 


2-NH->-4-Pvm 

11112 ■ x yiii 


H 

XX 


2 9-fCRo W 

Z,Z-^ri2,/3 


7-283 


4-Cl-Ph 


2-NH^-4-Pvm 
±>xx2 ■ -*- y^Ai 


XX 


9 9-fPR~ V.- 


7-284 


4-Cl-Ph 

T V— '± X 11 




H 

XX 


9 9-fPR^ ic- 


7-285 


4-Pl-Ph 

T Vxl X 11 


i>x 12 >x yiii 


R 

XX 


Z-IVXCD 


7-286 


4-Cl-Ph 


^- 1^x12 • x yiii 


XX 




7-287 


4-P1-Ph 

T V_^l X 11 


9 -XTH^ _4_P vm 
in xi 2 *t x yiii 


XX 


9 Pr^ 


7-288 


4-Cl-Ph 


9 -TsTHo -4-P vm 
i>i 12 « -L y in 


FT 

XX 




7-289 


4-Cl-Ph 

« V>1 X 11 


2-NR- > -4-Pvm 
i > x 12 ■ ! yiii 


XX 


9-Mp^sO^ 

Z -1YXCO W2 


7-290 


4-Cl-Ph 


2-NH->-4-Pvm 

i^ixx2 • x ym 


FT 

XX 


9-PhO 


7-291 


4-F-Ph 


1NXX2 *t x yiii 


r 

XX 


9-f4 MpO PM 


7-292 


4-F-Ph 


^ ixxx2 » x yiii 


R 

XX 


9-^4-Mp Ph i 
z-^H-ivxc-Jrii ^ 


7-293 


4-F-Ph 


?-NFF-4-Pvrn 

^. i > x 12 > i y in 


R 

XX 


9-^4-F-Ph i 
z,-^ t t - x^ -ill J 


7-294 


4-F-Ph 


i >x 12 i i yiii 


XT 
XX 


9-f4-PF^-PF i 
Z-^+- v^x 1 3~x 11 J 


7-295 


4-F-Ph 


2-NR->-4-Pvm 

^ i>xx2 • x yiii 


FT 

X X 


9_f4-Pl PVi i 

Z-^*+-\^l-x 11 ) 


7-296 


4-F-Ph 


i > x X2 *t r vm 


FT 

XX 


1.(1 4 HiF PM 


7-297 


3-CF^-Ph 
«-» >^x j i ii 




R 

XX 


z-^-iview-r^n j 


7-298 


3-PF7-Ph 

~J V-^X j 1 11 


9 -NTTn -4-P\nn 
z -ix xx 2 -*+- x y in 


R 
n 


9 (A M^ PVl^ 

z-^-ivie-x^ii j 


7-299 


3-CFi-Ph 

— ' V^X J X 11 


1>XX2 " X Jf ill 


FT 

XX 


9 f4 F PVi i 


7-300 


3-CF 3 -Ph 


i>xx2 » x yiii 


FT 

XX 


9-^4-PF» PF i 
z-^H-v^r 3~x ii j 


7-301 


3-PF^-Ph 

V^X j 1 11 


2-NTTo-4-Pvm 

z> 1NXX2 *t x y 111 


FT 

XX 


9 f4 PI P>i^ 


7-302 


3-PF^-Ph 




XX 




7-303 


4-F-Ph 


4-Pvr 

* x jri 


Mp 


9 >PR^ 
z--^v^xx2 


7-304 


4-F-Ph 


4-Pvr 

i i yi 


Mp 


9 >rWA/fp 
z-^v^xiivie 


7-305 


4-F-Ph 


4-Pyr 


Me 


9->PRFt 

Z -^V^XXX_,l 


7-306 


4-F-Ph 

~ X 1 11 


4-Pvr 

■T x y i 


Mp 


9->PRPr 
Z-^v^xTx 1 


7-307 


4-F-Ph 

"T X X 11 


4-Pvr 
*t"x yi 


Mp 


9 ^r^^A/f^ 

z-^^^ivie^ 


7-308 


4-F-Ph 

— 1 1 11 ! 


4-Pvr 

t X VI 


Mp 


z — ^Lnrn 


7-309 


4-F-Ph 


4-Pvr 
*t x yi 


Mp 


9 9 HiPVi 

z,z-aix^n 


7-310 


4-F-Ph 

~ X X 11 


4-Pvr 
*t -x yi 


Up 


Z,Z-U^x-l2 J3 { ^- 


7-311 


4-F-Ph 


4-Pyr 


Me 


2,2-OCH2CfMe,9CH?0- 


7-312 


4-F-Ph 


4-Pyr 


Me 


2,2-(CH 2 ) 2 - 


7-313 


4-F-Ph 


4-Pyr 


Me 


2,2-(CH 2 ) 3 - 
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7 71/1 


4-r -rfl 


/I T3i rr- 

4-ryr 


A An. 

Me 


9 i sr*Ti \ 
2,Z-(Crl2)4- 




/l T? DV» 

4-r -rfl 


4-ryr 


Me 


2 5 2-(CH 2 ) 5 - 


7 7 1 A 
/-J 10 


/i rr DVi 
4-r -rn 


4-ryr 


Me 


z-Meb 


i-j> 1 / 


/I 17 "DU 

4-r -r n 


4-1^ 


Avf ^> 

Me 


2- hia 


7 OIQ 


A T? TDK 

4-r-rn 


4-ryr 


Me 


2-PrS 


7 HQ 


A T7 T)"U 

4-r -rxl 


4-ryr 


Me 


2-BuS 


7 ion 
/-JZU 


4-r -rn 


4-ryr 


A A n 

Me 


2-MeSC>2 


7 10 1 
/-JZ 1 


4-r -rfl 


4-Fyr 


A An 

Me 


2-FnU 


7 799 


4-Lxl-rxl 


4-ryr 


A /To 

Me 


1 a>t« 
1-Me 


7 797 


A "DVi 

4-Ul-rn 


4-ryr 


A An 

Me 




7 79/! 


4-Ul-rn 


4-Pyr 


A If ~ 

Me 


l-Pr 


7 79^ 


4-Ul-rn 


4-ryr 


A An 

Me 


1 1 JJA >T _ 

1,1-diMe 


7 79A 
/-jZO 


4-Ul-ril 


4-ryr 


A An 

Me 


O A /f _ 

2-Me 


7 797 

/OZ / 


4-Ul-ril 


4-ryr 


A An 

Me 


2-iit 


7 798 


/I r*M "DV* 

4-Ul-rn 


4-ryr 


A An 

Me 


2-Pr 


7 79Q 


/I DU 

4-Ul-rn 


4-ryr 


A An 

Me 


2-Bu 


7 77fl 


/i r^i pv» 

4-Ul-rJl 


4-ryr 


A An 

Me 


O A 1 1 _ ,1 

2-Allyl 


7 771 
1-531 


4-Cl-rn 


4-Pyr 


Me 


2-Ph 


7 779 


4-Cl-rn 


4-Pyr 


Me 


2-Bn 


7 777 
/ -jjj 


/i r^i x>v» 


4-ryr 


A An 

Me 


O Til, n4- 

2-Pnet 


7 77A 


4-Ul-rn 


4-ryr 


A An 

Me 


2,2-diMe 


7 77^ 


4-t^l-rn 


/I Di r— 

4-ryr 


A An 

Me 


2-OH 


7 77A 
/-jjO 


4-Ul-rn 


4-ryr 


A An 

Me 


2-MeO 


7 777 
/-JO / 


4-Ul-rn 


4-ryr 


A K n 

Me 


2-EtO 


7 77C 


4-d-rn 


4-Pyr 


A K _ 

Me 


2-PrO 


7 77Q 


4-Cl-rn 


4-Pyr 


A K _ 

Me 


2,2-di(MeO) 


7 7/in 

/-j4U 


/i r^i dv. 
4-Ul-rn 


4-Fyr 


A A~ 

Me 


2,2-di(EtO) 


7 741 


4-Ul-rll 


4-ryr 


A An 

Me 


2 5 2-OCH2CH 2 0- 


7 7/19 


4-L,l-rxl 


4-Pyr 


Me 


2-Oxo 


7-343 


4-fl-Ph 

^ V_^l 1 11 


*+-r yi 


\A n 


9 "P 

z-r 


7-344 


4-Cl-Ph 


4-Pyr 


Me 


2-Cl 


7-345 


4-Cl-Ph 


4-Pyr 


Me 


2-Br 
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7-346 


4-Cl-Ph 


4-Pyr 


Me 


2-1 


7-347 


4-Cl-Ph 


A T> 

4-Pyr 


Me 


2,2-diF 


7-348 


4-Cl-Ph 


4-Pyr 


Me 


2,2-diCl 


7-349 


4-Cl-Ph 


4-Pyr 


Me 


2,2-diBr 


7-350 


4-Cl-Ph 


4-Pyr 


Me 


3 -Me 


7-351 


4-Cl-Ph 


4-Pyr 


Me 


3-Et 


7-352 


4-Cl-Ph 


4-Pyr 


Me 


3-Pr 


7-353 


4-Cl-Ph 


4-Pyr 


Me 


3,3-diMe 


7-354 


4-Cl-Ph 


A T\ 

4-Pyr 


Me 


5 -Me 


7-355 


4-Cl-Ph 


A T\ 

4-Pyr 


Me 


5-Et 


7-356 


4-Cl-Ph 


4-Pyr 


Me 


5-Pr 


7-357 


4-Cl-Ph 


4-Pyr 


Me 


5,5-diMe 


7-358 


4-Cl-Ph 


4-Pyr 


Me 


6-Me 


7-359 


4-Cl-Ph 


4-Pyr 


Me 


6-Et 


7-360 


4-Cl-Ph 


4-Pyr 


Me 


6-Pr 


7-361 


4-Cl-Ph 


4-Pyr 


Me 


6,6-diMe 


7-362 


4-Cl-Ph 


4-Pyr 


Me 


6-Oxo 


7-363 


4-Cl-Ph 


4-Pyr 


Me 


8 -Me 


7-364 


4-Cl-Ph 


4-Pyr 


Me 


8-Et 


7-365 


4-Cl-Ph 


4-Pyr 


Me 


8-Pr 


7-366 


4-Cl-Ph 


4-Pyr 


Me 


8-Ph 


7-367 


4-Cl-Ph 


A T*k 

4-Pyr 


Me 


8a-Me 


7-368 


4-Cl-Ph 


A T\ 

4-Pyr 


Me 


8a-Et 


7-369 


4-Cl-Ph 


A ~V\ 

4-Pyr 


Me 


8a-Pr 


7-370 


4-Cl-Ph 


4-Pyr 


Me 


6,6-(CH 2 ) 2 - 


7-371 


4-Cl-Ph 


4-Pyr 


Me 


6,6-diF 


7-372 


4-Cl-Ph 


4-Pyr 


Me 


2->CH 2 


7-373 


4-Cl-Ph 


4-Pyr 


Me 


2->CHMe 


7-374 


4-Cl-Ph 


4-Pyr 


Me 


2->CHEt 


/-J / J 


4-Cl-rn 


4-Fyr 


Me 


2->CHPr 


7-376 


4-Cl-Ph 


4-Pyr 


Me 


2->C(Me) 2 


7-377 


4-Cl-Ph 


4-Pyr 


Me 


2->CHPh 
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7 17C 
1-3 to 


A T>Vi 

4-i_A-rn 


4-ryr 


A /f _ 

Me 


2,2-aiPn 


7 17Q 
/-J /y 


4-Cl-rn 


4-ryr 


Me 


2 ? 2-0(CH2)30- 


7 ICO 


4-i^i-rn 


/I Din* 

4-ryr 


Me 


2 ? 2-UCH2C(Me)2CH20- 


7 1C1 


4-LA-r\n 


4-ryr 


Me 


2 5 2-(CH 2 )2- 


7 ICO 
/-joZ 


4-Cl-rn 


4-Pyr 


Me 


2,2-(CH 2 ) 3 - 


7 ICQ 


4-LA-r\a 


4-ryr 


Me 


O O /PTT \ 

2,2-(CH 2 )4- 


7 1CA 


4-ul-rn 


4-ryr 


Me 


2,2-(CH 2 )5- 


7 1C^ 

/-JOJ 


4-LA-rn 


4-Pyr 


A K ~ 

Me 


2-MeS 


/-joO 


4-Ll-rn 


4-fyv 


Me 


2-EtS 


7 187 
/Oo/ 


4-d-rn 


4-ryr 


Me 


2-PrS 


7 ICC 


4-Ul-Jrn 


A T">, ^ 

4-ryr 


X AT ^ 

Me 


2-BuS 


7 IRQ 

/ - J07 


4-LA-rn 


4-ryr 


A K ^ 

Me 


2-MeSU2 


7 1Q0 


4-L>l-rn 


4-ryr 


A A * 

Me 


2-PhO 


7 101 


4-r -rn 


4-ryr 


A K ~ 

Me 


2-(4-MeO-Ph) 


7 107 


4-r -rn 


4-ryr 


Me 


2-(4-Me-Ph) 


7 1Q1 

/-J7J 


4-r -rn 


4-Pyr 


TV /r _ 

Me 


2-(4-F-Ph) 


7 1QA 


4-r -rn 


4-Pyr 


Me 


2-(4-CF 3 -Ph) 


7 1CK 

/-J7J 


4-r -rtl 


4-Pyr 


Me 


2-(4-Cl-Ph) 


7 1Q£ 


4-r -rn 


4-Pyr 


Me 


2-(2,4-diF-Ph) 


7-107 

/ J v / 


1 r^T7 "DV. 
j-Lr3-rn 


4-ryr 


Me 


2-(4-MeO-Ph) 


7 1QR 

/-J70 | 


j-Lr3-rn 


4-ryr 


Me 


2-(4-Me-Ph) 


7 1QQ 

/ -J77 


1 f^T7 DU 

j-i^r^-rn 


4-ryr 


X K ^ 

Me 


2-(4-F-Ph) 


7 Ann 


3-Cr3-rxl 


4-Pyr 


X K 

Me 


2-(4-CF 3 -Ph) 




j-Lr3-rn 


4-ryr 


Me 


2-(4-Cl-Ph) 


7 AO? 


1 f^T? t>u 
j-Lr3-rD 


4-ryr 


A /I ~ 

Me 


2-(2,4-diF-Ph) 


7 Afil 


4-r-rn 


1 XTT1T A 

2-NH2-4-Pym 


X K 

Me 


2->CH 2 




4-r -rn 


<") XTTT /I Tk 

2-NH2-4-Pym 


X K 

Me 


2->CHMe 


7 AfK 


4-r -rn 


O XTT_T /I Ti, 

2-NH2-4-Pym 


X K 

Me 


2->CHEt 


7 ao^ 


4-r -rn 


2-Nri2-4-rym 


Me 


2->CHPr 


7-407 


4-F-Ph 


ii. i>iii2 ^ r y in 


ivie 


z-^v^vivie^ 


7-408 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2->CHPh 


7-409 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2,2-diPh 
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7 iin 


A F PVi 
4- r -x n 


9 XTTJ A Pxrrvi 


lvie 


9 9 r^/r^TJ \ r\ 
z 5 Z-U(Url2 > )3^- 


7/111 


A T? PVi 

4-j 1 -x n 


9 XTTJ A Pt/tvi 
Z-iNxl2"4-x^yiTl 


A/To 

ivie 


Z ? Z-UUxl2^(Me)2Cx-i2<J- 


7/119 
/-*f 1Z 


A T7 PV» 


9 xttt a Pt^tvi 
z -in xt.2 -4-.r yrn 


TV /To 

Me 


7 7 /r^TJ \ 


7 A1 ^ 




9 XTTJ A P\n-n 

z -in xx2 -4- jr ym 


ivie 


9 9 /T^TJ \ 


7 A1A 


A Th PVi 

4- r-Jrn 


9 XTTJ A Dirm 

z-iNxi2-4-r^ym 


ivie 


7 7 /r^TJ \ 
Z 5 Z-(Uii2)4- 


7 /IK 


A T7 PVi 
4-r -ill 


9 XTTJ /I Dimi 


ivie 


7 7 /^r^T-J \ 


7 

/ 1 0 


A Th PVi 

4-r -rn 


9 XTTJ /I Pirrvi 

Z-IN rl2"4-x^ym 


Me 


O Avf 

Z-Meo 


7 A1 7 
/-4 1 / 


A T7 PVi 

4-r -r n 


9 XTTJ /I D^nn 

z-JNrl2-4-r'ym 


Me 


Z-Htb 


7 A1 R 
/-4 lo 


A TT PVi 


9 XTTJ /I Dxrtvi 

z-JNrl2-4-r'ym 


Me 


Z-rTo 


7 A1Q 


A T7 PVi 
4-r -x il 


9 XTTJ A Pimi 

z-iN ji2 -4-rym 


Me 


7 D„C 


7 490 


A Th PVi 

4-r -Jrn 


9 XTTT A T>Trrvi 
Z-INxi2~4-x yiTL 


Me 


7 a /fcQ r\ 


7 A91 
/ -HZ 1 


A Th PVi 

4- r --rii 


9 XTTJ A TDx rt-»-i 
Z-JNrl2-4-x^ym 


Me 


7 DV>n 

2-rrlU 


7 A99 
/ -4zz 


a r*i pv^ 


7 XTTJ /I ID, rw» 

z-JNix2"4-x yrn 


Me 


l -Me 


7 A91 


A f 1 PVi 


9 XTTJ A Din-n 

z -IN xi.2~4-.rym 


A>f a. 

Me 


1 X7+ 

1-xit 


7 A9A 
/-4Z4 


a r^i PVi 


z-iN.tx2-4-rym 


A K 

Me 


1-rr 


7 A9^ 


a r^i pv» 


7 XTT-J /I T>, 

z -IN j-12 -4-rym 


Me 


1 , 1 -diMe 


7 A9£ 
/-4ZO 


4-LA-rlx 


7 XTXJ /I TJ, 

z-INrl2-4-r'ym 


Me 


z-Me 


7 497 
/-HZ / 


A r*1 PVi 


7 XTTJ /I "D-. »yi 

z -in ri2 -4-rym 


Me 


1-hX 


7 A9S 
/-4Zo 


a r^i PVi 
4-LA-.rii 


7 XTXJ /I D,«r, 

z-INri2-4-rym 


Me 


z-rr 


7 490 


a r*i PVi 


9 XTTJ yl D in n 

Z- IN xl2 -4-rym 


Me 


7 Dn 


7 A^n 


a r^i PVi 

4-^1-rJx 


9 XTTJ /I 

Z-IN rl2-4-r ym 


Avf ^ 

Me 


O A 1 1 1 A 

z-Allyl 


7 A^1 


A C*\ PVi 


9 XTT-T /I D,r*« 

z-JNx~L2-4-rym 


Me 


7 DU 

z-j'n 


7 A^9 


a r^i PVi 


9 XTT-T /I D,,m 

z -IN Ii.2 -4-rym 


Me 


7 T3r-i 


7 A^ 


A r 1 ! PVi 


9 XTT-T /I Dirm 

z-iNxx2"4-x ym 


Me 


1 T>U«+ 

z-riiet 


7 A^A 


a r^i PVi 


7 XTTJ /I Tj, r*-^. 

z-JNrl2-4-r^ym 


Me 


z ? z-aiMe 


7 A7^ 


a r^i PVi 


z- JN Jbl2 -4 -r ym 


Me 


Z-Url 


7 A7^ 
/-HDD 


/i r^i du 
4-UKrn 


z-JNxi2-4-rym 


A A * 

Me 


2-MeO 


7 A^7 


A PVi 


9 XTTJ A D,«yi 

Z-JNJri2-4-rym 


A>f ^ 

Me 


z-Jbtu [ 


7 zna 


a r^i PVi 

4-LA-.rfl 


9 XTTJ A D,™ 

z-lNrl2-4-rym 


Me 


o D*.rA 
z-iTU 


7-439 




9_XTTJ__A_Pwn 


AAp 
1V1C 


z,z-u.i^iview ) 


7-440 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-di(EtO) 


7-441 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-OCH 2 CH 2 0- 
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H AA1 


4-Ul-rn 


O XTXJ /t Dt«m 


Me 


2-Uxo 


1 AA1 


/i r^i x>u 


O XTXJ /I T>,r^v, 


Me 


O T7 

2-r 


1 AAA 
/-444 


4-Cl-Pn 


O XTXJ A D, ^-w, 

2-JNH2-4-Pym 


Me 


2-C1 


1 A AS. 


4-Cl-rn 


O XTTT /f 

z-N H2-4-Pym 


A K „ 

Me 


2-Br 


n A A fZ 

/-440 


4-Cl-Pn 


1 XTXT /I t>„ r^-. 

2-JNhi2-4-rym 


Me 


O T 

2-1 


1 AAH 
/-44 / 


4-Ul-Pn 


z-JNrl2-4-rym 


A A ~ 

Me 


2,2-diF 


1 AAQ 
/-44o 


4-Cl-Pn 


O XTTT /l "D_ 

z-JNrl2-4-rym 


A A * 

Me 


2,2-diCl 


1 AAQ 


A C*\ TJU 


z-INH2-4-rym 


A K ~ 

Me 


2,2-diBr 


/-4DU 


4-Cl-rn 


z-JNrL2-4-rym 


A K ^ 

Me 


O A A ^ 

3 -Me 


1 A S 1 
/-4D 1 


4-Cl-rn 


O XTXJ /I "T>« 

2-JNrl2-4-Fym 


A X ~ 

Me 


3-Et 


*7 /l^O 

/-4!>Z 


4-Cl-rn 


O XTTT /I Ti 

z-NH2-4-Pym 


A /f _ 

Me 


3-Pr 


7 AS'X 
/-4D J 


A C*\ TDK 


O XTXJ /I T>, 

z-JNhL2-4~rym 


A A ^ 

Me 


3 ? 3-diMe 




A C*\ T>U 
4-t^l- J ril 


O XTXJ A X>- r^v. 

z-JNJtl2-4-rym 


A A ^ 

Me 


5 -Me 


H ASS 


4-Ul-r^il 


O XTXJ /I T»i 

z-iNri2-4-rym 


A A ^ 

Me 


5-ht 


/-430 


4-Ul-rn 


O XTXT /! TT-. 

z-JNxi2-4-rym 


A A ^ 

Me 


5-Pr 


H ASH 


4-d-rn 


O XTXT /I T>, 

z-NH2-4-rym 


A A ^ 

Me 


5,5-diMe 


*7 A SQ 


A x>"U 

4-Cl-Pn 


O XTTT /I 

2-NH2-4-Pym 


A A _ 

Me 


6-Me 


1 ASQ 


4-Ul-ril 


O XTXT A Ti, 

z-NH2-4-rym 


A A ~ 

Me 


6-Et 


/-4oU 


4-Cl-rn f 


O XTXT /I Tl,^^ 

z-JNM2-4-rym 


A A _ 

Me 


6-Pr 


/-401 


4-d-rn 


O XTXJ /i T>, 

z-Nrl2-4-rym 


A A ~ 

Me 


6,6-diMe 


/-4oZ 


4-Ul-Pn 


XTTT >4 TI- 

2-NH2-4-Pym 


A A _ 

Me 


6-Oxo 


H A&l 


4-Cl-rll 


O XTXT /I Tl- 

2-NH2-4-Pym 


A A _ 

Me 


O A X 

8 -Me 


/-404 


a r^i T>V» 

4-Ul-rn 


O XTXT A Tl, 

2-NJ-i2-4-rym 


A A _ 

Me 


8-Et 


H AfxS 


4-Ul-i^n 


O XTXJ /I "D, r*-^-w 

2-JNrl2-4-Pym 


Me 


8-Pr 


/-400 


4-Ul-rn | 


O XTXT /i Tl,~« 1 

2-NH2-4-Pym 


A A ^ 

Me 


8-Pn 


/-40/ 


4-d-rn 


O XTXT /I TT^ 

2-JNhl2-4-Pym 


Me 


O „ A A 

8a-Me 


/-4oo 


4-Ul-Pn 


XTTT /! T» 

2-NH2-4-Pym 


a >r 

Me 


8a-Et 


/-4oy 


4-Cl-Pn 


r\ XTTT A ~V\ 

2-NIi2-4-Pym 


Me 


8a-Pr 


/-4 /U 


4-Ul-Pn 


r\ XTTT A T* 

2-NH2-4-Pym 


A K _ 

Me 


6,6-(CH 2 ) 2 " 


7-471 




z - in n 2 -A r - a yiii 


A /f^ 

ivie 


0,0-Qlr 


7-472 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2->CH 2 


7-473 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2->CHMe 



S:/Chemical/Sankyo/FP0207/FP0207s2 



P85695/FP-0207(PCT)/English translation (pt.2)/tsa-ig/03.07.03 



138 



7-474 




9 -TSJT-T^ - A-P wn 
^-inxt.2 *r ~x yin 


ivie 


9 >PFTFt 
Z--- > V^xxl_/L 


7-47 S 


4-PI-Ph 


Z.-IMX12 "*t-x ym 


ivie 


9 ^PlTPr 

z — ^Lnrr 




4-Pl-Ph 


9 -NFT*. -4-P vm 
JLNX12 ■ x yni 


A4> 

1Y1C 


Z--^V^^lVlC )2 


7-477 


4-PI-Ph 


9-XTFr^-4-P\/m 
z-rs n.2 h— x ym 


1VIG 


9 >PFTPVi 
Z — ^xlrn 


7-478 

/ *T / O 


4-P1-PVi 

T'Ll ill 


9 XTH^ A V>\rm 

z,-inxx2 ~h— x ym 


ivie 


9 9 HiPVi 
Z,Z -QlxTl 


7-470 


4 PI PVi 


z-inxx2~t-x ym 


ivie 


9 9 o/^Ptr \ r\ 


7-480 


4 PT Ph 


z - in xx2 - *f - x ym 


ivie 


Z,Z-UUxT2C(Me J2^XT2U- 


/ -to I 


4-PI-Ph 


z - 1 n xx2 "*f -x ym 


ivie 


9 9 /PU \ 
Z,Z-(UxT2;2- 


7-482 


4-P1-PVi 
^ vi r li 


9-XTT-T^ 4 Pwn 
Z-lNxx-2 x ym 


IVlc 


9 9 fPT-T^ 
Z,Z-^L,xT2;3- 


7-48^ 

/ tOJ 


4-P1-PVi 
t vi r 11 


z--iNxi2 -h—x ym 


IVlc 


9 9 ^PFT^^. 
Z,Z-^L,xT2;4- 


7-484 


4 PI Ph 
*+-v_,i-x 11 


Z -IN xx2 rym 


ivie 




7-48 S 


4 PI PVi 
*+-i^l-x 11 


9 XTPL A P^/m 

z - 1 > xx2 -^4— x ym 


ivie 


z-ivieo 


7-48fi 


4 PI PVi 
M— v^i-jril 


9 AJT-T~ A P-vrm 

z-iNxx2~^+~x yni 


ivie 


9 FfQ 


7-487 


4 PI PVi 


9 AvTP~ A PTrtn 

z-rNxi2 - T— x ym 


ivie 


Z-Jrlo 


7-488 
/ too 


4 PI PVi 


9 XTT-T^ A P\/m 

z-i\ri2-^+-A ym 


A/f ^ 

ivie 


9 T^nQ 
Z-oUo 


7-48Q 


4 PI Ph 


z -in xx2 x ym 


A/f/=» 


Z-lVieoL^2 


7-4Q0 


4-Pl-PVi 

H—v_/l-x 11 


z -in xx2 -h— x ym 


ivie 


9 PViO 


7-491 


4 F PVi 
f-JT-x 11 


9 XTH\ A Pa Am 

z - in xx2 "*f -x ym 


ivie 


0 /'A A/foO PV>^ 


7-4Q9 


A F PVi 


z -in xx2 -T-x ym 




O /"/I A/Tc» PVi\ 

z-(4-JVie-ril J 


7-49^ 


4-F-Ph 


z-inxx2"'t— x ym 


AA^ 

ivie 


9 /'A T7 p^l^ 


7-494 


4-F-Ph 

*T-X^ 1 11 


9 T\TP\ A P\rm 

z-iNxi2~^T**x ym 


IVlc 


9 /"A PF PV^^ 


7-49S 


4-F-PVi 

H-x^ -x 11 


9 XTHL A P\/m 

z-inxx2-^+-x ym 


IVlc 


9 /'A PI PVl^ 


7-496 


4 F Ph 
*+-f -x n 


z -in xx 2 — i — i ym 


ivie 


1 (1 A i-liT7 PVl^ 
Z-^Z 5 4-ulr -ril) 


7-497 


^ PF^ PVi 


9 AJFT„ A Pxrm 

Z-1NXX2-H— rym 


ivie 


0 (A AyfoO PV^^ 

z-(4-ivieu-riij 


7-498 


1 PF-, PVi 
J - v_/P 3-x 11 


z-inxx2-^t-x ym 


ivie 


9 //I Ayfo PVi\ 


7-499 
/ -*-ryy 


J-L^JT 3-x 11 


Z-1N ri2-4-ryni 


ivie 


z-(4-r-rnj 


7-S00 


a px? PVi 

j-i^r 3-x n 


z - in xx 2 - *f - x ym 


ivie 




7-S01 


r pu^ pv» 

J> L^X^ 3-x 11 


9 XTH\ A P\/m 

z-in ri2-t-ryin 


ivie 


o /vt r^i PVl^ 


7-S09 


^ PF„ PVi 
J>-V^F 3~X 11 


9 TvTFT~ A P\/m 

z -in ri2-T- x ym 


A/To 

ivie 


z-(z,4-air -rn ) 


7-503 


4-Cl-Ph 


4-Pvr 


XX 




7-504 


4-Cl-Ph 


4-Pyr 


H 


2-(4-MeO-Ph) 


7-505 


4-Cl-Ph 


4-Pyr 


H 


2-(4-Me-Ph) 
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a Pi Ph 


A Pt/t 

H-ryr 


rl 


2-(4-F-Ph) 1 




a pi PVi 


4-Jryr 


TT 

ri 


2-(4-CF 3 -Ph) 




J. PI PVi 


/l Pin* 

^--ryr 


TT 

rl 


2-(4-CI-Ph) 


7-509 




A Pirt- 

^f-ryr 


IT 

rl 


2-(2,4-aLr , -Ph) 




J. PI PVi 


4-ryr 


A A ^ 

Me 




/ j 1 1 


A PI Pl-i 


4-ryr 


Me 


2-(4-MeO-Ph) 


7-512 


4 PI Ph 


A ~D\ rr 

£ t- x yr 


Me 


2-(4-Me-Ph) 


7-51 1 


A PI Pfi 


4-ryr 


Me 


O //I T7 T1'U\ 

2-(4-F-Ph) 


7-514 


A-PI-PVi 




A/f 

Me 


2-(4-Cf , 3-Ph) 


7-51 5 


J. PI PVi 


A Pin* 

*f-r*yr 


Me 


2-(4-Cl-Ph) 


7-516 


4-Cl-Ph 


4-Pvr 


Me 


?-(? 4-HiF-Ph 1 
^ y^ 9 *T~yxLjr "ill j 


7-517 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 




7-518 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 
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Compound No. 


R 1 


R 2 


R 4 


R> 


8-1 


4-F-Ph 


4-Pyr 


Me 




8-2 


4-F-Ph 


4-Pyr 


Me 


1-Me 


8-3 


4-F-Ph 


4-Pyr 


Me 


1-Et 


8-4 


4-F-Ph 


4-Pyr 


Me 


1-Pr 


8-5 


4-F-Ph 


4-Pyr 


Me 


1,1-diMe 


8-6 


4-F-Ph 


4-Pyr 


Me 


2-Me 


8-7 


4-F-Ph 


4-Pyr 


Me 


2-Et 


8-8 


4-F-Ph 


4-Pyr 


Me 


2-Pr 


8-9 


4-F-Ph 


4-Pyr 


Me 


2-Bu 


8-10 


4-F-Ph 


4-Pyr 


Me 


2-Allyl 


8-11 


4-F-Ph 


4-Pyr 


Me 


2-Ph 


8-12 


4-F-Ph 


4-Pyr 


Me 


2-Bn 


8-13 


4-F-Ph 


4-Pyr 


Me 


2-Phet 


8-14 


4-F-Ph 


4-Pyr 


Me 


2,2-diMe 


8-15 


4-F-Ph 


4-Pyr 


Me 


2-OH 


8-16 


4-F-Ph 


4-Pyr 


Me 


2-MeO 


8-17 


4-F-Ph 


4-Pyr 


Me 


2-EtO 


8-18 


4-F-Ph 


4-Pyr 


Me 


2-PrO 


8-19 


4-F-Ph 


4-Pyr 


Me 


2,2-di(MeO) 


8-20 


4-F-Ph 


4-Pyr 


Me 


2,2-di(EtO) 


8-21 


4-F-Ph 


4-Pyr 


Me 


2,2-OCH 2 CH 2 0- 


8-22 


4-F-Ph 


4-Pyr 


Me 


2-Oxo 


8-23 


4-F-Ph 


4-Pyr 


Me 


2-F 


8-24 


4-F-Ph 


4-Pyr 


Me 


2-C1 


8-25 


4-F-Ph 


4-Pyr 


Me 


2-Br 
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8-26 


4-F-Ph 


4-Pyr 


Me 


2-1 


8-27 


4-F-Ph 


4-Pyr 


Me 


2,2-diF 


8-28 


4-F-Ph 


4-Pyr 


Me 


2,2-diCl 


8-29 


4-F-Ph 


4-Pyr 


Me 


2,2-diBr 


8-30 


4-F-Ph 


4-Pyr 


Me 


3-Me 


8-31 


4-F-Ph 


4-Pyr 


Me 


3-Et 


8-32 


4-F-Ph 


4-Pyr 


Me 


3-Pr 


8-33 


4-F-Ph 


4-Pyr 


Me 


3,3-diMe 


8-34 


4-F-Ph 


4-Pyr 


Me 


5-Me 


8-35 


4-F-Ph 


4-Pyr 


Me 


5-Et 


8-36 


4-F-Ph 


4-Pyr 


Me 


5-Pr 


8-37 


4-F-Ph 


4-Pyr 


Me 


5,5-diMe 


8-38 


4-F-Ph 


4-Pyr 


Me 


6-Me 


8-39 


4-F-Ph 


4-Pyr 


Me 


6-Et 


8-40 


4-F-Ph 


4-Pyr 


Me' 


6-Pr 


8-41 


4-F-Ph 


4-Pyr 


Me 


6-Ph 


8-42 


4-F-Ph 


4-Pyr 


Me 


8-Me 


8-43 


4-F-Ph 


4-Pyr 


Me 


8-Et 


8-44 


4-F-Ph 


4-Pyr 


Me 


8-Pr 


8-45 


4-F-Ph 


4-Pyr 


Me 


8,8-diMe 


8-46 


4-F-Ph 


4-Pyr 


Me 


8,8-diF 


8-47 


4-F-Ph 


4-Pyr 


Me 


8,8-CH2CH2- 


8-48 


4-F-Ph 


4-Pyr 


Me 


8-Oxo 


8-49 


4-F-Ph 


4-Pyr 


Me 


8a-Me 


8-50 


4-F-Ph 


4-Pyr 


Me 


8a-Et 


8-51 


4-F-Ph 


4-Pyr 


Me 


8a-Pr 


8-52 


4-F-Ph 


4-Pyr 


Me 


2->CH 2 


8-53 


4-F-Ph 


4-Pyr 


Me 


2->CHMe 


8-54 


4-F-Ph 


4-Pyr 


Me 


2->CHEt 


8-55 


4-F-Ph 


4-Pyr 


Me 


2->CHPr 


8-56 


4-F-Ph 


4-Pyr 


Me 


2->C(Me) 2 


8-57 


4-F-Ph 


4-Pyr 


Me 


2->CHPh 
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8-58 


4-F-Ph 


4-Pyr 


Me 


2,2-diPh 


8-59 


4-F-Ph 


4-Pyr 


Me 


2,2-0(CH 2 ) 3 0- 


8-60 


4-F-Ph 


4-Pyr 


Me 


2,2-OCH 2 C(Me) 2 CH 2 0- 


8-61 


4-F-Ph 


4-Pyr 


Me 


2,2-(CH 2 ) 2 - 


8-62 


4-F-Ph 


4-Pyr 


Me 


2,2-(CH 2 ) 3 - 


8-63 


4-F-Ph 


4-Pyr 


Me 


2,2-(CH 2 ) 4 - 


8-64 


4-F-Ph 


4-Pyr 


Me 


2,2-(CH 2 ) 5 - 


8-65 


4-F-Ph 


4-Pyr 


Me 


2-MeS 


8-66 


4-F-Ph 


4-Pyr 


Me 


2-EtS 


8-67 


4-F-Ph 


4-Pyr 


Me 


2-PrS 


8-68 


4-F-Ph 


4-Pyr 


Me 


2-BuS 


8-69 


4-F-Ph 


4-Pyr 


Me 


2-MeS0 2 


8-70 


4-F-Ph 


4-Pyr 


Me 


2-PhO 


8-71 


4-Cl-Ph 


4-Pyr 


Me 


1-Me 


8-72 


4-Cl-Ph 


4-Pyr 


Me 


1-Et 


8-73 


4-Cl-Ph 


4-Pyr 


Me 


1-Pr 


8-74 


4-Cl-Ph 


4-Pyr 


Me 


1,1-diMe 


8-75 


4-Cl-Ph 


4-Pyr 


Me 


2-Me 


8-76 


4-Cl-Ph 


4-Pyr 


Me 


2-Et 


8-77 


4-Cl-Ph 


4-Pyr 


Me 


2-Pr 


8-78 


4-Cl-Ph 


4-Pyr 


Me 


2-Bu 


8-79 


4-Cl-Ph 


4-Pyr 


Me 


2-Allyl 


8-80 


4-Cl-Ph 


4-Pyr 


Me 


2-Ph 


8-81 


4-Cl-Ph 


4-Pyr 


Me 


2-Bn 


8-82 


4-Cl-Ph 


4-Pyr 


Me 


2-Phet 


8-83 


4-Cl-Ph 


4-Pyr 


Me 


2,2-diMe 


8-84 


4-Cl-Ph 


4-Pyr 


Me 


2-OH 


8-85 


4-Cl-Ph 


4-Pyr 


Me 


2-MeO 


8-86 


4-Cl-Ph 


4-Pyr 


Me 


2-EtO 


8-87 


4-Cl-Ph 


4-Pyr 


Me 


2-PrO 


8-88 


4-Cl-Ph 


4-Pyr 


Me 


2,2-di(MeO) 


8-89 


4-Cl-Ph 


4-Pyr 


Me 


2,2-di(EtO) 
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8-90 


4-Cl-Ph 


4-Pyr 


Me 


2,2-OCH 2 CH 2 0- 


8-91 


4-Cl-Ph 


4-Pyr 


Me 


2-Oxo 


8-92 


4-Cl-Ph 


4-Pyr 


Me 


2-F 


8-93 


4-Cl-Ph 


4-Pyr 


Me 


2-C1 


8-94 


4-Cl-Ph 


4-Pyr 


Me 


2-Br 


8-95 


4-Cl-Ph 


4-Pyr 


Me 


2-1 


8-96 


4-Cl-Ph 


4-Pyr 


Me 


2,2-diF 


8-97 


4-Cl-Ph 


4-Pyr 


Me 


2,2-diCl 


8-98 


4-Cl-Ph 


4-Pyr 


Me 


2,2-diBr 


8-99 


4-Cl-Ph 


4-Pyr 


Me 


3-Me 


8-100 


4-Cl-Ph 


4-Pyr 


Me 


3-Et 


8-101 


4-Cl-Ph 


4-Pyr 


Me 


3-Pr 


8-102 


4-Cl-Ph 


4-Pyr 


Me 


3,3-diMe 


8-103 


4-Cl-Ph 


4-Pyr 


Me 


5-Me 


8-104 


4-Cl-Ph 


4-Pyr 


Me 


5-Et 


8-105 


4-Cl-Ph 


4-Pyr 


Me 


5-Pr 


8-106 


4-Cl-Ph 


4-Pyr 


Me 


5,5-diMe 


8-107 


4-Cl-Ph 


4-Pyr 


Me 


6-Me 


8-108 


4-Cl-Ph 


4-Pyr 


Me 


6-Et 


8-109 


4-Cl-Ph 


4-Pyr 


Me 


6-Pr 


8-110 


4-Cl-Ph 


4-Pyr 


Me 


6,6-diMe 


8-111 


4-Cl-Ph 


4-Pyr 


Me 


6-Oxo 


8-112 


4-Cl-Ph 


4-Pyr 


Me 


8-Me 


8-113 


4-Cl-Ph 


4-Pyr 


Me 


8-Et 


8-114 


4-Cl-Ph 


4-Pyr 


Me 


8-Pr 


8-115 


4-Cl-Ph 


4-Pyr 


Me 


8-Ph 


8-116 


4-Cl-Ph 


4-Pyr 


Me 


8a-Me 


8-117 


4-Cl-Ph 


4-Pyr 


Me 


8a-Et 


8-118 


4-Cl-Ph 


4-Pyr 


Me 


8a-Pr 


8-119 


4-Cl-Ph 


4-Pyr 


Me 


6,6-(CH 2 ) 2 - 


8-120 


4-Cl-Ph 


4-Pyr 


Me 


6,6-diF 


8-121 


4-Cl-Ph 


4-Pyr 


Me 


2->CH 2 
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8-122 


4-Cl-Ph 


4-Pyr 


Me 


2->CHMe 


8-123 


4-Cl-Ph 


4-Pyr 


Me 


2->CHEt 


8-124 


4-Cl-Ph 


4-Pyr 


Me 


2->CHPr 


8-125 


4-Cl-Ph 


4-Pyr 


Me 


2->C(Me) 2 


8-126 


4-Cl-Ph 


4-Pyr 


Me 


2->CHPh 


8-127 


4-Cl-Ph 


4-Pyr 


Me 


2,2-diPh 


8-128 


4-Cl-Ph 


4-Pyr 


Me 


2,2-0(CH 2 ) 3 0- 


8-129 


4-Cl-Ph 


4-Pyr 


Me 


2,2-OCH 2 C(Me) 2 CH 2 0- 


8-130 


4-Cl-Ph 


4-Pyr 


Me 


2,2-(CH 2 ) 2 - 


8-131 


4-Cl-Ph 


4-Pyr 


Me 


2,2-(CH 2 ) 3 - 


8-132 


4-Cl-Ph 


4-Pyr 


Me 


2,2-(CH 2 ) 4 - 


8-133 


4-Cl-Ph 


4-Pyr 


Me 


2,2-(CH 2 ) 5 - 


8-134 


4-Cl-Ph 


4-Pyr 


Me 


2-MeS 


8-135 


4-Cl-Ph 


4-Pyr 


Me 


2-EtS 


8-136 


4-Cl-Ph 


4-Pyr 


Me 


2-PrS 


8-137 


4-Cl-Ph 


4-Pyr 


Me 


2-BuS 


8-138 


4-Cl-Ph 


4-Pyr 


Me 


2-MeS0 2 


8-139 


4-Cl-Ph 


4-Pyr 


Me 


2-PhO 


8-140 


4-F-Ph 


4-Pyr 


Me 


2-(4-MeO-Ph) 


8-141 


4-F-Ph 


4-Pyr 


Me 


2-(4-Me-Ph) 


8-142 


4-F-Ph 


4-Pyr 


Me 


2-(4-F-Ph) 


8-143 


4-F-Ph 


4-Pyr 


Me 


2-(4-CF 3 -Ph) 


8-144 


4-F-Ph 


4-Pyr 


Me 


2-(4-Cl-Ph) 


8-145 


4-F-Ph 


4-Pyr 


Me 


2-(2,4-diF-Ph) 


8-146 


3-CF 3 -Ph 


4-Pyr 


Me 


2-(4-MeO-Ph) 


8-147 


3-CF 3 -Ph 


4-Pyr 


Me 


2-(4-Me-Ph) 


8-148 


3-CF 3 -Ph 


4-Pyr 


Me 


2-(4-F-Ph) 


8-149 


3-CF 3 -Ph 


4-Pyr 


Me 


2-(4-CF 3 -Ph) 


8-150 i 


3-CF 3 -Ph 


4-Pyr 


Me 


2-(4-Cl-Ph) 


8-151 


3-CF 3 -Ph 


4-Pyr 


Me 


2-(2,4-diF-Ph) 


8-152 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2->CH 2 


8-153 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2->CHMe 
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8-154 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2->CHEt 


8-155 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2->CHPr 


8-156 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2->C(Me) 2 


8-157 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2->CHPh 


8-158 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2,2-diPh 


8-159 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2,2-0(CH 2 ) 3 0- 


8-160 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2,2-OCH 2 C(Me) 2 CH 2 0- 


8-161 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2,2-(CH 2 ) 2 - 


8- 1 62 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2,2-(CH 2 ) 3 - 


8-163 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2,2-(CH 2 ) 4 - 


8-164 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2,2-(CH 2 ) 5 - 


8-165 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-MeS 


8-166 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-EtS 


8-167 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-PrS 


8-168 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-BuS 


8-169 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-MeS0 2 


8-170 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-PhO 


8-171 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


1-Me 


8-172 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


1-Et 


8-173 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


1-Pr 


8-174 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


1,1-diMe 


8-175 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-Me 


8-176 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-Et 


8-177 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-Pr 


8-178 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-Bu 


8-179 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-Allyl 


8-180 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-Ph 


8-181 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-Bn 


8-182 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-Phet 


O 1 0*3 

o-loi 


4-Cl-rn 


O XTTT A T\ 

2-NH 2 -4-Pym 


Me 


2,2-diMe 


8-184 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-OH 


8-185 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-MeO 
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8-186 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-EtO 


8-187 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-PrO 


8-188 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-di(MeO) 


8-189 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-di(EtO) 


8-190 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-OCH 2 CH 2 0- 


8-191 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-Oxo 


8-192 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-F 


8-193 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-C1 


8-194 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-Br 


8-195 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-1 


8-196 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-diF 


8-197 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-diCl 


8-198 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-diBr 


8-199 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


3-Me 


8-200 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


3-Et 


8-201 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


3-Pr 


8-202 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


3,3-diMe 


8-203 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


5-Me 


8-204 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


5-Et 


8-205 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


5-Pr 


8-206 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


5,5-diMe 


8-207 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


6-Me 


8-208 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


6-Et 


8-209 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


6-Pr 


8-210 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


6,6-diMe 


8-211 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


6-Oxo 


8-212 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


8-Me 


8-213 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


8-Et 


8-214 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


8-Pr 


8-215 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


8-Ph 


8-216 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


8a-Me 


8-217 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


8a-Et 
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8-218 


4-Cl-Ph 


2-NH 2 -4-Pym 


X AT 

Me 


8a-Pr 


8-219 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


6,6-(CH 2 ) 2 - 


8-220 


zf /—II T*1 

4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


6,6-diF 


8-22 1 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2->CH 2 


O Oil 

8-222 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2->CHMe 


8-223 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2->CHEt 


8-224 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2->CHPr 


8-225 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2->C(Me) 2 


8-226 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2->CHPh 


8-227 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-diPh 


8-228 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-0(CH 2 ) 3 0- 


o ion 

8-229 


A /""^l Til 

4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-OCH 2 C(Me) 2 CH 2 0- 


8-230 


A Tl1_ 

4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-(CH 2 ) 2 - 


8-231 


y| /— f| Til 

4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-(CH 2 ) 3 - 


8-232 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-(CH 2 ) 4 - 


8-233 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-(CH 2 ) 5 - 


8-234 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-MeS 


8-235 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-EtS 


8-236 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-PrS 


8-237 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-BuS 


8-238 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-MeS0 2 


8-239 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-PhO 


8-240 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-(4-MeO-Ph) 


O f> A t 

8-241 


A T* 1 TVl 

4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-(4-Me-Ph) 


8-242 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-(4-F-Ph) 


O 1 ill 

8-243 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-(4-CF 3 -Ph) 


8-244 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-(4-Cl-Ph) 


8-245 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-(2,4-diF-Ph) 


8-246 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


Me 


2-(4-MeO-Ph) 


0-24/ 


3-Ur 3 -rn 


2-Nxi2-4-Jrym 


Me 


r\ / a -\ r TVT \ 

2-(4-Me-Ph) 


8-248 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


Me 


2-(4-F-Ph) 


8-249 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


Me 


2-(4-CF 3 -Ph) 
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8-250 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


Me 


2-(4-Cl-Ph) 


8-251 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


Me 


2-(2 5 4-diF-Ph) 


8-252 


4-Cl-Ph 


4-Pyr 


Me 




8-253 


4-Cl-Ph 


4-Pyr 


Me 


2-(4-MeO-Ph) 


8-254 


4-Cl-Ph 


4-Pyr 


Me 


2-(4-Me-Ph) 


8-255 


4-Cl-Ph 


4-Pyr 


Me 


2-(4-F-Ph) 


8-256 


4-Cl-Ph 


4-Pyr 


Me 


2-(4-CF 3 -Ph) 


8-257 


4-Cl-Ph 


4-Pyr 


Me 


2-(4-Cl-Ph) 


8-258 


4-Cl-Ph 


4-Pyr 


Me 


2-(2,4-diF-Ph) 


8-259 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 
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Table 9 



Compound No. 


R 1 


R 2 


R 3 


R 4 


9-1 


4-F-Ph 


4-Pyr 




H 


9-2 


4-F-Ph 


4-Pyr 


~& 


H 


9-3 


4-F-Ph 


4-Pyr 


. — ■ — \ 


H 


9-4 


4-F-Ph 


4-Pyr 




H 


9-5 


4-F-Ph 


4-Pyr 


Xj 


H 


9-6 


4-F-Ph 


4-Pyr 




H 


9-7 


4-F-Ph 


4-Pyr 




H 


9-8 


4-F-Ph 


4-Pyr 




H 


9-9 


4-F-Ph 


4-Pyr 




H 


9-10 


4-F-Ph 


4-Pyr 




H 


9-11 


4-F-Ph 


4-Pyr 




H 
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9-12 


4-F-Ph 


4-Pyr 


-co 


Me 


9-13 


4-F-Ph 


4-Pyr 


-& 

\ — — ' 


Me 


9-14 


4-F-Ph 


4-Pyr 




Me 


9-15 


4-F-Ph 


4-Pyr 




Me 


9-16 


4-F-Ph 


4-Pyr 


Xj 


Me 


9-17 


4-F-Ph 


4-Pyr 




Me 


9-18 


4-F-Ph 


4-Pyr 




Me 


9-19 


4-F-Ph 


4-Pyr 




Me 












9-20 


4-F-Ph 


4-Pyr 


Me 


9-21 


4-F-Ph 


4-Pyr 




Me 


9-22 


4-F-Ph 


4-Pyr 




Me 


9-23 


4-F-Ph 


4-Pyr 


HO 


H 


9-24 


4-F-Ph 


4-Pyr 


HO 


Me 
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R 2 R 3 




Table 10 



Compound No. 


R 1 


R 2 


R 3 


R 4 


10-1 


4-F-Ph 


4-Pyr 


-CO 


Me 


10-2 


4-F-Ph 


4-Pyr 




Me 


10-3 


4-F-Ph 


4-Pyr 


i_i r> I \ 


Me 


10-4 


4-F-Ph 


4-Pyr 


A3 


Me 


10-5 


4-F-Ph 


4-Pyr 




Me 


10-6 


4-F-Ph 


4-Pyr 




Me 


10-7 


4-F-Ph 


4-Pyr 




Me 


10-8 


4-F-Ph 


4-Pyr 




Me 


10-9 


4-F-Ph 


4-Pyr 


-CP 


Me 


10-10 


4-F-Ph 


4-Pyr 




Me 


10-11 


4-F-Ph 


4-Pyr 




Me 
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10-12 


4-F-Ph 


4-Pyr 




9 


Me 








HO 
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Compound No. 


R 1 


R 1 


A 




11-1 


4-F-Ph 


4-Pyr 


ring 1 


- 


11-2 


4-F-Ph 


4-Pyr 


ring 2 




11-3 


4-F-Ph 


4-Pyr 


ring 3 


- 


11-4 


4-F-Ph 


4-Pyr 


ring 4 


- 


11-5 


4-F-Ph 


4-Pyr 


ring 5 


- 


11-6 


4-F-Ph 


4-Pyr 


ring 6 


- 


11-7 


4-F-Ph 


4-Pyr 


ring 7 




11-8 


4-F-Ph 


4-Pyr 


ring 8 


- 


11-9 


4-F-Ph 


4-Pyr 


ring 9 




11-10 


4-F-Ph 


4-Pyr 


ring 10 


- 


11-11 


4-F-Ph 


4-Pyr 


ring 11 




11-12 


4-F-Ph 


4-Pyr 


ring 12 


- 


11-13 


4-F-Ph 


4-Pyr 


ring 13 


- 


11-14 


4-F-Ph 


4-Pyr 


ring 14 




11-15 


4-F-Ph 


4-Pyr 


ring 15 




11-16 


4-F-Ph 


4-Pyr 


ring 16 


- 


11-17 


4-F-Ph 


4-Pyr 


ring 17 




11-18 


4-F-Ph 


4-Pyr 


ring 18 




11-19 


4-F-Ph 


4-Pyr 


ring 19 




11-20 


4-F-Ph 


4-Pyr 


ring 20 




11-21 


4-F-Ph 


4-Pyr 


ring 21 




11-22 


4-F-Ph 


4-Pyr 


ring 22 




11-23 


4-F-Ph 


4-Pyr 


ring 23 




11-24 


4-F-Ph 


4-Pyr 


ring 24 




11-25 


4-F-Ph 


4-Pyr 


ring 25 
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0 PI 

z-LA 


I 1 -900 

I I -L\jy 


A F Ph 
4— r -rn 


A P\/T 

4-ryr 


ring 24 


0 PI 
Z-LA 


11 910 

1 i-Z 1U 


A F Ph 


A Pxn- 

4-ryr 


ring zj 


0 PI 

Z-LA 


11 911 

1 1 -Z 1 1 


A F Ph 

4-r-rn 


A Pirr 

4-ryr 


ring 26 


0 PI 

z-LA 


11 919 
1 1-Z 1Z 


A T7 Ph 
4-r -rfl 


4-ryr 


ring 27 


o r^i 
Z-LA 


11 91 ^ 
1 1 -Z 1 D 


A F Ph 
4-r -rn 


4-ryr 


ring zo 


O PI 

z-Ll 


11 91 A 
1 1-Z 14 


A F Ph 
4-r -rfl 


A Px/r 

4-ryr 


ring zy 


O PI 

z-LA 


11-215 


4-F-Ph 


4-Pvr 

*t r yi 


finer ^0 

llllg JU 


9-P1 


11-216 


4-F-Ph 


4-Pyr 


ring 31 


2-Cl 


11-217 


4-F-Ph 


4-Pyr 


ring 32 


2-C1 
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11-218 


4-F-Ph 


a *n 

4-Pyr 


nng 33 


2-C1 


11-219 


4-F-Ph 


4-Pyr 


ring 34 


2-C1 


ll -220 


A T" 1 Til- 

4-F-Ph 


4-Pyr 


nng 35 


2-C1 


H-221 


4-F-Ph 


4-Pyr 


ring 36 


2-C1 


H-222 


4-F-Ph 


A Tk 

4-Pyr 


nng 37 


2-C1 


H-223 


4-F-Ph 


4-Pyr 


ring 1 


2,2-diF 


H-224 


4-F-Ph 


4-Pyr 


ring 2 


2,2-diF 


H-225 


4-F-Ph 


4-Pyr 


ring 3 


2,2-diF 


ll -226 


4-F-Ph 


4-Pyr 


ring 4 


2,2-diF 


H-227 


4-F-Ph 


4-Pyr 


ring 5 


2,2-diF 


H-228 


4-F-Ph 


4-Pyr 


ring 6 


2,2-diF 


H-229 


4-F-Ph 


4-Pyr 


ring 7 


2,2-diF 


H-230 


4-F-Ph 


4-Pyr 


ring 8 


2,2-diF 


H-231 


4-F-Ph 


4-Pyr 


ring 9 


2,2-diF 


H-232 


4-F-Ph 


4-Pyr 


ring 10 


2,2-diF 


H-233 


4-F-Ph 


4-Pyr 


ring 11 


2,2-diF 


H-234 


4-F-Ph 


4-Pyr 


ring 12 


2,2-diF 


H-235 


4-F-Ph 


4-Pyr 


ring 13 


2,2-diF 


H-236 


4-F-Ph 


4-Pyr 


ring 14 


2,2-diF 


H-237 


4-F-Ph 


4-Pyr 


ring 15 


2,2-diF 


H-238 


4-F-Ph 


4-Pyr 


ring 16 


2,2-diF 


H-239 


4-F-Ph 


4-Pyr 


ring 17 


2,2-diF 


H-240 


4-F-Ph 


4-Pyr 


ring 18 


2,2-diF 


ll-24l 


4-F-Ph 


4-Pyr 


ring 19 


2,2-diF 


H-242 


4-F-Ph 


4-Pyr 


ring 20 


2,2-diF 


H-243 


4-F-Ph 


4-Pyr 


ring 21 


2,2-diF 


H-244 


4-F-Ph 


4-Pyr 


ring 22 


2,2-diF 


H-245 


4-F-Ph 


4-Pyr 


ring 23 


2,2-diF 


H-246 


4-F-Ph 


4-Pyr 


ring 24 


2,2-diF 


1 1-247 


4-F-Ph 


4-Pyr 


ring 25 


2,2-diF 


11-248 


4-F-Ph 


4-Pyr 


ring 26 


2,2-diF 


11-249 


4-F-Ph 


4-Pyr 


ring 27 


2,2-diF 
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1 1 OCA 
11-25U 


4-r-rn 


4-ryr 


*i nrT 0 Q 

ring Zo 


0 0 /4i'T7 

z,z-cur 


11 1C1 

11-251 


4-r-rn 


4-ryr 


ring zv 


0 0 ^iT7 

Z,Z -air 


11 1C1 

H-252 


A T7 t)U 

4-r-rn 


4-ryr 


ring 30 


0 0 A\T? 

z,z -air 


11 OCJ 

1 1-253 


4-r-rn 


4-ryr 


ring 31 


o o ^4;t7 
Z,Z-air 


11 

1 1-254 


4-r-rn 


4-ryr 


ring jz 


0 0 rliT? 

z,z-air 


1 1 occ 


4-r-rn 


4-ryr 


ring 33 


o o riirr 
z,z-air 


1 1 OC/C 

1 1-256 


4-r-rn 


4-ryr 


ring 34 


0 0 /4iT7 

z,z-air 


1 1 

11-257 


4-r-rn 


4-Pyr 


ring 35 


0 0 AW 

z,z-air 


11 ICO 

1 1-255 


4-r-rn 


4-ryr 


ring 36 


0 0 r1iT7 

z,z-air 


1 1 oca 
1 1-25V 


4-r-rn 


4-ryr 


ring 37 


0 0 rliT7 

z,z -air 


1 1 O/CA 

1 1-26U 


4-r-rn 


4-ryr 


ring 1 


Q A/fo 

o-ivie 


1 1 Oz£ 1 

11-261 


4-r-rn 


4-ryr 


ring 2 


o-ivie 


i i o/ro 
11-262 


4-r-rn 


4-ryr 


ring 3 


Q A/To 

o-Me 


1 1 O/CO 

11-263 


4-r-rn 


4-ryr 


ring 4 


C A/To 

o-Me 


1 1 O/C/1 

11-264 


4-r-rn 


4-ryr 


ring 5 


o-Me 


1 1 O/CC 

11-265 


4-r-rn 


4-Pyr 


ring 6 


o-Me 


1 1 o/C/c 

11-266 


A 17 DU 

4-r-rn 


4-Pyr 


ring 7 


o-Me 


1 1 OiC7 

11-267 


A 17 DU 

4-r-rn 


4-ryr 


ring o 


o-Me 


1 1 O/CO 

11-268 


4-r-rn 


4-Pyr 


ring 9 


0 A/To 

o-Me 


1 1 o*ca 

11-269 


4-r-rn 


4-Pyr 


ring 10 


C A/to 

o-Me 


1 1 OOA 

11-270 


4-r-rn 


4-ryr 


ring 11 


o-Me 


11 0^7 1 

1 1-271 


4-r-rn 


4-ryr 


ring iz 


o-Me 


1 1 0*70 

1 1-272 


4-r-rn 


4-ryr 


ring 13 


C A/To 

o-Me 


1 1 OT3 

1 1-2 / 3 


4-r -r n 


4-ryr 


ring 14 


o-Me 


1 1 ^1 A 

11-2 /4 


4-r-rn 


4-ryr 


ring 15 


C A /To 

o-Me 


1 1 

11-275 


4-r-rn 


4-Pyr 


ring 16 


o-Me 


ll -276 


4-F-Pn 


A Ti-. 

4-Pyr 


ring 17 


o-Me 


11-277 


4-r-rn 


4-Pyr 


ring 18 


o-Me 


1 1 T70 

11-278 


4-r-rn 


4-Pyr 


ring ly 


o-Me 


1 1 070 

1 1-2 /y 


4-r-rn 


4-ryr 


finrr OH 

ring zu 


o-ivie 


11-280 


4-F-Ph 


4-Pyr 


ring 21 


8-Me 


11-281 


4-F-Ph 


4-Pyr 


ring 22 


8-Me 
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1 1 9R9 


A F PVi 
4-r-rn 


A T>\rr 

4-ryr 


i-inrr 71 

ring ZD 


o-Me 


1 i-9Ki 


A F PVi 
4-x 1 -i 11 


A P\rr 

4-ryr 


ring 24 


C A/T« 


1 1-9R4 

1 1 -ZOH* 


A F PVi 
*+-r -i 11 


A P\/r 

4-ryr 


rAnrr 7 *\ 

ring ZD 


o-Me 


1 1 98^ 

1 l~ZO D 


A F Ph 
4- r -ill 


A P*rr 

4-ryr 


ring 26 


O A/I"** 

o-Me 


1 1 9R£ 
1 1-ZoO 


A F PVi 

4-r -in 


4-ryr 


ring z / 


o-Me 


1 1 9R7 
1 1-Zo / 


A F PVi 
4-r -rfl 


/l Din* 

4-ryr 


ring zo 


0 A A n 

o-Me 


1 1 788 
1 1-Zoo 


A F PV» 

4-r -rii 


A Din- 

4-ryr 


ring Zy 


o-Me 


1 1 -980 


A F Ph 
4-r-rn 


A ~P\rr 

4-ryr 


ring 30 


o-Me 


1 1 900 


A F PVi 
4-r -r 11 


A Pxrr 

4-ryr 


ring 31 


o-Me 


1 1 901 
1 l-Zy 1 


A F Ph 
4-r-rn 


4-ryr 


ring 32 


o-Me 


1 1 9Q9 

i i-zyz 


A F PVi 
4-r -rfl 


4-ryr 


ring 33 


o-Me 


1 1 9Qi 


A F PVi 
4-r -rfl 


/I Din- 

4-ryr 


ring 34 


o-Me 


1 1 904 


A F PVi 
4-r "rfl 


4-ryr 


ring 35 


o-Me 


1 1 90^ 


A F Ph 
4-r - i n 


A P\/r 

4-ryr 


ring 36 


o-Me 


1 1 906 


A F PVi 
4-r -rfl 


A Pin* 

4-ryr 


ring 37 


o-Me - 


1 1 907 


A F PVi 

4-r -in 


9 NTH A Pxttvi 
Z-lNri2-4-rynl 


ring 1 




1 1 90S 


A F PVi 


9 XTP" A Dinn 

z - jn fi.2 -4-r ym 


ring 2 




1 1 9QQ 


A F PVi 
4-r -rfl 


Z-iNri2-4-rym 


ring 3 




1 1 100 


A F PV» 
4-r -rfl 


Z-iNrl2-4-ryni 


ring 4 




1 1 101 


A F PVi 
4-r -rfl 


9 XTFT A Pxnvi 

z -jn xi2-4-r ym 


ring 5 




1 1 109 
1 lOUZ 


A F PVi 
4-r -rfl 


9 XTW A Pthyi 

z-iNri2-4-r ym 


ring 6 




1 1 101 


A F Ph 
4-r -rfl 


9 AJFT A Pirm 

Z - IN rL2 -4 -r yill 


ring 7 




1 1 10A 


A F PVi 
4-r -rfl 


Z-JNri2-4-rynl 


ring o 




1 1 10^ 


A F PVi 
4-r -rfl 


Z-lNrf2-4-ryrn 


ring 9 




1 1 106 


A F Ph 
4-r -rfl 


Z-l\rl2-4-ryiTl 


ring 10 




1 1 107 


A F PVi 
4-r -rfl 


9 AJFT A P\rm 

Z-lNri2-4-r ym 


ring 1 1 




1 1 108 


A V PVi 
4-r -rfl 


9 AJFT A P^rm 
Z-lNll2"4-ryill 


ring fz 




1 1 10Q 


A F Pin 
4-r -rfl 


9 AJFT A P\nv» 

z -in ri2-4-rym 


ring 13 




11 110 


A F PVi 
4-r -rfl 


9 TvTFT A P^rtvi 
Z-lNri2-4-r ym 


ring 14 




11-111 

1 1 D 1 1 


*+ r -rn 


9-TsTH^-A-Pvm 
z.-iNri2 4 r ym 


ring 15 




11-312 


4-F-Ph 


2-NH 2 -4-Pym 


ring 16 




11-313 


4-F-Ph 


2-NH 2 -4-Pym 


ring 17 
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11 71 A 
1 1-314 


A XT DV* 

4-r -r n 


O XTXJ /l D,rm 

z - jn ri2 -4-r ym 


nng lo 




11 T 1 ^ 
1 1-3 1 J 


4-r -rn 


O XTXJ /I D^rt-i-i 

Z-iNrT2-4-rym 


nng iy 




11 A 

1 1-3 10 


/I X7 DU 

4-r -rn 


O XTXJ A Dxrrvi 

Z-JNrl2-4-rym 


nng ZU 




11 T 1 7 
11-31/ 


A X7 DV» 

4-r-rn 


O XTXJ A D^r*-*-i 

Z-JNrl2-4-r ym 


ring 21 




11 T 1 C 
1 1-3 1 o 


A X7 Dl-i 

4-r-rn 


O XTXJ A Di rm 

z-iNri2-4-rym 


ring zz 




11 3 1 Q 
1 1-3 ly 


4-r-rn 


0 XTXJ /I Dinn 

Z-JNrl2-4-rym 


nng Z3 




i 1 Ton 
1 1-3ZU 


4-r-rn 


O XTXJ /I D*r*vi 

Z-JNri2-4-rym 


ring 24 




11 ioi 

1 lozl 


A TT DU 

4-r -rn 


O XTXJ A D,r*v» 

Z-JNri2-4-rym 


ring 25 




1 1 TOO 

1 1-3ZZ 


/I TT DU 

4-r-rn 


O XTXJ /I Dirt-M 

Z-JNri2-4-ryni 


nng Zo 




1 1 TOT 

1 1-3Z3 


A XT DU 

4-r -rn 


O XTXJ /t Dtn^i 


ring z / 




i i TO/1 

1 1-3Z4 


A X7 DU 

4-r -rn 


O XTXJ /I Birrvi * 

Z-INrl2-4-rym 


ring Zo 




1 1 TO< 

1 1-3ZD 


A X? DU 

4-r-rn 


O XTXJ /I Dirrvi 

Z-JNri2-4-rym 


ring Zy 




1 1 TO£ 
1 1-3Z0 


A X7 DU 

4-r -rn 


O XTXJ /I TJirw 

z-iNri2-4-r yrn 


ring 30 




1 1 too 
1 1-3Z / 


A T? DU 

4-r-rn 


O XTXJ /I Dir^k 

Z-JN ri2-4-r ym 


ring 31 




1 1 TOO 

1 1-3Z8 


/l 17 DU 

4-r -rn 


O XTXJ A Dttwi 

z-JNri2-4-rym 


ring 32 




1 1 TOO 

i i-3zy 


A 17 DU 

4-r -rn 


0 XTXJ /i Dirtn 

Z-JNri2-4-rym 


ring 33 




1 1 TTrk 
1 1-33U 


A 17 DU 

4-r -rn 


0 XTXJ /I Dirm 

Z-JNri2-4-rym 


ring 34 




11 TT 1 

1 1-33 1 


A X7 DU 

4-r -rn 


O XTXJ /l Dt/w 

Z-iNrl2-4-rym 


ring 35 




1 1 TTO 

1 1-33Z 


A 17 DU 

4-r -rn 


O XTXJ /t Dxrm 

Z-iNrl2-4-rym 


ring 36 




11 T T T 

1 1-333 


A 17 DU 

4-r -rn 


O XTXJ A Di rw» 

Z-JNri2-4-rym 


ring 37 




11 T T A 

1 1-334 


/I 17 DU 

4-r-rn 


O XTXJ /I D^r^ 

Z-JNri2-4-rym 


nng 1 


O A A~ * 

Z-Me 


11 TT ^ 

1 1-33 j 


/I 17 DU 

4-r -rn 


O XTXJ /I 

Z-JNrl2-4-rym 


ring 2 


Z-Me 


1 1 TT^ 

1 l-33o 


/I 17 DU 

4-r-rn 


O XTXJ /I DTrw. 

Z-JNri2-4-rym 


ring 3 


Z-Me 


1 1 TTO" 

1 1-33 / 


/I 17 DU 

4-r -rn 


0 XTXJ A Dirm 

Z-iNrl2-4-r ym 


ring 4 


Z-Me 


1 1 TTQ 

1 l-33o 


A 17 DU 

4-r-rn 


O XTXJ A D,«m 

Z-JNri2-4-rym 


ring 5 


O A yr« 

Z-Me 


11 TTO 

1 1-33V 


A 17 DU 

4-r-rn 


O XTXJ A D^. r**-. 

Z-iNii2-4-rym 


ring 6 


O A /T^ 

z-Me 


11 "1 A A 

1 1-340 


4-r-rn 


2-NH2-4-Pym 


nng 7 


2-Me 


11 1A 1 

1 1-341 


/I 17 DU 

4-r-rn 


O XTXJ /I D-c 

z-JNri2-4-rym 


ring 8 


O A /f ~ 

2-Me 


11 T A O 

1 1-34Z 


4-r-rn 


O \TLT /I 

z-JNri2-4-rym 


ring 9 


O A jf ^ 

Z-Me 




A T7 PU 

*+-r -rn 


z - in ri2 -4 -r }an 


nng 10 


z-ivie 


11-344 


4-F-Ph 


2-NH 2 -4-Pym 


ring 1 1 


2-Me 


11-345 


4-F-Ph 


2-NH 2 -4-Pym 


ring 12 


2-Me 



S:/Chemical/Sankyo/FP0207/FP0207s3 



P85695/FP-0207(PCT)/English translation (pt.3)/tsa-ig/03.07.03 



164 



11-346 


A T7 Til- 

4-F-Ph 


<-) XTTT /I D^fm 

2-JNri2-4-rym 


ring 13 


9 A/1> 
Z-IVlc 


11-347 


4-F-Ph 


2-JNhl2-4-rym 


ring 14 


Z-lVic 


11-348 


A T? Tl"U 

4-r-rn 


O "XTTT /i T)-i 

2-JNJd2-4-rym 


ring 15 


z-ivic 


11-349 


A T? Til- 

4-F-Ph 


O XTTT /I T)-« 

2-NH2-4-rym 


ring 16 


z-ivic 


11-350 


4-F-Ph 


O XTTT A Ti.»« 

2-NH2-4-Pym 


ring 17 


9 A/l^ 

z-ivie i 


11-351 


4-F-Ph 


O XTTT A 

2-NH2-4-Pym 


ring io 


z-ivie 


11-352 


4-F-Ph 


O "XTTT A T*- 

2-NH2-4-Pym 


ring 19 


z-ivie 


11-353 


4-F-Ph 


<A XTTT /I TJ- 

2-NH2-4-Pym 


ring zu 


Z-IVlc 


11-354 


vl I - 1 Til— 

4-F-Ph 


2-iNrl2-4-rym 


ring zi 


z-ivic 


11-355 


y4 T"> Til 

4-F-Ph 


O XTTT /I T>x«-*-» 

2-JNH2-4-rym 


r-inrr 99 

ring zz 


9 A/fp 
z-ivie 


11-356 


4-F-Ph 


O XTTT /I T1- 

2-NIi2-4-Pym 


nng 23 


9 A/f^ 
Z-lVlc 


11-357 


A T" 1 "Tl1_ 

4-F-Ph 


<-) XTTT /I "Dirwk 

2-JNJ-L2"4-rym 


ring z^f 


z-ivic 


11-358 


/I T7 Tit. 

4-F-Ph 


2-N H2-4-rym 


ring 25 




11-359 


4-F-Ph 


O XTTT A "D, 

2-Nri2-4-Pym 


ring 26 


9 Ayfp 
z-ivic 


11-360 


4-F-Ph 


O XTTT A T)i r*-w-» 

2-NH2-4-rym 


fit-* rr 07 

nng z / 


9 A/fp 
z-ivie 


11-361 


4-F-Ph 


O XTTT /l T) Ynv( 

2-NH2-4-Pym 


nng ZO 


9 A/T^ 

z-ivic 


11-362 


4-F-Ph 


'1 XTTT A O . „ . 

2-NH2-4-Pym 


nng Zy 


9 A>f^ 
Z-IVIC 


11-363 


4-F-Ph 


1 XTTT yl Tl~.-~. 

2-NH2-4-Pym 


ring 30 


9 AAp 

z-ivie 


11-364 


4-F-Ph 


/-» XTTT A Tl 

2-NH2-4-Pym 


ring 31 


9 A/T^ 

z-ivie 


11-365 


4-F-Ph 


O XTTT /I T1-. >wm 

2-NH2-4-rym 


nng jz 


9 A^"p 

Z-IVIC 


11-366 


A "I"" 1 TH_ 

4-F-Ph 


1 XTTT /I Dihm 

2-NH2-4-Pym 


ring 33 


9 A/Tp 
z-ivic 


11-367 


4-F-Ph 


O XTTT /I T>- 

2-NH2-4-rym 


ring 34 


9 AA^ 
z-ivic 


11-368 


4-F-Ph 


'"T XTTT y4 T%, r»*-k 

2-Nrl2-4-rym 


ring 35 


9 Mp ! 
z-ivic 


11-369 


A X™ 1 T>1 

4-F-Ph 


O XTTT /I Tl.. 

2-NH2-4-Pym 


ring 36 


9 A/f^ 
z-ivic 


11-370 


4-F-Ph 


O XTTT A T1, 

2-NH2-4-Pym 


ring 37 


9 A/f^ 

z-ivie 


11-371 


4-F-Ph 


/-> XTTT /I T>^r*^» 

2-NH2-4-Pym 


ring 1 


9 nw 


11-372 


4-F-Ph 


/-» XTTT /I T"i , 

2-NH2-4-Pym 


nng 2 




11-373 


4-F-Ph 


r\ XTTT A T1-. ™~ 

2-NH2-4-Pym 


ring 3 


9 OT-T 

z-vjn 


11-374 


4-F-Ph 


O XTTT /I T>» mm 

2-NH2-4-rym 


ring 4 


9 OTT 


11-3/3 


4-r -±11 


9 r\TH~ A P\/m 




2-OH 


11-376 


4-F-Ph 


2-NH 2 -4-Pym 


ring 6 


2-OH 


11-377 


4-F-Ph 


2-NH 2 -4-Pym 


ring 7 


2-OH 
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11-378 


4-F-Ph 


2-NH 2 -4-Pym 


ring 8 


2-OH 


11-379 


4-F-Ph 


2-NH 2 -4-Pym 


ring 9 


2-OH 


11-380 


4-F-Ph 


2-NH 2 -4-Pym 


ring 10 


2-OH 


11-381 


4-F-Ph 


2-NH 2 -4-Pym 


ring 11 


2-OH 


11-382 


4-F-Ph 


2-NH 2 -4-Pym 


ring 12 


2-OH 


11-383 


4-F-Ph 


2-NH 2 -4-Pym 


ring 13 


2-OH 


11-384 


4-F-Ph 


2-NH 2 -4-Pym 


ring 14 


2-OH 


11-385 


4-F-Ph 


2-NH 2 -4-Pym 


ring 15 


2-OH 


11-386 
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4-F-Ph 


^ "K. TT T A T\ 

2-NH 2 -4-Pym 


ring 28 


2,2-diF 


11 C A^I 

1 1-547 


/I I— 1 T*1 

4-F-Ph 


2-NH 2 -4-Pym 


ring 29 


2,2-diF 


it r ylO 

1 1-548 


4-F-Ph 


2-NH 2 -4-Pym 


ring 30 


2,2-diF 


11 C/in 

11-549 


A T 1 T"»l 

4-F-Ph 


2-NH 2 -4-Pym 


ring 31 


2,2-diF 


11 C C f\ 

1 1-550 


4-F-Ph 


\TTT A "¥~» 

2-NH 2 -4-Pym 


ring 32 


2,2-diF 


11 C C t 

11-551 


4-F-Ph 


2-NH 2 -4-Pym 


ring 33 


2,2-diF 


11 c c ^ 

11-552 


A T*1 

4-F-Ph 


/"\ -v. TT T /I T\ 

2-NH 2 -4-Pym 


ring 34 


2,2-diF 


11 C C ^ 

H-553 


4-F-Ph 


2-NH 2 -4-Pym 


ring 35 


2,2-diF 


11 CCA 

11-554 


4-F-Ph 


2-NH 2 -4-Pym 


ring 36 


2,2-diF 


11 c c c 

11-555 


4-F-Ph 


2-NH 2 -4-Pym 


ring 37 


2,2-diF 


11 c c s~ 

11-556 


4-F-Ph 


2-NH 2 -4-Pym 


ring 1 


8-Me 


11 c n 

1 1-557 


4-F-Ph 


2-NH 2 -4-Pym 


ring 2 


8-Me 


11 ceo 

11-558 


A T~* T»1 

4-F-Ph 


2-NH 2 -4-Pym 


ring 3 


8-Me 


ii c c r\ 

11-559 


4-F-Ph 


2-NH 2 -4-Pym 


ring 4 


8-Me 


11 C S~ f\ 

H-560 


4-F-Ph 


2-NH 2 -4-Pym 


ring 5 


8-Me 


11 r/"i 

11-561 


A T"* 1 Til 

4-F-Ph 


2-NH 2 -4-Pym 


ring 6 


8-Me 


1 1 C ST s*\ 

ll -562 


4-F-Ph 


2-NH 2 -4-Pym 


ring 7 


8-Me 


1 1 r /:o 

1 1-563 


4-F-Ph 


2-NH 2 -4-Pym 


ring 8 


8-Me 


11 C S~ A 

H-564 


4-F-Ph 


2-NH 2 -4-Pym 


ring 9 


8-Me 


11 C Z' c 

11-565 


4-F-Ph 


2-NH 2 -4-Pym 


ring 10 


8-Me 


11 C Z' f 

H-566 


4-F-Ph 


2-NH 2 -4-Pym 


ring 11 


8-Me 


1 1 

1 1O0 / 


4-r -rll 


2-JNhL 2 -4-Pym 


ring 12 


8-Me 


11-568 


4-F-Ph 


2-NH 2 -4-Pym 


ring 13 


8-Me 


11-569 


4-F-Ph 


2-NH 2 -4-Pym 


ring 14 


8-Me 
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1 1 c nc\ 

1 1-570 


4-F-rh 


2-JNH2-4-Pym 


ring 15 


0 a yf „ 
8-Me 


1 1 C71 
11-5/1 


/l T? DU 

4-r-Fh 


O XTTT A T)t i^-w-. 

2-JNrl2-4-rym 


ring 16 


O TV K * 

8-Me 


1 1 

1 1-5 11 


A 17 Tit, 

4-r-Fh 


1 XTLJ /t "Ox 

2-JNM2-4-rym 


nng 1 / 


8-Me 


1 1 

1 1-573 


/| T7 Tit, 

4-r-rh 


O XTTT /I n, 

2-JNri2-4-Pym 


ring 18 


O A K ~ 

8-Me 


1 1 A 

11-5/4 


/I 17 T)l% 

4-r-Fn 


2-JNri2-4-Pym 


ring 19 


O A K ^ 

8-Me 


1 1 CTC 

1 1-5 /5 


/I T? Tit, 

4-r-rh 


2-JNrl2-4-Pym 


ring 20 


O A A ^ 

8-Me 


1 1-5 /o 


4-r-rh 


O XTTT /I Tlx 

2-JNJbl2-4-Pym 


ring 21 


O A A ~ 

8-Me 


1 1-577 


4-F-Ph 


/"> XTTT A T> 

2-NH2-4-Pym 


ring 22 


O A A 

8-Me 


1 1 C70 

1 1-578 


/I T7 "DU 

4-r -rn 


O XTTT A Tlx 
2-NH2"4"P>™ 


nng 23 


O A A ^ 

8-Me 


1 1-5 /9 


/I 17 Tit, 

4-r-Fh 


1 XTTT /I Tlx r*-^, 

2-JNri2-4-Pym 


ring 24 


O A A ^ 

8-Me 


1 1 COA 

1 1-580 


4-r -rn 


O XTTT >| Tl, 

2-JNH2-4-rym 


ring 25 


O A A „ 

8-Me 


11 CO 1 

1 1-581 


/I 17 Tit, 

4-r -rn 


o XTTT /I T)» 

z-jNhi2-4-rym 


ring 26 


O A A ^ 

8-Me 


1 1 coo 

1 1-582 


/I T? Til, 

4-r -rn 


O XTTT A T>, 

2-NH2-4-Pym 


ring 27 


O A A ^ 

8-Me 


11 coo 

1 1-583 


A T? Tit, 

4-r -rn 


O XTTT /I TT, 

2-NH2-4-Pym 


ring 28 


O A A * 

8-Me 


- 1 1 C O A 

1 1-584 


/I T7 Tit, 

4-r-Fh 


O XTTT /I T>, 

2-NM2-4-Pym 


ring 29 


O A A ^ 

8-Me 


11 c o c 

1 1-585 


/l 17 TTt, 

4-r -rn 


1 XTTT /I TT, 

2-JNri2-4-Pym 


ring 30 


O A A * 

8-Me 


ii co/: 

11-586 


A T7 T1"U 

4-r -rn 


O XTTT /I Tl_ 

2-NH2-4-Pym 


ring 31 


O A A _ 

8-Me 


11 con 

1 1-587 


/I T? Tit, 

4-F-Ph 


O XTTT A Tlx~~, 

2-NH2-4-Pym 


ring 32 


O A A ~ 

8-Me 


11 coo 

11-588 


A T7 Tit, 

4-r-rh 


O XTTT A T>, 

2-NH2-4-Pym 


ring 33 


O A A ~ 

8-Me 


1 1 COA 

1 1-589 


/I T7 Tit. 

4-r-rh 


O XTTT /I Tl,™~, 

2-NH2-4-Pym 


ring 34 


O A A ~ 

8-Me 


1 1-590 


/I T7 Tit, 

4-r-rh 


O XTTT A Tl,, r.T ^ 

2-NH2-4-Pym 


nng 35 


O A A ^ 

8-Me 


11 C0 1 

1 1-591 


/I 17 DU 

4-r-rh 


'"1 XTTT /f T), 

2-JNri2-4-Pym 


ring 36 


O A A ~ 

8-Me 


i i cno 

11-592 


/I 17 Tit, 

4-r -rh 


<-) XTTT /I Tlx r*~, 

z-JNli2-4-rym 


nng 37 


O A A ^ 

8-Me 


1 1 cno 
1 1-593 


/I T7 Tit, 

4-r -rh 


O TV 4" -XTTT A Tlx 

2 -MeJN rl-4-Pym 


ring 1 




11 C C\ A 

11-594 


/I T7 Tit, 

4-r-rh 


'"1 X /T^XTTT A Tl- 

2-MeNH-4-Pym 


ring 2 




1 1 f AC 

H-595 


4-F-Ph 


O TL yT _X TT T /I Tl 

2-MeNH-4-Pym 


ring 3 




11-596 


4-F-Ph 


O A /T _X TT T /I Tl 

2-MeNH-4-Pym 


ring 4 




1 1 rnn 

11-597 


y| T7 Tit, 

4-F-Ph 


>-> TV jT^XTTT /I Tl 

2-MeNH-4-Pym 


ringS 




1 1 coo 

H-598 


A T~" TIL 

4-F-Ph 


A yT^XTTT /I Tl 

2-MeNH-4-Pym 


ring 6 




1 1 CQO 

1 1-DVy 


4-r -rn 


2 -ivieiN ri-4-r ym 


ring 7 




11-600 


4-F-Ph 


2-MeNH-4-Pym 


ring 8 




11-601 


4-F-Ph 


2-MeNH-4-Pym 


ring 9 
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1 1 609 


A 17 T>Vi 

4-r -Jr n 


9 A/T^AJT-T /I Bim^ 

z -JVieJN xi-4-r ym 


ring 10 




1 1 60^ 


4-r-rn 


Z - MeJN rl-4-r ym 


nng 11 




1 1 60J. 


A T7 T>Vi 
4-r-rll 


Z-MeJNri-4-rym 


ring 12 




1 1 6fK 


A "DVi 

4-r -r n 


Z-MeJNrl-4-ryrn 


ring 13 




1 1 6H6 
1 l-OUO 


4-r -i il 


Z-MeJNri-4-rym 


ring 14 




1 1 6fk7 
1 1-OU / 


A T7 T>Vi 

4-r-rn 


Z-MeiNrl-4-rym 


ring 15 




1 1 6na 


4-r-rn 


z-MeJNri-4-ryrn 


ring 16 




1 1 6HQ 

1 l"OU7 


4-r-rn 


z-MeJNxi-4-rym 


ring 17 




11610 


4-r -rii 


z -iMeiN rl-4-r ym 


ring 18 




11611 

1 l-O 1 1 


4-r -rn 


z -MeJN ri-4-rym 


ring 19 




11 610 
1 1-01Z 


A T7 DV> 

4-r -ril 


Z-MeJNrl-4-rym 


ring 20 




11 61 ^ 


4-r -r n 


Z-MeJNrl-4-rym 


ring 21 




1 1 61 A 
1 1-D14 


4-r -rn 


z-MelNri-4-rym 


nng 22 




1161^ 
1 l-Ol D 


4-r -ril 


9 A/f qATTJ /I Dxrt-M 

Z-MeJNrl-4-rym 


ring 23 




11 616 

1 1-010 


4-r-rn 


9 A yf ~ATL\J A T>, 

Z-MeIMrl-4-rym 


ring 24 




11 617 
11-01/ 


4-r -ril 


z-MeJNJri-4-rym 


nng 25 




ii /:io 
1 1-01 o 


4-r -ril 


z-MeNri-4-Pym 


ring 26 




11 61 O 

i i-oiy 


4-r -rn 


Z-MelNrl-4-rym 


ring 27 




1 1 6on 

1 l-OZU 


4-r -rn 


z-MeJNrl-4-rym 


ring 28 




1 1 69 1 
1 1-OZ 1 


4-r-rn 


Z-MelNrl-4-rym 


ring 29 




1 1 690 
1 l-OZZ 


4-r -rn 


Z-MeiNrl-4-rym 


ring 30 




1 1 691 
1 l-OZJ 


4-r-rn 


Z-MeJNri-4-rym 


ring 31 




1 1 69 A 
1 1-0Z4 


4-r -rn 


Z-MeJNrl-4-rym 


ring 32 




1 1 69^ 
1 1-OZD 


4-r -rn 


9 A yf /-»ATT T /I T)t r^v-, 

Z-MeJNrl-4-rym 


nng 33 




1 1 696 
1 1-OZO 


4-r-rn 


Z-MeiNrl-4-rym 


ring 34 




1 1 697 
1 1-OZ / 


4-r-rn 


Z-MeJNrl-4-rym 


ring 35 




1 1 AOC 
1 1-OZo 


4-r -rn 


z-MeJNrl-4-Jrym 


nng 36 




1 1 /TOO 

i i-ozy 


4-r -rn 


z-MeINrl-4-Pym 


nng 37 




1 1 Ain 

1 1-03U 


4-r-rn 


z-MeJNrl-4-rym 


ring 1 


2-Me 




4-F-Ph 


^ iviciNn-'H— r yiii 


ring 2 


z-Me 


11-632 


4-F-Ph 


2-MeNH-4-Pym 


ring 3 


2-Me 


11-633 


4-F-Ph 


2-MeNH-4-Pym 


ring 4 


2-Me 
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11-634 


4-F-Ph 


r* x K X TT T A Tl 

2-MeNH-4-Pym 


nng 5 


2-Me 


11-635 


4-F-Ph 


2-MeNH-4-Pym 


ring 6 


2-Me 


11-636 


4-F-Ph 


r\ -\ r \ttt A ~r\ 

2-MeNH-4-Pym 


ring 7 


2-Me 


11-637 


4-F-Ph 


<T -\ /f XTTT A Ti 

2-MeNH-4-Pym 


ring 8 


2-Me 


11-638 


A Til 

4-F-Ph 


-fc y|- x TT T /I TTj 

2-MeNH-4-Pym 


ring 9 


2-Me 


11-639 


4-F-Ph 


2-MeNH-4-Pym 


nng 10 


2-Me 


11-640 


4-F-Ph 


ri 1 J "VTTT /I Tk 

2-MeNH-4-Pym 


ring ll 


O A K 

2-Me 


11-641 


4-F-Ph 


/"\ Tk Tk TT T A T\ 

2-MeNH-4-Pym 


ring 12 


2-Me 


11-642 


4-F-Ph 


r\ •» jr X TT T /I T» 

2-MeNH-4-Pym 


nng 13 


2-Me 


11-643 


4-F-Ph 


r\ ~\ K XTTT A Tl 

2-MeNH-4-Pym 


ring 14 


2-Me 


11-644 


4-F-Ph 


r\ -\ jf XTTT A Tl 

2-MeNH-4-Pym 


nng 15 


2-Me 


11-645 


4-F-Ph 


« 1 r XTTT A Tl 

2-MeNH-4-Pym 


nng 16 


2-Me 


11-646 


4-F-Ph 


/*! H. jr XTTT A Tk 

2-MeNH-4-Pym 


nng 17 


O A K 

2-Me 


11-647 


4-F-Ph 


Tk "V TT T >t T"k 

2-MeNH-4-Pym 


nng 18 


2-Me 


11-648 


4-F-Ph 


A i r XTTT /I T\ 

2-MeNH-4-Pym 


nng 19 


2-Me 


11-649 


4-F-Ph 


r\ ~K AT "VTTT A Tk 

2-MeNH-4-Pym 


/Tj /T 

nng 20 


2-Me 


11-650 


4-F-Ph 


f\ ~\ A~ XTTT A "Tk 

2-MeNH-4-Pym 


ring 21 


O A Jf ^ 

2-Me 


11-651 


4-F-Ph 


r\ ~K r XTTT A Tl 

2-MeNH-4-Pym 


ring 22 


2-Me 


11-652 


4-F-Ph 


-» «- "v TT T jl T\ 

2-MeNH-4-Pym 


ring 23 


/"I TV /T 

2-Me 


11-653 


4-F-Ph 


Tk Tk TT T A Tk 

2-MeNH-4-Pym 


r\ A 

nng 24 


2-Me 


11-654 


4-F-Ph 


^ * AT TV TT T /4 T\ 

2-MeNH-4-Pym 


nng 25 


O A A~ _ 

2-Me 


11-655 


4-F-Ph 


r-» Tk 4" XTTT A Tl 

2-MeNH-4-Pym 


nng 26 


/-» Tk yf _ 

2-Me 


11-656 


4-F-Ph 


/-» Tk r x TT T yl Tl 

2-MeNH-4-Pym 


ring 27 


2-Me 


11-657 


4-F-Ph 


Tk /r XTTT /I T» 

2-MeNH-4-Pym 


ring 28 


2-Me 


11-658 


4-F-Ph 


/"\ Tk /C XTTT A Tl 

2-MeNH-4-Pym 


ring 29 


2-Me 


11-659 


4-F-Ph 


T Tk AT TkTTT A T4 

2-MeNH-4-Pym 


nng 30 


O A if 

2-Me 


11-660 


4-F-Ph 


2-MeNH-4-Pym 


ring 31 


2-Me 


11-661 


4-F-Ph 


/-% H M TkTTT A Tl 

2-MeNH-4-Pym 


ring 32 


f\ ~\ A~ 

2-Me 


11-662 


4-F-Ph 


1 / > TT T >1 TT 

2-MeNH-4-Pym 


nng 33 


2-Me 


1 1-663 


A T? T)t, 

4-r -rn 


2-MeNri-4-rym 


ring 34 


z-Me 


11-664 


4-F-Ph 


2-MeNH-4-Pym 


ring 35 


2-Me 


11-665 


4-F-Ph 


2-MeNH-4-Pym 


ring 36 


2-Me 
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11-666 


4-F-Ph 


2-MeNH-4-Pym 


ring 37 


2-Me 


11-667 


4-F-Ph 


2-MeNH-4-Pym 


ring 1 


2-OH 


11-668 


4-F-Ph 


2-MeNH-4-Pym 


ring 2 


2-OH 


11-669 


4-F-Ph 


2-MeNH-4-Pym 


ring 3 


2-OH 


11-670 


4-F-Ph 


2-MeNH-4-Pym 


ring 4 


2-OH 


11-671 


4-F-Ph 


2-MeNH-4-Pym 


ring 5 


2-OH 


11-672 


4-F-Ph 


2-MeNH-4-Pym 


ring 6 


2-OH 


11-673 


4-F-Ph 


2-MeNH-4-Pym 


ring 7 


2-OH 


11-674 


4-F-Ph 


2-MeNH-4-Pym 


ring 8 


2-OH 


11-675 


4-F-Ph 


2-MeNH-4-Pym 


ring 9 


2-OH 


11-676 


4-F-Ph 


2-MeNH-4-Pym 


ring 10 


2-OH 


11-677 


4-F-Ph 


2-MeNH-4-Pym 


ring 1 1 


2-OH 


11-678 


4-F-Ph 


2-MeNH-4-Pym 


ring 12 


2-OH 


11-679 


4-F-Ph 


2-MeNH-4-Pym 


ring 13 


2-OH 


11-680 


4-F-Ph 


2-MeNH-4-Pym 


ring 14 


2-OH 


11-681 


4-F-Ph 


2-MeNH-4-Pym 


ring 15 


2-OH 


11-682 


4-F-Ph 


2-MeNH-4-Pym 


ring 16 


2-OH 


11-683 


4-F-Ph 


2-MeNH-4-Pym 


ring 17 


2-OH 


11-684 


4-F-Ph 


2-MeNH-4-Pym 


ring 18 


2-OH 


11-685 


4-F-Ph 


2-MeNH-4-Pym 


ring 19 


2-OH 


11-686 


4-F-Ph 


2-MeNH-4-Pym 


ring 20 


2-OH 


11-687 


4-F-Ph 


2-MeNH-4-Pym 


ring 21 


2-OH 


11-688 


4-F-Ph 


2-MeNH-4-Pym 


ring 22 


2-OH 


11-689 


4-F-Ph 


2-MeNH-4-Pym 


ring 23 


2-OH 


11-690 


4-F-Ph 


2-MeNH-4-Pym 


ring 24 


2-OH 


11-691 


4-F-Ph 


2-MeNH-4-Pym 


ring 25 


2-OH 


11-692 


4-F-Ph 


2-MeNH-4-Pym 


ring 26 


2-OH 


11-693 


4-F-Ph 


2-MeNH-4-Pym 


ring 27 


2-OH 


11-694 


4-F-Ph 


2-MeNH-4-Pym 


ring 28 


2-OH 


11-695 


4-F-Ph 


2-MeNH-4-Pym 


ring 29 


2-OH 


11-696 


4-F-Ph 


2-MeNH-4-Pym 


ring 30 


2-OH 


11-697 


4-F-Ph 


2-MeNH-4-Pym 


ring 31 


2-OH 
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1 1 MR 

1 1-070 


A 17 DU 

4-r-rn 


z-MejNri-4-Pym 


ring 32 


2-OH 




id 17 DU 

4-r --Til 


z-MeJNrl-4-rym 


ring 33 


2-OH 


1 1 700 


A T? DU 

4-r -r n 


O Ayr«\TU A D, 

z-MeJNrl-4-rym 


ring 34 


2-OH 


11 701 


A 17 DU 

4-r -rn 


z-MeJNH-4-Fym 


ring 35 


2-OH 


1 1 709 
11-/ uz 


A 17 DU 
4-r -rn 


z-MeJNrl-4-rym 


ring 36 


2-OH 


1 1 70^ 


A T7 DU 


z-MeJNH-4-Pym 


ring 37 


2-OH 


1 1 704 
11-/ U4 


A 17 DU 

4-r -rn 


z-MeNH-4-Pym 


ring 1 


2-MeO 


1 1 70^ 
1 1- /UD 


A 17 DU 

4-r -rn 


O A /f ~XTT 1 A "Pi 

z-MeNH-4-Pym 


ring 2 


2-MeO 


1 1 70A 
11- f\JO 


A 17 DU 

4-r -r n 


O A iC-XTTT A D» 

z-MeJNxi-4-rym 


ring 3 


2-MeO 


1 1 707 
1 1- /U / 


A 17 DU 

4-r -rn 


z-MeJNji-4-Pym 


ring 4 


2-MeO 


1 1 70S 
1 1-/U5 


A 17 DU 

4-r-rn 


Z-MeNrl-4-rym 


ringS 


2-MeO 


1 1 70Q 
1 1- f\)y 


/I 17 DU 

4-r -rn 


z-MeJSIri-4-Pym 


ring 6 


2-MeO 


11 710 
1 1 - / 1 u 


/l 17 DVi 

4-r -rn 


z-MeJNri-4-rym 


ring 7 


2-MeO 


11 711 
11-/11 


4-r -rn 


z-MeNH-4-Pym 


ring 8 


2-MeO 


11 717 
11-/ 1Z 


/i rr du 
4-r -rn 


z-MeJNH-4-Pym 


ring 9 


2-MeO 


11 71 ^ 
11—/ 1 j 


/i rr du 
4-r -rn 


z-MeNH-4-Pym 


ring 10 


2-MeO 


11 71/1 
11-/14 


/I T7 DU 

4-r-rn 


z-MeNH-4-rym 


ring 11 


2-MeO 


11-/ LD 


/I TT DV, 

4-r -rn 


2 -MeNH-4-Pym 


ring 12 


2-MeO 


11 7 1 £ 
1 1- / ID 


/I T7 TJU 

4-r-rn 


2-MeNH-4-Pym 


ring 13 


2-MeO 


11-/1 / 


4-r -rn 


2-MeNH-4-Pym 


ring 14 


2-MeO 


11 710 ! 
1 1- / 1 0 ! 


A 17 DU 

4-r -rn 


z-MeNri-4-Pym 


ring 15 


2-MeO 


11710 
1 1- / 1 7 


A 17 DU 

4-r -rn 


O A /T.^ A TUT A T1 

z-MeNH-4-Pym 


ring 16 


2-MeO 


1 1 770 
11- /zu 


A 17 DU 

4-r -rn 


O A >f ~ATTT A T\ 
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2-(rY-Mp-RnlSTHV4-Pvrn 


rincr ^ 




11-892 


4-F-Ph 


IJct -Me-RnNHV4-P vm 
z< ^ix ivic Diii>n ^-*t-a yiu 


rincr 4 

AlAlg *T 




11-893 


4-F-Ph 


IJn -Mp-RnlSTH V4-P vm 

£m 1VAG lJlll>i AA J~ *T"A /AAA 






11-894 


4-F-Ph 


IJct -Mp-RnNH V4-P vm 

£m ^vA IVJ.C -XJIJLLN AA J *-t L y 111 


rinor fa 
11113 \J 




11-895 


4-F-Ph 


2-(n -M p-RnNH V4-P vm 

^ 1V1C13 111 > 11 J *-r r yill 


rincr V 




11-896 


4-F-Ph 


\ia ivic idiii> ii j-*t-ryiii 


rincr 8 
11113 0 




11-897 


4-F-Ph 


9 -(n -Mp-RnT\!~K VA-P vm 

Z IVIC X->111> 11 J L T L yill 


tin** 0 
11113 ^ 




11-898 


4-F-Ph 


X. \^A IVAt' AJ111N A A J '-t 17 yill 


rincr 1 0 

1 III3 1 V/ 




11-899 


4-F-Ph 


2-ftt-Me-RnNfTl-4-Pvrn 


rinp 1 1 

IIII3 A 1 




11-900 


4-F-Ph 


Z> -^lA-lVAC -AJlllNAA J *r-JT jrlil 


rinp 1 2 
11113 A ^ 




11-901 


4-F-Ph 




rincr 1 % 

1 IH3 1 — ' 




11-902 


4-F-Ph 


O/V, -Mp-RnTsTR^-4-Pvm 


rincr 1 A. 
11113 A ^ 




11-903 


4-F-Ph 


?-(n -Me-RnNTT^-4-Pvm 
^-^lc-ivac-ajiiinaa j-'-T-jr yiu 


rincr 1 ^ 
1 1113 1 — ' 




11-904 


4-F-Ph 


9 - (a -M p-Rn NTT^ - A-P vm 
Z 1V1C J_>111 >ii ^-*+-a yiu 


rincr 1 f\ 
1 1113 




11-905 


4-F-Ph 


9 - fr/ - A/fp-RnXTR^-il-P vm 
^-^\x-ivic-J3iii>iii ^-*+-i yixi 


rincr 1 7 
11113 1 ' 




11-906 


4-F-Ph 


?-(n -Mp-Rh>JTTV4-P vm 

^vA IVAt 13111N 11 y M 1 A jflll 


rincr 1 R 
1 1113 ■*■ 




11-907 


4-F-Ph 


9 -/7v -"M p-RnXTH^-A-P vm 
z,-^ia -ivic ajiiinaa j *t-a yiu 


rincr 1 Q 
1 1113 1 y 




1 1 -908 


4-F-Ph 


9-Yry -Mp-RnXTRVA-Pvm 
z v^l^ ivic JDiiiNii ^/ '-r-r ym 


rincr 20 




11-909 


4-F-Ph 


9-fr/-lvTp-RnNrP : n- li d-Pvrn 
z ^La, ivic x_>iiiN n j-*"T-ir yiu 


rincr 9 1 
1 1113 1 




11-910 


4-F-Ph 


2-rfY/ -Mp-RnlSTrTu4-P vm 
z \^a ivac-ajiii > i 1 j- 4 -r-i ym 


rincr 22 
11113 




11-911 


4-F-Ph 


9 -fry -Mp-RnXTR i-4-P vm 
-ivic j_>iii>iaa jt'rym 


rincr 2^ 
11113 




11-912 


4-F-Ph 


9-ffY-Mp-RnXFHVA_Pwn 


rincr 94 
11113 




11-913 


4-F-Ph 


9 -(ci -A/fp-Rn"MTT^-il-P vm 
z ^tx ivic ii>iii>jii ^-*+-jr yiii 


rinp 9^ 
11113 




11-914 


4-F-Ph 


9-f r/ -Mp-Rn>ffr^-A-Pvm 
z ^ut ivic oiiiNii ^-t-ryui 


rincr 9^> 
11113 ^» 




11-915 


4-F-Ph 


9_(r/ -M P-RnNH V4-P vm 


rincr 27 
11113 ^ ' 




11-916 


4-F-Ph 


9-frY-Mp-RnNTTu4-Pvm 

\^IA 1V1C JJlll> 11 ) *~r Z yill 


rincr 9R 
11113 




11-917 


4-F-Ph 


2-(a-Me-BnNHV4-Pvm 


rins 29 




11-918 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 30 




11-919 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 31 
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11-920 


4-F-Ph 


2-(a-Me-BnNH,-4-Pvm 

*-t K*-*' IVXV LJ 111. 111/ T X J 111 


ring 32 




11-921 


4-F-Ph 


2-fa-Me-BnNHV4-Pvm 

^* V*-** i»xv/ ijin iii / x yni 


ring 33 




11-922 


4-F-Ph 


2-fa-Me-BnNHi-4-Pvrn 

1V1V Uillill F "T 1 Vlll 


ring 34 




11-923 


4-F-Ph 


2-fa-Me-BnNHV4-Pvrn 

^- IVXV XJllliXll T X y AA -l 


ring 35 




11-924 


4-F-Ph 


2-fa-Me-BnNHi-4-Pvrn 

±* iviv xjniixxy *t x yiii 


ring 36 




11-925 


4-F-Ph 


2-(a-Me-RnN~HV4-Pvrn 


ring 37 




11-926 


4-F-Ph 


2-fa-Me-BnNRV4-Pvm 

*- IVIU' 1— '111 i x xy *t— X Y 111 


rin& 1 
niig i 


2-Me 

jL- ivxv 


11-927 


4-F-Ph 


2-Ca-Me-BnNHV4-Pvm 

^ i \*k iviv uiiiixx/ x yiii 


rint? 2 


2-Me 


11-928 


4-F-Ph 


2-ra-Me-BriNHi-4-Pvrn 

^VA* IVXV Ulllilly • x yin 


rinff 3 


2-Me 

*~ IVXV 


11-929 


4-F-Ph 


2-fa-Me-BnNHi-4-Pvrn 

x< ivxv urn ill i *t l yiii 


rjrip 4 


2-Me 

IVXV 


11-930 


4-F-Ph 


2-(a-Me-BnNHi-4-Pvm 

a* ^ va. ivxv uniixxi T x yiii 


tint? 5 


2-Me 


11-931 


4-F-Ph 


2-fa-Me-BnNHi-4-Pvrn 

\ vA IVIV Ulll ill F X Y111 


rinp 6 


2-Me 


11-932 


4-F-Ph 


2-fa-Me-BnNHi-4-Pvrn 

\\-K IVIV JUlLLillI "T X Vlll 


rinff 7 
1 1113 / 


2-Me 


11-933 


4-F-Ph 


2-(tt.-Me-RnNHV4-Pvrn 

^— ^LA, IVIV Ulll ill I "T JL Vlll 


ring R 


2-Me 

IVXV 


11-934 


4-F-Ph 


2-fra-Me-RnNHV4-Pvrn 

^* V IVIV UlllllXl *T X Vlll 


rini? 9 
inig 


2-Me 

IVXV 


11-935 


4-F-Ph 


2-(fl£-Me-RriNlTi-4-Pvrn 

*— \yj* iviv uni iixy *t x y 111 


ring 10 


2-Me 

±- ivxv 


11-936 


4-F-Ph 


2-fa-Me-BnNHV4-Pvrn 

^ V^*' IVXV X-JllllXX^J "T X Vlll 


ring 1 1 


2-Me 

IVXV 


11-937 


4-F-Ph 


2-fa-Me-BnNHV4-Pvrn 

M~ I vA IVIV Ulll ill 1 T 1 Vlll 


ring 12 


2-Me 


11-938 


4-F-Ph 


2-((T-Me-RnT\THV4-Pvrn 

jL. \\Jv IVIV XJlllilXXy *T X Vlll 


ring 13 


2-Me 

IVXV 


11-939 


4-F-Ph 


\yK IVXV Ulll ill 1 *T x Vlll 


ring 1 A 
llllg It 


2-Me 

^ iviv 


11-940 


4-F-Ph 


\yK IVlvUllllll J >m T~X yill 


ring 1 5 

1 11 1^ X ~s 


2-Me 

X. iviv 


11-941 


4-F-Ph 


-^vv IVxC-xjlllNXx J *T X Jf 111 


ring 1 f\ 

1 11 1 g X \J 


2-Me 

X. ivxv 


11-942 


4-F-Ph 


2-i / a-Me-RnNHV4-Pvrn 

^vi iviv uni ill rt r y in 


ring 1 7 
1 nig 1 / 


2-Me 

IVXV 


11-943 


4-F-Ph 


2-fa-Me-RnNHV4-Pvrn 

i w iviv uiiiiii / t x yiii 


ring 1 8 


2-Me 


11-944 


4-F-Ph 


2-ftt-Me-RnNHi-4-Pvrn 

V^vx ivxv uiiiiii i *t x yiii 


ring 1 Q 
1 nig 1 j 


2-Me 

X» IVXV 


11-945 


4-F-Ph 


±- \\x iviv ijiii >i i j *-r x yiu 


ring 90 

1 iiigj x>vy 


2-Me 

Z. iVl V 


11-946 


4-F-Ph 


IVlv 13111 > 171 J *-T X j 111 


ring 91 
1 111^ 1 


2-Me 

X. IVl V 


11-947 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 22 


2-Me 


11-948 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 23 


2-Me 


11-949 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 24 


2-Me 
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11-950 


4-F-Ph 


2-(a-Me-BnNHV4-Pvrn 

\\*< iviw xxxi±> xx i *t— x yiii 


ring 25 


2-Me 


11-951 


4-F-Ph 


2-f a-Me-BnNH i-4-Pvrn 

>— ' y*-*' J-'Xv^ xxiix^ixxi ' a y in 


ring 26 


2-Me 

IVXw 


11-952 


4-F-Ph 


2-fa-Me-BnNHV4-Pvm 


rine 27 


2-Me 


11-953 


4-F-Ph 


2-fa-Me-BnNTTi-4-Pvrn 

•i* V'^' ATJ-W XJ111>XXI *T X Vlll 


ring 28 


2-Me 


11-954 


4-F-Ph 


2-( a-Me-BnNH V4-P vm 

*•* \\J* inv ±-JL±± illy T x ill 


ring 29 


2-Me 


11-955 


4-F-Ph 


2-f nt-Me-RnlSTH V4-Pvm 
ivxt/ xxixln x x j *~r ± y ill 


rinp ^0 
i in ~j \j 


2-Me 

^ 1VXC' 


11-956 


4-F-Ph 


9-ftt-Me-Rn?\rRV4-Pvm 
^ lUi ivxw jjiix^ijrxi *r x yiii 


x\x\o *\ 1 

1 11 1 3 ~J 1 


2-Me 


11-957 


4-F-Ph 


2-f a-Me-BnNH V4-Pvm 

^ y va. iviv J—»iii > x xy t x V ill 


ring 32 


2-Me 


11-958 


4-F-Ph 


2-ra-Me-BnNHV4-Pvm 

a* v*- A ' x^»lXL^lxxy » X jrJXl 


ring 33 


2-Me 


11-959 


4-F-Ph 


2-fa-Me-BnNHV4-Pvm 

-6* J-"iv jjiii iii j ■ x y in 


ring 34 


2-Me 


11-960 


4-F-Ph 


2-f a -Me-RnNHV4-Pvm 

\yK JLVXt- Ulll_>)XXf *T IT Vlll 


ring 35 


2-Me 

IVXC 


11-961 


4-F-Ph 


2-ftt-Me-RnNHV4-Pvrn 

^» ^ vx. ivxt/ xx ni > x x i *t x yiii 


rinp ^6 

1 lll^j ~y KJ 


2-Me 


11-962 


4-F-Ph 


2-(a-Me-BnNHV4-Pvrn 

\y vx ivxw j_jixl >ixxj *r 1 yiii 


rin*y ^7 


2-Me 


11-963 


4-F-Ph 


2-( nf-Me-RnNHV4-Pvm 

•<— ivx^ xjiii>ixx/ t i yiii 


rin£? 1 


2-OH 

^» Wl X 


11-964 


4-F-Ph 


2-f a-Me-BnNH i-4-Pvrn 

a* ivx^/ uin 1 1 1 1 *r x yiii 


rint? 2 


2-OH 


11-965 


4-F-Ph 


2-f a-Me-RnNHV4-Pvm 

\\-K iVX^/ X/111M1J •"t X yill 




2-OH 


11-966 


4-F-Ph 


2-fa-Me-BnNHV4-Pvrn 

\\-K iviv xx in nx x j *t — x yiii 


rin*? 4 


2-OH 


11-967 


4-F-Ph 


2-f a-Mp-RnNHV4-Pvrn 


11113 ^ 


2-OH 


11-968 


4-F-Ph 


2-ffY-Me-RnNHV4-Pvrn 

£~ \y^> 1VXC J_>lll\XTx^- fc r-X jrlll 


11113 u 


2-OH 


11-969 


4-F-Ph 


2-fr/-Me-RnNT : n-4-Pvm 
w*" iviw jjiix^ixxi *r jt yiii 


11113 ' 


2-OH 


11-970 


4-F-Ph 


2-fa-Me-BnNHl-4-Pvrn 

^ V XVXw U111M1 Jt 1 Vlll 


11113 0 


2-OH 


11-971 


4-F-Ph 


2-l r a-Me-RnNHV4-Pvm 
^ ^la. ivxc xjiix>xx ^— *+-x ym 


-riff CX 0 
11113 ^ 


2-OH 


11-972 


4-F-Ph 


2-f a-Me-RnNHV4-Pvm 

^ \^VX- J.YXt' Uilllll J *T 1 Ylll 


n'ner 1 0 
1 1113 1 ^ 


2-OH 


11-973 


4-F-Ph 


2-f a -Mp-RnMHV4-Pvm 

^ 1VX XXlll > X X J *"T X ylll 


nna 1 1 
11113 1 1 


2-OH 

Wll 


11-974 


4-F-Ph 


7 -fry -Me-RnNH^-^-Pvrn 
\\x xvxc xx i ii > in j ' x yiii 


finer 1 9 
1 1113 1 ^* 


2-OH 


11-975 


4-F-Ph 


2-fa-Me-RnlSrHi-4-Pvrn 

^- y i^x ivxt/ xjhinxx/ — *t x yiii 


rinp 1 ^ 
1 1113 1 *J 


2-OH 

Vll 


11-976 


4-F-Ph 


2-f a-Me-BnNH i-4-Pvm 

±- ivit xxixlnx x i *"t x Vlll 


11113 A ^ 


2-OH 


11-977 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 15 


2-OH 


11-978 


4-F-Ph ; 


2-(a-Me-BnNH)-4-Pym 


ring 16 


2-OH 


11-979 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 17 j 


2-OH 
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11-980 


4-F-Ph 


2-Ca-Me-BnNHV4-Pvm 


rina 1 8 

A IJI3 JL O 


9 -OH 

wXX 


11-981 


4-F-Ph 


2-(a-Me-BnT\rHi-4-Pvrn 


11113 Ly 


9 -OH 


11-982 


4-F-Ph 


2-( nf-Me-RnNHV4-Pvm 

^ IVlV Dill M 1 1 *T 1 Vlll 


rincr 20 
11113 


9 -OH 
^ un 


11-983 


4-F-Ph 


0-(ri -Mp-RnNH Vzl-P\/rn 
j-* \\x ivxc x_>iii>xx^-*t i yiii 


rincr 9 1 
1 1113 z 1 


9 nw 


11-984 


4-F-Ph 


2-fa-Me-BnNH»-4-Pvm 
ivic jjiiiNi lj *r~r yiii 


rincr 99 
11113 zz 


9 -OH 


11-985 


4-F-Ph 


2-(ci -Mp-RnNHV4-Pvm 

+~ \\J~ ivxc Ulll > 1 1 J '-r l ylll 


rincr 9^ 
11113 


9 -OH 
z un 


11-986 


4-F-Ph 


z \\x -ivxc-oixiNn ) i ~T~L yiii 


Tin cr 94 
1 1113 Z*+ 


9 nw 
z-un 


11-987 


4-F-Ph 


2-(tt-Mp-RnNHi-4-Pvm 


rincr 9S 
11113 


9 -OH 


11-988 


4-F-Ph 


2-(ct -Me-RnNH i-4-P vm 


ring 9^S 
11113 ZVJ 


9 -OH 


11-989 


4-F-Ph 


2-(a -Mp-RnNHV4-Pvm 
^ ^vx ivxc uiiinxx y i yiii 


rincr 97 
1 1113 z ' 


9-OH 
z un 


11-990 


4-F-Ph 


2-fnr-Me-RnNHi-4-Pvm 

^va. ivic uni^ixxi *t— i Vlll 


rina 9R 
11113 


9 -OH 


11-991 


4-F-Ph 


2-(a-Me-RnNHV4-Pvrn 

l"lv Ulllill J t 1 ylll 


rina 9Q 
11113 


9 -OH 
z un 


11-992 


4-F-Ph 


2-f rv -Me-RnNH i-4-P vm 

^ IVlV-/ U111>1X 1 *T X Vlll 


rin cr 
11113 ^ 


9 -OH 
z-un 


1 1-993 


4-F-Ph 


2-f r/ -Me-RnNH i-4-P vm 
\yk> ivxc -xjiii>i xi^-t-iy in 


Tin cr ^ 1 
1 1113 


9 -OH 
z-un 


11-994 


4-F-Ph 


2 -fr/ -M e -Rn NH i-4 -P vm 
^ V^va ivic-jjiii>xx > /- 4 T-r/ yin 


rincr ^9 
11113 


9 OH 
z-un 


11-995 


4-F-Ph 


2- fr/ -Me-RnNH i-4 Pvm 
^ux-ivxc-xjiii\n^-*T-x yin 


nn cr ^ ^ 
11113 jj 


9 OH 
z-un 


11-996 


4-F-Ph 


2-(a-Me-RnNHi-4-Pvm 

\KX. ivic uin> 11 /-'■f x ylll 


rincr ^4 
11113 


9 -OH 
z~un 


11-997 


4-F-Ph 


-Me-RnNH i-4-Pvm 

^— y\X IVXC U111N1XI — *T X Vlll 


Tin c ^ S 
11113 


9 -OH 
z-un 


11-998 


4-F-Ph 


2-(n -Me-RnNH i-4-Pvm 

^LA, IV1C XJlllNXX j t r ylll 


Tincr 
11113 J ^ 


9 -OH 
z-un 


11-999 


4-F-Ph 


9-fr/-Mp-RnNHi-.4 Pvm 
z.-^c^-ivxc-xjiii>xxy-*+-x yiii 


11113 ' 


9 nw 
z-un 


11-1000 


4-F-Ph 


IJa -Me-RnNH »-4-Pvm 
z v^vx ivxc "Xjiii >xx i _i t - x yin 


Tincr 1 
11113 1 


9 MpO 
Z-iVxcU 


11-1001 


4-F-Ph 


9-( a -Me-RnNH i-4 -Pvm 

\KJ^ ivit XJllllll 1 *T~1 ylll 


rincr 9 
11113 ^ 


Z-IVXCU 


11-1002 


4-F-Ph 


2-( a -Me-RnNH i-4-Pvm 

ivxc . jjiiiii 1 1 *+ x y in 


nncr 'X 
11113 D 


9-MpO 
z-ivicu 


11-1003 


4-F-Ph 


2-( a -Me-RnNH i-4-P vm 
\yK ivxc uiii >xx j L r r y ill 


T*in cr 4 
11113 ^ 


9-MpH 

Z-ivlCU 


11-1004 


4-F-Ph 


9-fr/-Mp-RnNHi 4 T>\rm 
z \\x ivxc-oiii>in j-h— x ylll 


Tin cr ^ 
riI1 3 D 


9 Ayf/=»0 
Z-ivie^i 


11-1005 


4-F-Ph 


9-fr/-Mp-RnNHi A P\n-n 
z \^tx -ivxc-oillNxx J-H~r yiii 


Tin cr ^ 
IIH3 ^ 


9 A/T^Pi 
Z-iVlC^ 


11-1006 


4-F-Ph 


9-fr/-Mp-RnNHi-4 P\rm 
-t- V^^x ivxc xjiiinxx j'^-r yiu 


Tin cr 7 
ring / 


Z-ivieu 


11-1007 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 8 


2-MeO 


11-1008 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 9 


2-MeO 


11-1009 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 10 


2-MeO 
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11-1010 


4-F-Ph 




rina 1 1 


9-MpO 


11-1011 


4-F-Ph 


9 -fry -Mp-RnNTH-A-P vm 


riricr 1 9 


9-MpO 


11-1012 


4-F-Ph 


9 -(a -Me-RnNN i-A-P vm 


i ii i i j 


9-MpO 


11-1013 


4-F-Ph 


9-fr/-Mp-T3n>Jl-TVA Pvm 


nno 1 A 

x iii/i 1 • 


9-IvTpO 


11-1014 


4-F-Ph 


9-frY-Mp-RnXTRi A V\rm 


Tin o - 1 S 

X lllg X J 


9-TVTpfi 

Z,-lVlCv/ 


11-1015 


4-F-Ph 


^-^Lt-iVlC-OILLNXl yill 


nticr 1 f\ 
ling l\j 


9-Tvfpfi 


11-1016 


4-F-Ph 


^-^ut-ivic-j3iiiNxi j-h-x yin 


nncr 1 7 
Illlg 1 / 


9-lvfpO 


11-1017 


4-F-Ph 


9 ry Jvf p-Rn>JlTl-A_P vm 


rina 1 R 


9-MpO 


11-1018 


4-F-Ph 


^— ivxv^ xjixixx x 1 1 r y in 


rina 1 Q 


2-MpO 


11-1019 


4-F-Ph 


^ ^la-ivxc jdiiinxx ^-*+-Jr ym 


rincr 90 
i nig ^« \j 


9-MpO 


11-1020 


4-F-Ph 


9-fr/-Mp-ttn>Jr-n A Pvm 
^ ^Ul 1V1C OlilNXX J-H-1 yiii 


rincr 9 1 
i nit, i 


9-MpO 
z,-ivicvy 


11-1021 


4-F-Ph 


z,-^L£-iv±c-iJiii>jnL j-'-t-jt yiii 


rina 99 

x lixg X-Z, 


9-MpO 


11-1022 


4-F-Ph 


^ui-ivxc j_>iii >xx ^~*t"x yin 


1 lllg, LJ 


9-MpO 


11-1023 


4-F-Ph 


9-fr/-Mp-Rn>JrTi A P\/m 


rincr 9A 
i nig, x»*t 


9-MpO 


11-1024 


4-F-Ph 


2-(a -Mp-RnTsTR i-A-P vm 

^« ^LA< XVXC XjXXX>iXTX. ^ "t X yill 


rinp 9S 


9-MpO 


11-1025 


4-F-Ph 


9 -fry -Mp-RnTvJrT VA-Pwn 
z»-^l^-ivic-x_>iiinjli j-H-r ylLl 


rincr 96 

1111 Z*VJ 


2-MpO 


11-1026 


4-F-Ph 


^-^(Jt-lVlC-X5IllNrx ^ H--x yill 


rincr 97 
1 nig z / 


9 Upf) 
z,-ivie^ 


11-1027 


4-F-Ph 


0 (n \Ap> RnXITTi A P\rm 

z,-^uc-ivic-oniNri^-M--x ym 


rina 98 
1 1113 


9 A./f^O 
z-iview 


11-1028 


4-F-Ph 


^ ^tx-ivic-x3iii> xi ^-m--x yrn 


rina 90 


9-IvTpO 


11-1029 


4-F-Ph 


9-fry-Mp-RnKTWi A P\/m 
Z,-^UC-lVlc-OIllNrl j-^-ryiJ] 


1 111^ JV 


9-MpO 

^-IVlCW 


11-1030 


4-F-Ph 


9 -fry -lvfp-RnXrRi A P\rm 
^ ^tx ivic _ i3iii>rx j-*t- ryiii 


nn cr ^ 1 


9-MpH 


11-1031 


4-F-Ph 


9-fry-lvTp-RnNT-T^ A Pvm 
Zr-^ix-ivic-jjiiiN in ^-H-Jr yiii 


rina ^9 

llllg, JL 


9-MpO 


11-1032 


4-F-Ph 


^-^UC-1V1C-I3I11NXx j-H-r ym 


nn a ^ ^ 
iiiih, Jj 


9-MpO 


11-1033 


4-F-Ph 


^ ^vJC-lVie-OlllNrl j-q.-j-'ym 


1*11*1 cr ^ A 

ring j-+ 




11-1034 


4_F-Ph 


9-frv-lVf<=- "RnXITTi A P\/m 

Zr-^uc-ivic-jjiiiNri ^-h~x yin 


Tin a ^ ^ 
1111& -J 




11-1035 


4-F-Ph 


^-^UL-ivic-oniNrj. y-^-x yrn 


rina ^6 
llllg jU 




11-1036 


4-F-Ph 


^ ^tx-ivic-jDiiiN xx j-h-x yin 


rina ^7 
1 1113 *^ ' 




11-1037 


4-F-Ph 


2-(a-Me-BiiNHV4-Pvm 


rine 1 


2-F 


11-1038 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 2 


2-F 


11-1039 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 3 


2-F 
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1 1 1 OAO 


A F Vh 


2-(a-Me-BnlNri)-4-Pyrn 


nng 4 


2-r 


1 1 1 OA 1 
11-1 \JH 1 


A T7 PVi 
*f" r -i n 


2-(a-Me-BnNri)-4-Fym 


ring 5 


2-r 


111 0A9 
11-1 UH-Z 


*f-r -in 


2-(a-Me-BnJNH > )-4-Pym 


ring 6 


2-r 


1 1 1 0A1 
11-1 U4 D 


4-r -in 


O / A A ^ "D«-*ATTX\ /I Tl_ 

2-(a-Me-BnNH)-4-Pym 


ring 7 


O T7 

2-r 


1 1 1 n aa 

11-1 \JH H 


A T7 PV> 

4-r -ill 


1 /^v. A A ^ "D^XTTT\ /I T», 

2-(a-Me-BnJNri)-4-Pym 


ring 8 


2-r 


1 1 1 HA^ 
11-1 U4 D 


A T7 PVi 


2-(a-Me-BnNH)-4-Pym 


nng y 


2-r 


1 1 1 fiA£ 
11-1 U4D 


A T7 PVi 
4-r -i n 


2-(a-Me-BnNH)-4-Pym 


nng 1U 


2-r 


1 1 1 (\A1 
11-1 U4 / 


A T7 P1n 

4-r -.ril 


z-(a-Me-BnNrl)-4-Pym 


ring 1 1 


2-r 


1 1 1 flA8 
11-1 u*+o 


4-r -Jr n 


2-(a-Me-BnJNrl)-4-Pym 


nng 12 


2-r 


1 1 1 ClAQ 


A T7 PVi 
4-r -ril 


2-(a-Me-BnJNrl)-4-Pym 


ring 13 


2-r 


1 1 1 fKH 
1 1-1U3U 


A "P PV» 

4-r -ril 


2-(a-Me-BnNH)-4-Pym 


ring 14 


O T? 

2-r 


11 1 fK1 
1 1 -1 UD 1 


A T7 PVi 
4-r -i n 


2-(a-Me-BnJNrl)-4-Pym 


ring 15 


2-r 


1 1 1 fK9 
11-1 U3Z 


A 17 PV» 
4-r -rfl 


2-(a-Me-BrLNH)-4-Pym 


ring 16 


2-r 


1 1 1 

11-1 Ujj 


A T? PVi 
4-r -Jr n 


2-(a-Me-BriJNri)-4-Pym 


ring 1 7 


2-r 


1 1 i fKA 

11-1 L04 


A T? PVi 

4-r-rn 


O / ^. A >T^ — ATTJ\ A T» 

2-(a-Me-BnJNH)-4-Pym 


nng lo 


O TT 

2-r 


1 1 i 

1 I-IUjj 


A T? PV» 

4-r-rn 


2-(a-Me-BnNH)-4-Pym 


nng ly 


2-r 


1 1 1 Cl*s& 
1 1-IUjD 


A T7 PVi 

4-r -ril 


2-(a-Me-BnNH)-4-Pym 


nng 20 


2-P 


1 1 1 fK7 


A T7 PV» 
4- r -ril 


2-(a-Me-BnJNrl)-4-Pym 


nng 21 


2-r 


1 1 1 n^s 

1 1-IUjo 


A TT PVi 

4-r -rn 


2-(a-Me-BnJNrl)-4-Pym 


nng 22 


2-r 


1 1 1 fKQ 

1 1-IUJ7 


A Ta PVi 

4-r -i n 


2-(a-Me-BnNH)-4-Pym 


ring 23 


2-r 


1 1 1 HAH 
1 1-1 UOW 


A T? PVi 

4-r -ril 


2-(a-Me-BnNH)-4-Pym 


ring 24 


2-r 


11 1 0^1 
1 1-1 UO 1 


A PVi 

4-r -rn 


2-(a-Me-BnJNrl)-4-Pym 


ring 25 


2-r 


1 1 1 

1 i-i uoz 


A T7 PVk 

4-r -ill 


2-(a-Me-BnJNH)-4-Pym 


ring 26 


2-r 


111 Cl&'X 


A T7 PV» 

4-r -ill 


2-(a-Me-BnNH)-4-Pym 


ring 27 


O T? 

2-r 


111 C\&A 
1 1-1 U04 


A T7 PVi 
4-r -r n 


2-(a-Me-BnNH)-4-Pym 


nng 2o 


2-r 


111 flA^ 
1 1-1UCO 


A T7 PK 

4-r -ril 


O / A yf_ T> XTT T\ A T\ 

2-(a-Me-BnNH)-4-Pym 


ring 29 


2-F 


1 1 1 C\&& 
1 1-1UOO 


A V* PV» 

4-r -rn 


O / ^. A A ^ Tj XTT T\ A T» 

2-(a-Me-BnNH)-4-Pym 


ring 30 


O T? 

2-F 


11-1067 


4-F-Ph 


z-^ix-ivie-onxNri j-h-it ym 


tin cr *3 1 

ring o i 


z-r 


11-1068 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 32 


2-F 


11-1069 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 33 


2-F 
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11-1070 


4-F-Ph 


2-<a-Me-BnNHV4-Pvm 


ring 34 


2-F 

X X 


11-1071 


4-F-Ph 


X, iVJLt/ XJ111NXX 1 "T X Vlll 


ring 35 


2-F 

X X 


11-1072 


4-F-Ph 


2-(a-Me-RnNHV4-Pvrn 

X» I VA, IYXw XJ1XL > X X / *T JL Y 111 


ring 36 


2-F 

X X 


11-1073 


4-F-Ph 


2-ffx-Mp-RnNTTi-4-Pvm 

X, 1 La, 1V1L' JJ111>11 / 1 1 Vlll 


rinp ^7 

1 III3 mS 1 


2-F 

X* X 


11-1074 


4-F-Ph 


2-fnt-Me-RnNHV4-Pvm 

X, \\X IVX G 1J11±> 1 1 j t I 111 


rinp 1 

AAAA £ 1 


2-Cl 

X* V_xl 


11-1075 


4-F-Ph 


2-(ct -Mp-RnTsJTT V4-P vm 

X \^U. lvlC D111M1 J JT Jill 


rinp 9 
AAAA & ^ 


2-P1 


11-1076 


4-F-Ph 


2-inr -Mp-RnNH i-4-P vm 
^u. ivic L)ni> 1 1 j *-t l yiii 


rinp ^ 
11113 j 


2-Cl 

X V^l 


11-1077 


4-F-Ph 


2-( fx-Me-RnNHV4-Pvm 

X -LVJ.W JJlllill 1 *T X V 111 


rinp 4 
aaaa 3 ~ 


2-Cl 


11-1078 


4-F-Ph 


2-( a-Me-RnNHV4-Pvm 

a* IVX^ X-»A1J. ^IXXy "T X Jrlll 


rine 5 


2-C1 


11-1079 


4-F-Ph 


x ^vx ivil* uiii >n j "t x y in 


AAAA 3 vj 


2-Cl 

X> V-'l 


11-1080 


4-F-Ph 


X ^IX IVXt/ 13111 > X 1 ^ *+ X y ill 


AAAA S ' 


2«n 

X V_^l 


11-1081 


4-F-Ph 


^ iviv xjiii^xii *t x yiii 


rinp ft 

llllg o 


2-C1 


11-1082 


4-F-Ph 


2-f rr -Me-RnTsTR i-4-P vm 

X* V. J-VXt* XJ11±>XX 1 *T X Vlll 


rinp 9 
11113 ^ 


2-C1 

^ V^l 


11-1083 


4-F-Ph 


2-rnt-M'e-RnNHi-4-Pvm 


rinp 1 0 

1 111 3 1 \J 


2-n 


11-1084 


4-F-Ph 


X ^VX 1VX U111M1 1 *T X Vlll 


rinp 1 1 
11113 1 1 




11-1085 


4-F-Ph 


2-(ry -Mp-RnlVTT i-4-Pvrn 

X» y\X IVXt/ UillNl X J i ~T L J 111 


rinp 1 2 




11-1086 


4-F-Ph 


24 ct -Me-RnNHV4-Pvm 

Z."^\X 1V1C D1I1M1 j~ i -r JT y ILL 


rinp 1 *\ 




11-1087 


4-F-Ph 


x-^lj, i vie -Dili > xx j-H—r yiii 


IIII3 A T 


9-P1 


11-1088 


4-F-Ph 


2-(a -Mp-Rn7\TR i-4-P vm i 


rinp 1 S 


2-P1 

X. v^l 


11-1089 


4-F-Ph 


2-( a -Mp-RnNHV4-Pvm 

^ yVX IVIC U111N11 J *T X Vlll 


rinp 1 


2-n 


11-1090 


4-F-Ph 


Z--^\X-1V1C"JI>111NX1. J~ t T"'± ym 


rinp 1 7 
11113 1 ' 


X-V^l 


11-1091 


4-F-Ph 


2-rr/-Mp-RnXTHi-A-Pvm 
x,-^tx-ivxc-ijiii>xx j-H-r y Hi 


11113 


2-C\ 


11-1092 


4-F-Ph 


x~^lX IV1C IJlll NXl J-*-t~ IT y ILL 


11113 iy 


xV-v^l 


11-1093 


4-F-Ph 


x ^tx iviw xjiiinix j t ryii] 


rinp 20 
11113 


XV-V_/1 


11-1094 


4-F-Ph 


7 _fr/ -Mp-RnNTT I-4.-P vm 
x ^ix ivic x>iii >xx ) x yiii 


rinp 21 
1 1113 A 


9-P1 


11-1095 


4-F-Ph 


x. ^tx-ivic-xjiii>iri ^-h-x yiii 


rinp 22 
11113 


9-r"i 

XV-V-/1 


11-1096 


4-F-Ph 


9-f r* -M p-RnlSTR i-4-Pvm 

x \\X IVlt/ XJllI>XX j *-r IT Vlll 


rinp 9^ 
11113 ■'^ — 


9-P1 


11-1097 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 24 


2-Cl 


11-1098 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 25 


2-C1 


11-1099 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 26 


2-Cl 
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11-1100 


4-F-Ph 


2-<'a.-Me-BnNHV4-Pvm 

\ V-A^ lVlw UlllMlJ ~ A YAH 


rine 27 


2-C1 


11-1101 


4-F-Ph 


9-fry -Mp-RnNffi-4-Pvm 

1 VA lVAt' 1— >111 >1 A 1 *T 1 V 111 


ring 28 


2-C1 


11-1102 


4-F-Ph 


9-fry-Mp-Rnl\rR i-4-Pvrn 


rinp 29 
img 


2-C1 


11-1103 


4-F-Ph 

t A A 11 




rinp ^0 
11113 +j \j 


Z> v_ 1 


11-1104 


4-F-Ph 


9-fr/-Mp-Rn>JFn-4-Pvm 
^-^vA-ivic-oiirNri. j~ J -r~r ym 


XiXXQ *\ 1 

A 11 13 ~J A 


2-C1 

V^l 


11-1105 


4-F-Ph 


9 -in -Me-RnNH V4-P vm 

X< ^U. IVIC JJlllM A 1 *T A y 111 


rinp 32 
inig ^ 


2-C1 


11-1106 


4-F-Ph 


9-frv -Mp-RnTsJFn^-Pvm 


finer 
11113 ~j -j 


2-C1 

Z- V_^l 


1 1-1107 


4-F-Ph 


9 -fn -Mp-UtiTsTRV4-P vm 
^ ^i-A. ivxc xjiainxx j *~t i yiii 


rinp ^4 

1 HI3 .J"T 


2-C1 


1 1-1108 


4-F-Ph 


9-(r/-Mp-RnNTTi-4-Pvm 


rinp 3 S 
11113 ^/ 


2-C1 

z. v_- 1 


11-1109 


4-F-Ph 


9 -frv -Me-RnNTTV4-Pvm 


rinp ^fi 

i 1113 ^ \j 


2-C1 


11-1110 


4-F-Ph 


z. -^vx ivic AJiiiNn. ^"T-ryiii 


rinp ^7 
11113 j / 


2-C1 


11-1111 


4-F-Ph 


2-(r/ -Mp-RnNH i-4-Pvm 

±- \kAj AYAt< A_»AA1>IAA.I i J7 VA11 


rinp 1 

A HI3 A 


2 ? 2-diF 


11-1112 


4-F-Ph 


9-fry-Mp-Rn?NJlTi-4-Pvm 


rinp 9 


2 2-diF 

£*^JZ* VAAA 


11-1113 


4-F-Ph 


9 -fry -TvT p-RnMHV A-P vm 
x-^ix-avic-diianaa j~H"± yiii 


rinp ^ 
11113 J 


2 2-diF 


11-1114 


4-F-Ph 


9 -f rv -Mp-Rn>JFn-4-Pvm 


rinp 4 
11113 n 


2 2-diF 


11-1115 


4-F-Ph 


1V1C OIllNlA j-h-l yiii 


rinp S 
11113 J 


2 2-diF 

Xr^Z* VA11 


11-1116 


4-F-Ph 


9-ffY-Mp-RnT\TFn-4-Pvm 


rinp 6 
11113 w 


2 2-diF 

Z- VJ.11 


11-1117 


4-F-Ph 


9-fr/-Mp-RnXFFn A Pvm 

^-^vX-aVIC-ajIIINaJL j *-t x y HI 


rinp 7 
11113 ' 


9 9-diF 

Z- ? X* Li 1 1 


11-1118 


4-F-Ph 


9-(W-Mp-Rn>JI-TV4-Pvm 


rinp R 
a 1113 0 


2 2-diF 

VAAA 


11-1119 


4-F-Ph 


Z- ^Ul lVlC JDIll NlA J-H-L yiii 


rinp 0 
11113 y 


9 9-fHF 


11-1120 


4-F-Ph 

■ A i 11 




nno 1 0 
AA113 1 


2 2-diF 


11-1121 


4-F-Ph 


9-fr/-Mp-Rn>JTTU4-Pvm 
^-^ut-ivic-AJAAiNxri j~*-t~x yui 


nnp 1 1 
11113 1 A 


2 2-diF 

VA1I 


11-1122 


4-F-Ph 


0-ia -Mp-RnNTT i-4-Pvm 


rinp 12 

11113 A 


2,2-diF 


11-1123 


4-F-Ph 


9 -fry -Mp-RnMFT i-4-P vm 


ring 13 


2 2-diF 

^— 5^ U-1A 


11-1124 


4-F-Ph 


9-fr/-Mp-RnNFn-4-Pvm 

Z« 1V1C AJlll > 11 ^ 4 1 Jill 


rinp 1 4 
AA113 i^t 


2 2-diF 

<L*^L* Vlil 


1 1-1125 

A A A A jLi+J 


4-F-Ph 

"T A A 11 


z ivic Dili > iA y-t— x yui 


rinp 1 S 
a 1113 ^ 


9 9-diF 


11-1126 


4-F-Ph 

"T A A Al 


9 -fry -Mp-RnMTTl-A-P vm 
^ui ivic oiii> ri ^-*+- r yiii 


rino 1 ft 

A AAA3 1 


9 2-diF 


11-1127 


4-F-Ph 


2-fa-Me-BnNHV4-Pvm 

^ \*-~ At Aw 1^111>11 J i A YAA1 


rins 17 


2,2-diF 


11-1128 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 18 


2,2-diF 


11-1129 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 19 


2,2-diF 
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11 ii 7n 

11-1 1 jV 


A V PVi 

4-r -rn 


z-^oc-ivie-BmNri j-4-rym 


ring zu 


0 0 rKF 

z,z-cnr 


11 iin 

1 1 - 1 1-51 


4-r -rn 


z-^(x-J\ie-oiiJNri j -4-r ym 


r-incr 9 1 

ring Zr i 


0 0 HiF 1 

z,z-uir j 


11 11 70 
11-1 1 JZ 


A T7 PVi 

4-r -x n 


Z-(a-Me-BnJNri j-4-r ym 


ring zz 


0 0 ^iP 

z,z -uir 


11 1177 

11-1 IDD 


A T7 PVi 

4-r -x n 


z-(a-Me-onlNrl)-4-rym 


-rinrr 07 

ring zj 


0 0 rli Th ' 

z,z -air 


11 11 7A 
11-1 1J4 


4-r-rn 


Z-(a-Me-r>nJNri )-4-rym 


nn rr O A 

ring Z4 


0 0 HiT7 

z ? z-ciir 


11 11 or 
1 1-1 IJD 


A T? PV» 

4-r -ill 


O /™ A >T« T~> XTTT\ A TJ, 

z-(a-Me-BnJNH)-4-rym 


ring zj 


0 0 Hi'Th 

z,z-air 


11 11 7£ 
11-1 IDO 


A T7 PV» 
4-r -r n 


z-(a-Me-BnINrl)-4-rym 


ring 26 


0 0 r1i*T7 

z,z-air 


11 11 77 
11-11.5/ 


A T7 PV» 
4-r -rn 


z-(a-Me-BnJNH)-4-ryiTi 


ring 27 


0 0 HiF 

z,z-air 


11 11 7C 
11-1 i JO 


A T? PVk 
4-r -r 11 


z-(a-Me-onJNrl)-4-rym 


T-inrr OS 

ring zo 


0 0 Hi'T-T 

z,z-air 


11 11 7Q 
11-1 LD7 


A J? Ph 

4-r -rn 


z-(a-Me-BnJNH)-4-rym 


ring Z7 


0 0 HiF 

z,z-air 


11 1 1 /in 
11-1 14U 


A T7 PVi 

4-r-rn 


z-(a-Me-BnJNH)-4-rym 


finrr XH 

ring 


0 O HiT? 

z,z-air 


11 1 1 A1 
11-1 141 


A T7 PVi 

4-r -.rn 


O /'an* A4"a T>-rt ATTT\ A Dirw 

z-(a-Me-JDnJNJrlj-4-rym 


ring 3 1 


0 0 HiTn ! 

z,z-Qir 


11 11 AO 
11-11 4Z 


A T7 PV» 
4-r-rn 


O Aln T> \1TT\ A D,»v, 

z-(a-Me-BnJNri)-4-ryrn 


-r\r\ct 70 

ring jz 


0 0 HiT? 

z,z-air 


11 11 A 7 
11-1 14 J) 


A T-T PVi 

4-r -rn 


z-(a-Me-BnJNri)-4-rym 


ring 33 


0 0 Hi V 

z,z-air 


11 11 AA 
11-1 144 


A T7 PVi 

4-r -rn 


z -(a-Me-BnlN rl)-4-r ym 


ring 34 


0 0 HiF 

z,z-air 


11 11/1^ 
11-1 14D 


A 17 PVi 
4-r -r n 


z-(a-Me-rJnNrl)-4-rym 


ring 35 


0 0 rliT7 

z,z-air 


11 1 1 
11-1 14t> 


A T7 PVi 

4-r -rn 


z-(a-Me-rinNrl)-4-rym 


ring 36 


0 0 HilH 

Z,Z -ulr 


11 11 AO 
11-1 14 / 


A "P PVi 

4-r -rn 


O TV _ T> \TTT\ A Dtmvi 

z-(a-Me-rJnJN ri)-4-r ym 


ring 37 


0 0 Hi Th 

z,z -air 


11 11 AS. 
11-1 145 


A T7 PVi 

4-r -rn 


O T*>-r-i ATT T\ A TJ-i rm 

Z-(Ct-IVie-rinJNrl J-4-r ym 


ring 1 


o-ivie 


11 11 AO 
11-1 IHy 


A T? PVi 

4-r -rn 


z-(a-JVle-rjnJN rl)-4-r ym 


ring 2 


o-ivie 


11 11 <f\ 
1 1-1 IDV 


A T7 PV» 

4-r -rn 


z-(a-Me-BnJNrl)-4-rym 


ring 3 


o-ivie 


11 1 1 < 1 
1 1-1 1M 


A T? PV» 

4-r -rn 


O / TV ;C _ T> — ATT_T\ /I "n _ 

z-(a-Me-BnJNrl)-4-rym 


ring 4 


o-ivie 


11 11 ^o 
11-1 OZ 


A TT PVi 

4-r -rn 


z-^a-Me-BTxNrlj^-^ym 


ring 5 


o-rvie 


11 11 ^7 

1 1-1 1 jo 


4-r -rn 


2-(a-Me-BnNri)-4-rym 


ring 6 


o-ivie 


11 11 ^A 
11-1 134 


A T7 PVk 

4-r -rn 


z-(a-Me-BnJN ri)-4-rym 


ring 7 


o-ivie 


11 11 ^ 
1 1-1 Ijj 


A T7 PVi 

4-r-rn 


o Avi^. r>— .Anjr\ a 
z-(a-Me-BnJNrij-4-rym 


ring 8 


O-iVlC 


11 11 
11-1 10O 


A T7 PVi 

4-r -rn 


z -(a-Me-BnJN rl)-4-r ym 


ring 9 


Q A/f/3 


11 11 ^7 

1 1-1 ID 1 


A Th PVi 

4-r-rn 


z-^cx-JVie-BnrNri j-4-r ym 


ring iw 


8 AA^ 


11-1158 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 11 


8-Me 


11-1159 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 12 


8-Me 
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11-1160 


4-F-Ph 


2-(n -Me-RnNFfi-4-Pvm 

X, 1 LA, 1VXC/ XJ1U_>1A / *T 1 V 111 


ring 13 


8-Me 


11-1 161 

1 1 A A \J A 


4-F-Ph 


9-f™ Jvtp-Rn>JRV4-Pvrn 


Tincr 1 4 

lAAAg l*t 


8-Me 


1 1-1 162 


4-F-Ph 

"T A 1 11 


Z,-^UL-lVlC-J311i>lxA J *-T IT yin 


nna 1 S 

A 11 1 £i 1 -J 


8-Me 


1 1-1 163 

XX XX W«J 


4-F-Ph 

*T A XT AA 


9 (n Mp-RnT^nT^-Pvm 


rincr 1 f\ 

X lllft X \J 


8-Me 


11-1164 


4-F-Ph 


9-fr/-Mp-Rn?sJHV4-Pvrn 

^"^Ifc-lVlC ajIUNai J *~r ± y 111 


rincr 1 7 

lAllg X / 


8-Me 


11-1165 


4-F-Ph 

i A A AA 


9-f™-Mp-RnT\TRV4-Pvrn 

Z~^L£ IViC AJlilNlT j-*t-± ym 


rina 1 8 

A 111 fc^ A VJ 


8-Me 


11-1166 

XX AX \J\J 


4-F-Ph 

"T A X 11 


9 J a -Mp-RnXIT-TVA-P vrn 


ring 1 Q 


8-Me 


11-1167 


4-F-Ph 


9 -(n -M p-RnlMRVA-P vm 


tincr 90 

1 XXlg ±*\J 


8-Me 


11-1168 


4-F-Ph 


9 -(a -Me-Rn7\TR V4-P vm 
z ^l*> ivac jl>aai>i jlx j *+ i y in 


rincr 21 
i iii^ ±* i 


8-Me 

0 IVlV 


11-1169 

X A A A \J 


4-F-Ph 

~ A X 1A 


9 -(n -Mp-Rn>JT-Tl-A-P vm 

Z,-^L^-lVlC-J_>Ili>l XT J *~r JT yni 


rincr 22 

1 111 x>x> 


8-Me 


11-1170 


4-F-Ph 


9-frY-Mp-RnNTTu4-Pvrn 

Z 1V1C IJllI > JTA |-*t-x yiAl 


rincr 23 

AAllii .J 


8-Me 


11-1171 


4-F-Ph 


9_fr/-Mp-Rn?\rHV4-Pvrn 


rincr 94 

A lllg, ^#*T 


8-Me 


1 1-1 172 

AX X A / X> 


4_F-Ph 

"T X X 11 


9 Jn -Mp-RnXTRPl-A-P vm 


rina 9^ 
niig u 


8-Me 


1 1-1 173 

XX X X / ~J 


4_F-Ph 

*T X X 11 


9 frv Mp RnXTT-n A T>\rrr\ 


T*in cr 0f\ 

1 illg, Z\J 


8-Mp 

O 1V1C 


1 1-1 174 

XX X X / "T 


4-F-Ph 

"T X XT XI 


9 fry Mp RnKFR^ A V\rm 
z-^cji-ivaC-ajIiin ri j-^-rym 


rincr 97 

1111 £3 z» / 


8-Mp 

O 1V1C 


1 1-1 175 

X A X X / *J 


4-F-Ph 

"1" X XT AA 


z-^cx-ivic-xjiiiNxx j-H-r ym 


rincr 98 
1111^ z 0 


8-Me 

O 1V1C 


11-1176 

XX X X / \J 


4-F-Ph 

~ A A AA 


9-fr/-Mp-Rnl\3T : n-4.-P\/rn 
Z-^LL-lVlC-AJlllNxl. i _i t-x ym 


rincr 99 

AAAl£p 


8-Me 


1 1-1 177 

X A XX// 


4-F-Ph 

~ X X 11 


9 fry Mp RnXTR^ A Pwn 
z ^ui ivic ajiiin n j-h-it yin 


rincr ^0 

1 111 ii, -J W 


8-Me 


1 1-1 178 

XX A A / KJ 


4-F-Ph 

"T A A AA 


9 fr/ Mp RnXTR^ A Pvm 
z-^lJt-lVlC-J3Ill>xx ^-*f- x yiii 


rincr *\ 1 
1 111^ 1 


8-Me 


1 1-1 179 

A A 11/7 


4_F-Ph 

"T A X 11 


9 - f rv -"Mi p - R n TsJTT^ - A - P \rm 
z-^(X-1V1C-xt3aLLNat j-h--x yin 


rincr ^9 

1111^ JZ 


8-Me 

O 1V1C 


1 1-1 180 

XX XX \J\J 


4-F-Ph 

T X X 11 


9 frv Mp RnXTPTl A P\/rn 


rin cr 33 


8-Me 


1 1-1181 

XX X X (J X 


4-F-Ph 

"T X X AA 


9 -M p-RnlMR i-4-P vm 


rincr ^4 
11113 


8-Me 


11-1182 


4-F-Ph 


2-(tt-Me-RnNHV4-Pvm 

A* I VA< 1V1V AVlll ill 1 ~ A VAAA 


ring 35 


8-Me 


11-1183 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 36 


8-Me 


11-1184 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 37 


8-Me 
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Table 12 



Compound No. 


R l 


R* 


A 


R 5 


12-1 


4-F-Ph 


4-Pyr 


ring 1 


- 


12-2 


4-F-Ph 


4-Pyr 


ring 2 


- 


12-3 


4-F-Ph 


4-Pyr 


ring 3 


- 


12-4 


4-F-Ph 


4-Pyr 


ring 4 


- 


12-5 


4-F-Ph 


4-Pyr 


ring 5 


- 


12-6 


4-F-Ph 


4-Pyr 


ring 6 


_ 


12-7 


4-F-Ph 


4-Pyr 


ring 7 


- 


12-8 


4-F-Ph 


4-Pyr 


ring 8 


_ 


12-9 


4-F-Ph 


4-Pyr 


ring 9 


_ 


12-10 


4-F-Ph 


4-Pyr 


ring 10 


_ 


12-11 


4-F-Ph 


4-Pyr 


ring 1 1 


_ 


12-12 


4-F-Ph 


4-Pyr 


ring 12 


_ 


12-13 


4-F-Ph 


4-Pyr 


ring 13 


- 


12-14 


4-F-Ph 


4-Pyr 


ring 14 


- 


12-15 


4-F-Ph 


4-Pyr 


ring 15 


_ 


12-16 


4-F-Ph 


4-Pyr 


ring 16 


- 


12-17 


4-F-Ph 


4-Pyr 


ring 17 




12-18 


4-F-Ph 


4-Pyr 


ring 18 




12-19 


4-F-Ph 


4-Pyr 


ring 19 




12-20 


4-F-Ph 


4-Pyr 


ring 20 




12-21 


4-F-Ph 


4-Pyr 


ring 21 




12-22 


4-F-Ph 


4-Pyr 


ring 22 




12-23 


4-F-Ph 


4-Pyr 


ring 23 




12-24 


4-F-Ph 


4-Pyr 


ring 24 




12-25 


4-F-Ph 


4-Pyr 


ring 25 
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12-26 


4-F-Ph 


4-Pyr 


ring 26 




12-27 


4-F-Ph 


4-Pyr 


ring 27 




12-28 


4-F-Ph 


4-Pyr 


ring 28 




12-29 


4-F-Ph 


4-Pyr 


ring 29 




12-30 


4-F-Ph 


4-Pyr 


ring 30 




12-31 


4-F-Ph 


4-Pyr 


ring 31 




12-32 


4-F-Ph 


4-Pyr 


ring 32 




12-33 


4-F-Ph 


4-Pyr 


ring 33 




12-34 


4-F-Ph 


4-Pyr 


ring 34 




12-35 


4-F-Ph 


4-Pyr 


ring 35 




12-36 


4-F-Ph 


4-Pyr 


ring 36 




12-37 


4-F-Ph 


4-Pyr 


ring 37 




12-38 


4-F-Ph 


4-Pyr 


ring 1 


2-Me 


12-39 


4-F-Ph 


4-Pyr 


ring 2 


2-Me 


12-40 


4-F-Ph 


4-Pyr 


ring 3 


2-Me 


12-41 


4-F-Ph 


4-Pyr 


ring 4 


2-Me 


12-42 


4-F-Ph 


4-Pyr 


ring 5 


2-Me 


12-43 


4-F-Ph 


4-Pyr 


ring 6 


2-Me 


12-44 


4-F-Ph 


4-Pyr 


ring 7 


2-Me 


12-45 


4-F-Ph 


4-Pyr 


ring 8 


2-Me 


12-46 


4-F-Ph 


4-Pyr 


ring 9 


2-Me 


12-47 


4-F-Ph 


4-Pyr 


ring 10 


2-Me 


12-48 


4-F-Ph 


4-Pyr 


ring 11 


2-Me 


12-49 


4-F-Ph 


4-Pyr 


ring 12 


2-Me 


12-50 


4-F-Ph 


4-Pyr 


ring 13 


2-Me 


12-51 


4-F-Ph 


4-Pyr 


ring 14 


2-Me 


12-52 


4-F-Ph 


4-Pyr 


ring 15 


2-Me 


12-53 


4-F-Ph 


4-Pyr 


ring 16 


2-Me 


12-54 


4-F-Ph 


4-Pyr 


ring 17 


2-Me 


12-55 


4-F-Ph 


4-Pyr 


ring 18 


2-Me 


12-56 


4-F-Ph 


4-Pyr 


ring 19 


2-Me 


12-57 


4-F-Ph 


4-Pyr 


ring 20 


2-Me 



S:/Chemica1/Sankyo/FP0207/FP0207s3 



P85695/FP-0207(PCT)/English translation (pt.3)/tsa-ig/03.07.03 



193 



12-58 


4-F-Ph 


A T\ 

4-Pyr 


ring 21 


2-Me 


12-59 


4-F-Ph 


4-Pyr 


ring 22 


2-Me 


12-60 


4-F-Ph 


4-Pyr 


ring 23 


2-Me 


12-61 


4-F-Ph 


4-Pyr 


ring 24 


2-Me 


12-62 


4-F-Ph 


4-Pyr 


ring 25 


2-Me 


12-63 


4-F-Ph 


4-Pyr 


ring 26 


2-Me 


12-64 


4-F-Ph 


4-Pyr 


ring 27 


2-Me 


12-65 


4-F-Ph 


4-Pyr 


ring 28 


2-Me 


12-66 


4-F-Ph 


4-Pyr 


ring 29 


2-Me 


12-67 


4-F-Ph 


4-Pyr 


ring 30 


2-Me 


12-68 


4-F-Ph 


4-Pyr 


ring 31 


2-Me 


12-69 


4-F-Ph 


4-Pyr 


ring 32 


2-Me 


12-70 


4-F-Ph 


4-Pyr 


ring 33 


2-Me 


12-71 


4-F-Ph 


4-Pyr 


ring 34 


2-Me 


12-72 


4-F-Ph 


4-Pyr 


ring 35 


2-Me 


12-73 


4-F-Ph 


4-Pyr 


ring 36 


2-Me 


12-74 


4-F-Ph 


4-Pyr 


ring 37 


2-Me 


12-75 


4-F-Ph 


4-Pyr 


ring 1 


2-OH 


12-76 


4-F-Ph 


4-Pyr 


ring 2 


2-OH 


12-77 


4-F-Ph 


4-Pyr 


ring 3 


2-OH 


12-78 


4-F-Ph 


4-Pyr 


ring 4 


2-OH 


12-79 


4-F-Ph 


4-Pyr 


ring 5 


2-OH 


12-80 


4-F-Ph 


4-Pyr 


ring 6 


2-OH 


12-81 


4-F-Ph 


4-Pyr 


ring 7 


2-OH 


12-82 


4-F-Ph 


4-Pyr 


ring 8 


2-OH 


12-83 


4-F-Ph 


4-Pyr 


ring 9 


2-OH 


12-84 


4-F-Ph 


4-Pyr 


ring 10 


2-OH 


12-85 


4-F-Ph 


4-Pyr 


ring 11 


2-OH 


12-86 


4-F-Ph 


4-Pyr 


ring 12 


2-OH 


12-87 


4-F-Ph 


4-Pyr 


ring 13 


2-OH 


12-88 


4-F-Ph 


4-Pyr 


ring 14 


2-OH 


12-89 


4-F-Ph 


4-Pyr : 


ring 15 


2-OH 
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1 O HA 


A T7 T>"U 

4-F-Ph 


4-Pyr 


ring 16 


2-OH 


12-91 


/< t-» Til- 

4-F-Ph 


4-Pyr 


ring 17 


2-OH 


1 o no 

12-92 


A T? T>1_ 

4-F-Ph 


4-Pyr 


ring 18 


2-OH 


12-93 


4-F -Ph 


4-Pyr 


ring 19 


2-OH 


1 O Hz! 

12-94 


A T? nu 

4-r -Pn 


4-Pyr 


ring 20 


2-OH 


12-95 


4-F-Ph 


A T» 

4-Pyr 


ring 21 


2-OH 


12-90 


4-r-rh 


4-Pyr 


ring 22 


2-OH 


12-97 


vl Til 

4-F-Ph 


4-Pyr 


ring 23 


2-OH 


i o no 
12-98 


4-F-Ph 


4-Pyr 


ring 24 


2-OH 


1 o nn 
12-99 


A T? Tit- 

4-F-Ph 


4-Pyr 


ring 25 


2-OH 


12-100 


/I T? T»"U 

4-F-Ph 


4-Pyr 


ring 26 


2-OH 


12-101 


/I T7 Til. 

4-F-Ph 


4-Pyr 


ring 27 


2-OH 


12-102 


4-F-Ph 


4-Pyr 


ring 28 


2-OH 


12-103 


/I TT» Til. 

4-F-Ph 


4-Pyr 


ring 29 


2-OH 


1 O 1 f\ A ' 

12-104 


4-F-Ph 


4-Pyr 


ring 30 


2-OH 


1 o 1 nc 
12-105 


/! T? Tit. 

4-F-Ph 


A Ti 

4-P>T 


ring 31 


2-OH 


12-106 


/l T? Til- 

4-F-Ph 


A Ti 

4-Pyr 


ring 32 


2-OH 


12-107 


A T? "T»1_ 

4-F-Ph 


4-Pyr 


ring 33 


2-OH 


1 O 1 AO 

12-108 


4-F-Ph 


4-Pyr 


ring 34 


2-OH 


12-109 


A T" ' Til 

4-F-Ph 


4-Pyr 


ring 35 


2-OH 


12-1 10 


4-F-Ph 


A T\ 

4-Pyr 


ring 36 


2-OH 


n iii 
12-111 


A T? Ti1_ 

4-F-Ph 


A T\ 

4-Pyr 


ring 37 


2-OH 


12-1 12 


/i T? Tit- 

4-F-Ph 


4-Pyr 


ring 1 


2-MeO 


n 1 1 o 
12-1 13 


A T7 ITU 

4-F-Ph 


A T\ 

4-Pyr 


ring 2 


2-MeO 


1 1 ii/i 
12-114 


/I T? Tit- 

4-F-Ph 


/i Ti 

4-Pyr 


ring 3 


2-MeO 


12-115 


A T^ 1 "Til 

4-F-Ph 


4-Pyr 


ring 4 


2-MeO 


12-1 16 


4-F-Ph 


4-Pyr 


ringS 


2-MeO 


12-1 17 


/I T»1 

4-F-Ph 


4-Pyr 


ring 6 


2-MeO 


n i i o 
12-1 18 


4-F-Ph 


4-Pyr 


ring 7 


2-MeO 


1 9 1 1 Q 




h-Jt yr 


ring 8 


2-Mel) 


12-120 


4-F-Ph 


4-Pyr 


ring 9 


2-MeO 


12-121 


4-F-Ph 


4-Pyr 


ring 10 


2-MeO 
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1 O 1 

12-122 


/I T7 DU 

4-r-Pn 


4-Pyr 


ring 1 1 


2-MeO 


H ill 

12-123 


/I T? T)U 

4-r-rn 


/I T>, r»« 

4-Pyr 


ring 12 


2-MeO 


1 O 11/1 

12-124 


/i T? nu 

4-r-rn 


/I Tii — 

4-Pyr 


ring 13 


2-MeO 


1 1 IOC 

12-125 


/I T? Til. 

4-F-Ph 


4-Pyr 


ring 14 


2-MeO 


12-126 


A T? Ti'U 

4-r-rn 


4-Pyr 


nng 15 


2-MeO 


1 O 1 O T 

12-12/ 


A T? TlU 

4-r-Fh 


4-Pyr 


ring 16 


2-MeO 


n i oo 
12-128 


/I T7 Trd, 

4-r -rn 


4-Pyr 


ring 17 


2-MeO 


1 o i on 

12-129 


/i T7 ni. 

4-r-Ph 


4-Pyr 


ring 18 


2-MeO 


1 O 1 

12-130 


/l T? T>"U 

4-r-rn 


4-Pyr 


ring 19 


2-MeO 


1 O 1 

12-131 


4-r-Ph 


4-Pyr 


ring 20 


2-MeO 


12-132 


/l T7 TTkl-. 

4-F-Ph 


4-Pyr 


nng 21 


2-MeO 


1 o 1 o o 

12-133 


/I T7 T»"U 

4-r-rn 


A T>_ 

4-Pyr 


ring 22 


2-MeO 


12-134 


4-r-rn 


/I T), _ 

4-Fyr 


nng 23 


2-MeO 


12-135 


4-r-rn 


/l T>, 

4-Pyr 


ring 24 


2-MeO 


12-136 


/I T7 T)U 

4-r-rn 


4-Pyr 


ring 25 


2-MeO 


12-137 


A T? ITU 

4-F-Ph 


4-Pyr 


ring 26 


2-MeO 


ion 

12-138 


/I T7 T»"U 

4-r-Pn 


4-Pyr 


ring 27 


2-MeO 


12-139 


/I TP 1 T"»1_ 

4-F-Ph 


4-Pyr 


nng 28 


2-MeO 


1 O 1 /t A 

12-140 


/I T7 Tit. 

4-r-Pn 


4-Pyr 


nng 29 


2-MeO 


1 O 1/11 

12-141 


4-r-Pn 


4-Pyr 


ring 30 


2-MeO 


1 o 1 /I o 

12-142 


4-r-Pn 


4-Pyr 


ring 31 


O A A" /~\ 

2-MeO 


1 O 1 /lO 

12-143 


A T7 Til, 

4-r-Pn 


4-Pyr 


nng 32 


'"l A /T /— \ 

2-MeO 


12-144 


/I T? T^l_ 

4-F-Ph 


4-Pyr 


nng 33 


2-MeO 


12-145 


4-r-Pn 


4-Pyr 


ring 34 


2-MeO 


12-146 


/I T7 Tit-* 

4-r-Pn 


A T). 

4-Pyr 


nng 35 


2-MeO 


1 O *\ AH 

12-147 


A T7 Ti"U 

4-F-Ph 


4-P>T 


ring 36 


2-MeO 


12-148 


/! T? Til. 

4-r-Pn 


4-Pyr 


nng 37 


2-MeO 


12-149 


/I T? TJ"U 

4-r-Pn 


4-Pyr 


nng l 


2-F 


12-150 


/I T? T»1_ 

4-F-Ph 


4-Pyr 


nng 2 


2-F 


12-10 I 


4-r-rn 


A "Dirt- 

4-ryr 


ring 3 


2-r 


12-152 


4-F-Ph 


4-Pyr 


ring 4 


2-F 


12-153 


4-F-Ph 


4-Pyr 


ring 5 


2-F 
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12-154 


4-F-Ph 


4-Pyr 


ring 6 


2-F 


-I /-\ ICC 

12-155 


4-F-Ph 


A T\ 

4-Pyr 


ring 7 


2-F 


12-156 


4-F-Ph 


A T\ 

4-Pyr 


ring 8 


2-F 


12-157 


4-F-Ph 


4-Pyr 


ring 9 


2-F 


12-158 


4-F-Ph 


4-Pyr 


ring 10 


2-F 


12-159 


4-F-Ph 


4-Pyr 


ring 11 


2-F 


12-160 


4-F-Ph 


4-Pyr 


ring 12 


2-F 


12-161 


4-F-Ph 


4-Pyr 


ring 13 


2-F 


12-162 


4-F-Ph 


4-Pyr 


ring 14 


2-F 


12-163 


4-F-Ph 


4-Pyr 


ring 15 


2-F 


12-164 


4-F-Ph 


4-Pyr 


ring 16 


2-F 


12-165 


4-F-Ph 


4-Pyr 


ring 17 


2-F 


12-166 


4-F-Ph 


4-Pyr 


ring 18 


2-F 


12-167 


4-F-Ph 


4-Pyr 


ring 19 


2-F 


12-168 


4-F-Ph 


4-Pyr 


ring 20 


2-F 


12-169 


4-F-Ph 


4-Pyr 


ring 21 


2-F 


12-170 


4-F-Ph 


4-Pyr 


ring 22 


2-F 


12-171 


4-F-Ph 


4-Pyr 


ring 23 


2-F 


12-172 


4-F-Ph 


4-Pyr 


ring 24 


2-F 


12-173 


4-F-Ph 


4-Pyr 


ring 25 


2-F 


12-174 


4-F-Ph 


4-Pyr 


ring 26 


2-F 


12-175 


4-F-Ph 


4-Pyr 


ring 27 


2-F 


12-176 


4-F-Ph 


4-Pyr 


ring 28 l 


2-F 


12-177 


4-F-Ph 


4-Pyr 


ring 29 


2-F 


12-178 


4-F-Ph 


4-Pyr 


ring 30 


2-F 


12-179 


4-F-Ph 


4-Pyr 


ring 31 
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1 0 9 1 Q 
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i 7 o^n 
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A T>» rv 
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4-Pyr 
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IZ-ZoZ 


A 17 T>V» 

4-r -rn 


4-Pyr 
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8-Me 


IZ-ZoJ 
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4-r -rn 


4-Pyr 


ring 4 
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1 O 7/^ 

IZ-Zoj 


A T? DV. 

4-r -rn 


4-Pyr 
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8-Me 


IZ-Zoo 


A T7 T>"U 

4-r -rn 
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8-Me 


1Z-ZO / 


A 17 T)U 

4-r -rn 
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8-Me 
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IZ-Z/O 


4-r-rn 


4-Pyr 


ring 17 


8-Me 




A T7 Til, 
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8-Me 
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4-r-Pn 


A Tl_ 
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ring 19 


8-Me 


1 2-77Q 


H-r -rn 
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1 9 


/I 17 DU 

4-r-rn 


9 XTTI A Dt n-*-k 

z-iNri2-4-r yrn 


ring 9 




1 O 
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1 1 1 1 A 
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/l T7 DJi 
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4-r-rn 


2-JNrl2-4-rym 


nng 2o 
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A T7 DV* 
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2-JN Jrl2 -4-r ym 
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A T7 T>V 

4-r -rn 
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ring 35 
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4-r -rn 


9 XTTJ A Dirni 
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12-333 


/l T7 DV» 

4-r-rn 
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4-r-rn 


1 XTTJ A D-t r*-^. 
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ring 1 


2-Me 
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4-r -rn 


O XTTJ A D,rrv, 
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ring 2 
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ring 3 


2-Me 
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z-ivie 
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ring 5 
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O XTTJ /I D, 
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9 XTTT /I D, 
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nng y 
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2-Me 




A V? DVi 

4-r-rn 


z-iN iT2 -4- r ym 


ring 10 


z-ivie 
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12-346 


A T™ 1 Tkl 

4-F-Ph 


1^ \TTT A T-V 

2-NH 2 -4-Pym 


nng 13 


2-Me 
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A T™ 1 T"»1 

4-F-Ph 
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2-Me 
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/i T? Til- 

4-F-Ph 


XTTT A T» - 
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ring 15 


2-Me 
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O \TTT >l T* 
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4-F-Ph 


l~\ "v TT Y vl T"\ 
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ring 24 


2-Me 
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r** "VTTT A T\ 

2-NH 2 -4-Pym 


nng 25 


2-Me 
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4-F-Ph 


"XTTT A T\ 

2-NH 2 -4-Pym 


nng 26 


2-Me 
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4-F-Ph 


<^ "VTTT A T*% 
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nng 27 


2-Me 
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4-F-Ph 


2-NH 2 -4-Pym 


nng 28 


^ a >r 

2-Me 
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2-NH 2 -4-Pym 


nng 29 


2-Me 
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4-F-Ph 


2-NH 2 -4-Pym 


nng 30 


2-Me 
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4-F-Ph 


"V TT T A T"> 
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ring 31 


2-Me 
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4-F-Ph 
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nng 32 


2-Me 
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4-F-Ph 


^ "VTTT /I T\ 

2-NH 2 -4-Pym 


nng 33 


2-Me 
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4-F-Ph 
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2-NH 2 -4-Pym 


nng 34 


2-Me 


12-368 


4-F-Ph 


2-NH 2 -4-Pym 


ring 35 


2-Me 


12-369 


4-F-Ph 


2-NH 2 -4-Pym 


nng 36 


^ V K 

2-Me 


12-370 


4-F-Ph 


2-NH 2 -4-Pym 


nng 37 


2-Me 


12-371 


4-F-Ph 


2-NH 2 -4-Pym 


ring 1 


2-OH 


12-372 


4-F-Ph 


2-NH 2 -4-Pym 


ring 2 


2-OH 


12-373 


4-F-Ph 


2-NH 2 -4-Pym 


ring 3 


2-OH 


12-374 


4-F-Ph 


2-NH 2 -4-Pym 


ring 4 


2-OH 


12-375 


4-F-Ph 


XTTT A Tfc 

2-NH2-4-Pym 


nng 5 


2-OH 


12-376 


4-F-Ph 


2-NH 2 -4-Pym 


ring 6 


2-OH 


12-377 


4-F-Ph 


2-NH 2 -4-Pym 


ring 7 


2-OH 
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12-378 


4-F-Ph 


2-NH 2 -4-Pym 


ring 8 


2-OH 


12-379 


4-F-Ph 


2-NH 2 -4-Pym 


ring 9 


2-OH 


12-380 


4-F-Ph 


2-NH 2 -4-Pym 


ring 10 


2-OH 


12-381 


4-F-Ph 


2-NH 2 -4-Pym 


ring 11 


2-OH 


12-382 


4-F-Ph 


2-NH 2 -4-Pym 


ring 12 


2-OH 


12-383 


4-F-Ph 


2-NH 2 -4-Pym 


ring 13 


2-OH 


12-384 


4-F-Ph 


2-NH 2 -4-Pym 


ring 14 


2-OH 


12-385 


4-F-Ph 


2-NH 2 -4-Pym 


ring 15 


2-OH 


12-386 


4-F-Ph 


2-NH 2 -4-Pym 


ring 16 


2-OH 


12-387 


4-F-Ph 


2-NH 2 -4-Pym 


ring 17 


2-OH 


12-388 


4-F-Ph 


2-NH 2 -4-Pym 


ring 18 


2-OH 


12-389 


4-F-Ph 


2-NH 2 -4-Pym 


ring 19 


2-OH 


12-390 


4-F-Ph 


2-NH 2 -4-Pym 


ring 20 


2-OH 


12-391 


4-F-Ph 


2-NH 2 -4-Pym 


ring 21 


2-OH 


12-392 


4-F-Ph 


2-NH 2 -4-Pym 


ring 22 


2-OH 


12-393 


4-F-Ph 


2-NH 2 -4-Pym 


ring 23 


2-OH 


12-394 


4-F-Ph 


2-NH 2 -4-Pym 


ring 24 


2-OH 


12-395 


4-F-Ph 


2-NH 2 -4-Pym 


ring 25 


2-OH 


12-396 


4-F-Ph 


2-NH 2 -4-Pym 


ring 26 


2-OH 


12-397 


4-F-Ph 


2-NH 2 -4-Pym 


ring 27 


2-OH 


12-398 


4-F-Ph 


2-NH 2 -4-Pym 


ring 28 


2-OH 


12-399 


4-F-Ph 


2-NH 2 -4-Pym 


ring 29 


2-OH 


12-400 


4-F-Ph 


2-NH 2 -4-Pym 


ring 30 


2-OH 


12-401 


4-F-Ph 


2-NH 2 -4-Pym 


ring 31 


2-OH 


12-402 


4-F-Ph 


2-NH 2 -4-Pym 


ring 32 


2-OH 


12-403 


4-F-Ph 


2-NH 2 -4-Pym 


ring 33 


2-OH 


12-404 


4-F-Ph 


2-NH 2 -4-Pym 


ring 34 


2-OH 


12-405 


4-F-Ph 


2-NH 2 -4-Pym 


ring 35 


2-OH 


12-406 


4-F-Ph 


2-NH 2 -4-Pym 


ring 36 


2-OH 


12-407 


4-F-Ph 


<*> \TTT A T\ 

2-NH 2 -4-Pym 


nng 37 


2-OH 


12-408 


4-F-Ph 


2-NH 2 -4-Pym 


ring 1 


2-MeO 


12-409 


4-F-Ph 


2-NH 2 -4-Pym 


ring 2 


2-MeO 
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12-410 


4-F-Ph 


2-NH 2 -4-Pym 


nng3 


2-MeO 


12-411 


4-F-Ph 


2-NH 2 -4-Pym 


ring 4 


2-MeO 


12-412 


4-F-Ph 


2-NH 2 -4-Pym 


ring 5 


2-MeO 


12-413 


4-F-Ph 


2-NH 2 -4-Pym 


ring 6 


2-MeO 


12-414 


4-F-Ph 


2-NH 2 -4-Pym 


ring 7 


2-MeO 


12-415 


4-F-Ph 


2-NH 2 -4-Pym 


ring 8 


2-MeO 


12-416 


4-F-Ph 


2-NH 2 -4-Pym 


ring 9 


2-MeO 


12-417 


4-F-Ph 


2-NH 2 -4-Pym 


ring 10 


2-MeO 


12-418 


4-F-Ph 


2-NH 2 -4-Pym 


ring 1 1 


2-MeO 


12-419 


4-F-Ph 


2-NH 2 -4-Pym 


ring 12 


2-MeO 


12-420 


4-F-Ph 


2-NH 2 -4-Pym 


ring 13 


2-MeO 


12-421 


4-F-Ph 


2-NH 2 -4-Pym 


ring 14 


2-MeO 


12-422 


4-F-Ph 


2-NH 2 -4-Pym 


ring 15 


2-MeO 


12-423 


4-F-Ph 


2-NH 2 -4-Pym 


ring 16 


2-MeO 


12-424 


4-F-Ph 


2-NH 2 -4-Pym 


ring 17 


2-MeO 


12-425 


4-F-Ph 


2-NH 2 -4-Pym 


ring 18 


2-MeO 


12-426 


4-F-Ph 1 


2-NH 2 -4-Pym 


ring 19 


2-MeO 


12-427 


4-F-Ph | 


2-NH 2 -4-Pym 


ring 20 


2-MeO 


12-428 


4-F-Ph 


2-NH 2 -4-Pym 


ring 21 


2-MeO 


12-429 


4-F-Ph 


2-NH 2 -4-Pym 


ring 22 


2-MeO 


12-430 


4-F-Ph 


2-NH 2 -4-Pym 


ring 23 


2-MeO 


12-431 


4-F-Ph 


2-NH 2 -4-Pym 


ring 24 


2-MeO 


12-432 


4-F-Ph 


2-NH 2 -4-Pym 


ring 25 


2-MeO 


12-433 


4-F-Ph 


2-NH 2 -4-Pym 


ring 26 


2-MeO 


12-434 


4-F-Ph 


2-NH 2 -4-Pym 


ring 27 


2-MeO 


12-435 


4-F-Ph 


2-NH 2 -4-Pym 


ring 28 


2-MeO 


12-436 


4-F-Ph 


2-NH 2 -4-Pym 


ring 29 


2-MeO 


12-437 


4-F-Ph 


2-NH 2 -4-Pym 


ring 30 


2-MeO 


12-438 


4-F-Ph 


2-NH 2 -4-Pym 


ring 31 


2-MeO 


12-439 


4-F-Ph 


2-NH 2 -4-Pym 


ring 32 


2-MeO 


12-440 


4-F-Ph 


2-NH 2 -4-Pym 


ring 33 


2-MeO 


12-441 


4-F-Ph 


2-NH 2 -4-Pym 


ring 34 


2-MeO 
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12-442 


4-F-Ph 


2-NH 2 -4-Pym 


nng 35 


2-MeO 


12-443 


4-F-Ph 


2-NH 2 -4-Pym 


nng 36 


2-MeO 


12-444 


4-F-Ph 


2-NH 2 -4-Pym 


ring 37 


2-MeO 


12-445 


4-F-Ph 


2-NH 2 -4-Pym 


ring 1 


2-F 


12-446 


4-F-Ph 


2-NH 2 -4-Pym 


ring 2 


2-F 


12-447 


4-F-Ph 


2-NH 2 -4-Pym 


ring 3 


2-F 


12-448 


4-F-Ph 


2-NH 2 -4-Pym 


ring 4 


2-F 


12-449 


4-F-Ph 


2-NH 2 -4-Pym 


ring 5 


2-F 


12-450 


4-F-Ph 


2-NH 2 -4-Pym 


ring 6 


2-F 


12-451 


4-F-Ph 


2-NH 2 -4-Pym 


ring 7 


2-F 


12-452 


4-F-Ph 


2-NH 2 -4-Pym 


ring 8 


2-F 


12-453 


4-F-Ph 


2-NH 2 -4-Pym 


ring 9 


2-F 


12-454 


4-F-Ph 


2-NH 2 -4-Pym 


ring 10 


2-F 


12-455 


4-F-Ph 


2-NH 2 -4-Pym 


ring 11 


2-F 


12-456 


4-F-Ph 


2-NH 2 -4-Pym 


ring 12 


2-F 


12-457 


4-F-Ph 


2-NH 2 -4-Pym 


ring 13 


2-F 


12-458 


4-F-Ph 


2-NH 2 -4-Pym 


ring 14 


2-F 


12-459 


4-F-Ph 


2-NH 2 -4-Pym 


ring 15 


2-F 


12-460 


4-F-Ph 


2-NH 2 -4-Pym 


ring 16 


2-F 


12-461 


4-F-Ph 


2-NH 2 -4-Pym 


ring 17 


2-F 


12-462 


4-F-Ph 


2-NH 2 -4-Pym 


ring 18 


2-F 


12-463 


4-F-Ph 


2-NH 2 -4-Pym 


ring 19 


2-F 


12-464 


4-F-Ph 


2-NH 2 -4-Pym 


ring 20 


2-F 


12-465 


4-F-Ph 


2-NH 2 -4-Pym 


ring 21 


2-F 


12-466 


4-F-Ph 


2-NH 2 -4-Pym 


ring 22 


2-F 


12-467 


4-F-Ph 


2-NH 2 -4-Pym 


ring 23 


2-F 


12-468 


4-F-Ph 


2-NH 2 -4-Pym 


ring 24 


2-F 


12-469 


4-F-Ph 


2-NH 2 -4-Pym 


ring 25 


2-F 


12-470 


4-F-Ph 


2-NH 2 -4-Pym 


ring 26 


2-F 


12-471 


4-F-Ph 


2-NH2-4-Pym 


nng 27 


2-F 


12-472 


4-F-Ph 


2-NH 2 -4-Pym 


ring 28 


2-F 


12-473 


4-F-Ph 


2-NH 2 -4-Pym 


ring 29 


2-F 
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12-474 


A T"»1 

4-F-Ph 


r\ XTTT A T\ 

2-NH2-4-Pym 


nng 30 


2-F 


12-475 


A T"M 

4-F-Ph 


/-* \TTT A rj 

2-NH 2 -4-Pym 


nng 31 


2-F 


12-476 


4-F-Ph 


^\ \TTT A T"k 

2-NH2-4-Pym 


ring 32 


O T~? 

2-F 


12-477 


4-F-Ph 


r\ "VTTT A T» 

2-NH 2 -4-Pym 


nng 33 


2-F 


12-478 


4-F-Ph 


2-NH2-4-Pym 


ring 34 


2-F 


12-479 


4-F-Ph 


^> "X TXT A Tfc 

2-NH2-4-Pym 


nng 35 


2-F 


12-480 


4-F-Ph 


2-NH 2 -4-Pym 


ring 36 


2-F 


12-481 


A T* 1 T>1 

4-F-Ph 


r> \TTT A Tpk 

2-NH2-4-Pym 


nng 37 


2-F 


12-482 


4-F-Ph 


O "VTTT A Tl 

2-NH2-4-Pym 


ring 1 


2-Cl 


12-483 


4-F-Ph 


r\ \TfT A T"» 

2-NH 2 -4-Pym 


ring 2 


2-C1 


12-484 


4-F-Ph 


2-NH2-4-Pym 


nng 3 


2-C1 


12-485 


4-F-Ph 


2-NH 2 -4-Pym 


nng 4 


2-C1 


12-486 


4-F-Ph 


XTTT A T» 

2-NH2-4-Pym 


ring 5 


2-Cl 


12-487 


4-F-Ph 


<^ "VTTT A T"» 

2-NH 2 -4-Pym 


ring 6 


2-Cl 


12-488 


4-F-Ph 


X TT T vl Tl 

2-NH 2 -4-Pym 


ring 7 


2-Cl 


12-489 


4-F-Ph 


/-» -v. TT T yl T"k 

2-NH 2 -4-Pym 


ring 8 


2-Cl 


12-490 


4-F-Ph 


2-NH 2 -4-Pym 


nng 9 


2-Cl 


12-491 


4-F-Ph 


2-NH 2 -4-Pym 


nng 10 


2-Cl 


12-492 


4-F-Ph 


2-NH 2 -4-Pym 


nng ll 


2-Cl 


12-493 


4-F-Ph 


X TT T A f\ 

2-NH 2 -4-Pym 


nng 12 


2-Cl 


12-494 


4-F-Ph 


/*» "VTTT yl T4 

2-NH 2 -4-Pym 


nng 13 


2-Cl 


12-495 


4-F-Ph 


/■» "VTTT A T» 

2-NH 2 -4-Pym 


nng 14 


2-Cl 


12-496 


4-F-Ph 


2-NH 2 -4-Pym 


ring 15 


2-Cl 


12-497 


4-F-Ph 


2-NH 2 -4-Pym 


nng 16 


2-Cl 


12-498 


4-F-Ph 


r> x TT T y| T"» 

2-NH 2 -4-Pym 


nng 17 


2-Cl 


12-499 


4-F-Ph 


2-NH 2 -4-Pym 


nng 18 


2-Cl 


12-500 


4-F-Ph 


2-NH 2 -4-Pym 


nng 19 


2-Cl 


12-501 


4-F-Ph 


2-NH2-4-Pym 


nng 20 


2-Cl 


12-502 


4-F-Ph 


2-NH 2 -4-Pym 


ring 21 


2-Cl 


12-503 


4-F-Ph 


r\ XTTT A Tl. 

2-NH.2-4-Pym 


ring 22 


2-CJ 


12-504 


4-F-Ph 


2-NH 2 -4-Pym 


ring 23 


2-Cl 


12-505 


4-F-Ph 


2-NH 2 -4-Pym 


ring 24 


2-Cl 
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12-506 


4-F-Ph 


2-NH 2 -4-Pym 


ring 25 


2-C1 


12-507 


4-F-Ph 


2-NH 2 -4-Pym 


ring 26 


2-C1 


12-508 


4-F-Ph 


2-NH 2 -4-Pym 


ring 27 


2-C1 


12-509 


4-F-Ph 


2-NH 2 -4-Pym 


ring 28 


2-C1 


12-510 


4-F-Ph 


2-NH 2 -4-Pym 


ring 29 


2-C1 


12-511 


4-F-Ph 


2-NH 2 -4-Pym 


ring 30 


2-C1 


12-512 


4-F-Ph 


2-NH 2 -4-Pym 


ring 31 


2-C1 


12-513 


4-F-Ph 


2-NH 2 -4-Pym 


ring 32 


2-C1 


12-514 


4-F-Ph 


2-NH 2 -4-Pym 


ring 33 


2-C1 


12-515 


4-F-Ph 


2-NH 2 -4-Pym 


ring 34 


2-C1 


12-516 


4-F-Ph 


2-NH 2 -4-Pym 


ring 35 


2-C1 


12-517 


4-F-Ph 


2-NH 2 -4-Pym 


ring 36 


2-C1 


12-518 


4-F-Ph 


2-NH 2 -4-Pym 


ring 37 


2-C1 


12-519 


4-F-Ph 


2-NH 2 -4-Pym 


ring 1 


2,2-diF 


12-520 


4-F-Ph 


2-NH 2 -4-Pym 


ring 2 


2,2-diF 


12-521 


4-F-Ph 


2-NH 2 -4-Pym 


ring 3 


2,2-diF 


12-522 


4-F-Ph 


2-NH 2 -4-Pym 


ring 4 


2,2-diF 


12-523 


4-F-Ph 


2-NH 2 -4-Pym 


ring 5 


2,2-diF 


12-524 


4-F-Ph 


2-NH 2 -4-Pym 


ring 6 


2,2-diF 


12-525 


4-F-Ph 


2-NH 2 -4-Pym 


ring 7 


2,2-diF 


12-526 


4-F-Ph 


2-NH 2 -4-Pym 


ring 8 


2,2-diF 


12-527 


4-F-Ph 


2-NH 2 -4-Pym 


ring 9 


2,2-diF 


12-528 


4-F-Ph 


2-NH 2 -4-Pym 


ring 10 


2,2-diF 


12-529 


4-F-Ph 


2-NH 2 -4-Pym 


ring 11 


2,2-diF 


12-530 


4-F-Ph 


2-NH 2 -4-Pym 


ring 12 


2,2-diF 


12-531 


4-F-Ph 


2-NH 2 -4-Pym 


ring 13 


2,2-diF 


12-532 


4-F-Ph 


2-NH 2 -4-Pym 


ring 14 


2,2-diF 


12-533 


4-F-Ph 


2-NH 2 -4-Pym 


ring 15 


2,2-diF 


12-534 


4-F-Ph 


2-NH 2 -4-Pym 


ring 16 


2,2-diF 


12-535 


4-F-Ph 


2-NH 2 -4-Pym 


ring 17 


2,2-diF 


12-536 


4-F-Ph 


2-NH 2 -4-Pym 


ring 18 


2,2-diF 


12-537 


4-F-Ph 


2-NH 2 -4-Pym 


ring 19 


2,2-diF 
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12-538 


4-F-Ph 


2-NH 2 -4-Pym 


ring 20 


2,2-diF 


12-539 


4-F-Ph 


2-NH 2 -4-Pym 


ring 21 


2,2-diF 


12-540 


4-F-Ph 


2-NH 2 -4-Pym 


ring 22 


2,2-diF 


12-541 


4-F-Ph 


2-NH 2 -4-Pym 


ring 23 


2,2-diF 


12-542 


4-F-Ph 


2-NH 2 -4-Pym 


ring 24 


2,2-diF 


12-543 


4-F-Ph 


2-NH 2 -4-Pym 


ring 25 


2,2-diF 


12-544 


4-F-Ph 


2-NH 2 -4-Pym 


ring 26 


2,2-diF 


12-545 


4-F-Ph 


2-NH 2 -4-Pym 


ring 27 


2,2-diF 


12-546 


4-F-Ph 


2-NH 2 -4-Pym 


ring 28 


2,2-diF 


12-547 


4-F-Ph 


2-NH 2 -4-Pym 


ring 29 


2,2-diF 


12-548 


4-F-Ph 


2-NH 2 -4-Pym 


ring 30 


2,2-diF 


12-549 


4-F-Ph 


2-NH 2 -4-Pym 


ring 31 


2,2-diF 


12-550 


4-F-Ph 


2-NH 2 -4-Pym 


ring 32 


2,2-diF 


12-551 


4-F-Ph 


2-NH 2 -4-Pym 


ring 33 


2,2-diF 


12-552 


4-F-Ph 


2-NH 2 -4-Pym 


ring 34 


2,2-diF 


12-553 


4-F-Ph 


2-NH 2 -4-Pym 


ring 35 


2,2-diF 


12-554 


4-F-Ph 


2-NH 2 -4-Pym 


ring 36 


2,2-diF 


12-555 


4-F-Ph 


2-NH 2 -4-Pym 


ring 37 


2,2-diF 


12-556 


4-F-Ph 


2-NH 2 -4-Pym 


ring 1 


8-Me 


12-557 


4-F-Ph 


2-NH 2 -4-Pym 


ring 2 


8-Me 


12-558 


4-F-Ph 


2-NH 2 -4-Pym 


ring 3 


8-Me 


12-559 


4-F-Ph 


2-NH 2 -4-Pym 


ring 4 


8-Me 


12-560 


4-F-Ph 


2-NH 2 -4-Pym 


ring5 


8-Me 


12-561 


4-F-Ph 


2-NH 2 -4-Pym 


ring 6 


8-Me 


12-562 


4-F-Ph 


2-NH 2 -4-Pym 


ring 7 


8-Me 


12-563 


4-F-Ph 


2-NH 2 -4-Pym 


ring 8 


8-Me 


12-564 


4-F-Ph 


2-NH 2 -4-Pym 


ring 9 


8-Me 


12-565 


4-F-Ph 


2-NH 2 -4-Pym 


ring 10 


8-Me 


12-566 


4-F-Ph 


2-NH 2 -4-Pym 


ring 11 


8-Me 


12-567 


4-F-Ph 


2-NH 2 -4-Pym 


ring 12 


8-Me 


12-568 


4-F-Ph 


2-NH 2 -4-Pym 


ring 13 


8-Me 


12-569 


4-F-Ph 


2-NH 2 -4-Pym 


ring 14 


8-Me 
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12-570 


4-F-rh 


O XTTT /I r*v-i 

Z-JNji2-4-rym 


nng 15 


o-JVie 


12-571 


A T? Til, 

4-F-Fh 


O XTXT /I T)_ 

z-JNri2-4-rym 


ring 16 


o-Jvie 


12-572 


/I T? Til,. 

4-F-Ph 


O XTXT /I TJ_ 

2-lNrl2-4-Pym 


nng 1 / 


Q A A a. 

o-Jvie 


12-573 


4-r-rn 


z-JNrl2-4-rym 


nng lo 


o-ivie 


12-574 


4-F-Ph 


O XTXT A 

2-jNrl2-4--rym 


ring 19 


o-jvie 


12-575 


A T? T1*U 

4-F-Ph 


O XTXT A T>, 

2-iNFl2-4-rym 


nng zu 


o-jvie 


12-576 


4-F-Ph 


<-> XTXT yl "T>, 

2-jNH2-4-rym 


nng 21 


o-Me 


12-577 


4-F-Ph 


O XTTT /I T\ 

2-NH2-4-Pym 


ring 22 


o-JVle 


12-578 


/I T? T*"U 

4-F-Pn 


O XTXT /I "D-. r^-k 

2-JNri2-4-rym 


nng Z3 


C A/li=» 

o-ivie 


12-579 


/I T? Til* 

4-F-Pn 


O XTXT A T>«»t-k 

2-JNrl2-4-rym 


nng z4 


o-jvie 


12-580 


A T7 Til- 

4-F-Pn 


O XTTT A T), 

2-NH2-4-Pym 


nng zd 


o-JMe 


12-581 


A T? Tit. 

4-r-rn 


O XTXT /I T>, — 

2-JNH2-4-rym 


nng zo 


o-jvie 
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12-752 


4-F-Ph 


2-MeNH-4-Pym 


ring 12 


2-F 


12-753 


4-F-Ph 


2-MeNH-4-Pym 


ring 13 


2-F 


12-754 


4-F-Ph 


2-MeNH-4-Pym 


ring 14 


2-F 


12-755 


4-F-Ph 


2-MeNH-4-Pym 


ring 15 


2-F 


12-756 


4-F-Ph 


2-MeNH-4-Pym 


ring 16 


2-F 


12-757 


4-F-Ph 


2-MeNH-4-Pym 


ring 17 


2-F 


12-758 


4-F-Ph 


2-MeNH-4-Pym 


ring 18 


2-F 


12-759 


4-F-Ph 


2-MeNH-4-Pym 


ring 19 


2-F 


12-760 


4-F-Ph 


2-MeNH-4-Pym 


ring 20 


2-F 


12-761 


4-F-Ph 


2-MeNH-4-Pym 


ring 21 


2-F 
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12-762 


4-F-Ph 


2-MeNH-4-Pym 


ring 22 


2-F 


12-763 


4-F-Ph 


2-MeNH-4-Pym 


ring 23 


2-F 


12-764 


4-F-Ph 


2-MeNH-4-Pym 


ring 24 


2-F 


12-765 


4-F-Ph 


2-MeNH-4-Pym 


ring 25 


2-F 


12-766 


4-F-Ph 


2-MeNH-4-Pym 


ring 26 


2-F 


12-767 


4-F-Ph 


2-MeNH-4-Pym 


ring 27 


2-F 


12-768 


4-F-Ph 


2-MeNH-4-Pym 


ring 28 


2-F 


12-769 


4-F-Ph 


2-MeNH-4-Pym 


ring 29 


2-F 


12-770 


4-F-Ph 


2-MeNH-4-Pym 


ring 30 


2-F 


12-771 


4-F-Ph 


2-MeNH-4-Pym 


ring 31 


2-F 


12-772 


4-F-Ph 


2-MeNH-4-Pym 


ring 32 


2-F 


12-773 


4-F-Ph 


2-MeNH-4-Pym 


ring 33 


2-F 


12-774 


4-F-Ph 


2-MeNH-4-Pym 


ring 34 


2-F 


12-775 


4-F-Ph 


2-MeNH-4-Pym 


ring 35 


2-F 


12-776 


4-F-Ph 


2-MeNH-4-Pym 


ring 36 


2-F 


12-777 


4-F-Ph 


2-MeNH-4-Pym 


ring 37 


2-F 


12-778 


4-F-Ph 


2-MeNH-4-Pym 


ring 1 


2-C1 


12-779 


4-F-Ph 


2-MeNH-4-Pym 


ring 2 


2-C1 


12-780 


4-F-Ph 


2-MeNH-4-Pym 


ring 3 


2-C1 


12-781 


4-F-Ph 


2-MeNH-4-Pym 


ring 4 


2-C1 


12-782 


4-F-Ph 


2-MeNH-4-Pym 


ring 5 


2-C1 


12-783 


4-F-Ph 


2-MeNH-4-Pym 


ring 6 


2-C1 


12-784 


4-F-Ph 


2-MeNH-4-Pym 


ring 7 


2-C1 


12-785 


4-F-Ph 


2-MeNH-4-Pym 


ring 8 


2-C1 


12-786 


4-F-Ph 


2-MeNH-4-Pym 


ring 9 


2-C1 


12-787 


4-F-Ph 


2-MeNH-4-Pym 


ring 10 


2-C1 


12-788 


4-F-Ph 


2-MeNH-4-Pym 


ring 1 1 


2-C1 


12-789 


4-F-Ph 


2-MeNH-4-Pym 


ring 12 


2-C1 


12-790 


4-F-Ph 


2-MeNH-4-Pym 


ring 13 


2-C1 


12-791 


4-F-Ph 


2-MeNH-4-Pym 


ring 14 


2-C1 


12-792 


4-F-Ph 


2-MeNH-4-Pym 


ring 15 


2-C1 


12-793 


4-F-Ph 


2-MeNH-4-Pym 


ring 16 


2-C1 
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12-794 


4-F-Ph 


/•^ Tk A" "V TT T A T\ 

2-MeNH-4-Pym 


nng 17 


2-C1 


12-795 


4-F-Ph 


2-MeNH-4-Pym 


nng 18 


2-C1 


12-796 


4-F-Ph 


■* AT "V TT T A T\ 

2-MeNH-4-Pym 


nng 19 


2-C1 


12-797 


4-F-Ph 


2-MeNH-4-Pym 


ring 20 


2-C1 


12-798 


4-F-Ph 


■» r TT ~T A T\ 

2-MeNH-4-Pym 


ring 21 


2-C1 


12-799 


4-F-Ph 


2-MeNH-4-Pym 


ring 22 


2-C1 


12-800 


4-F-Ph 


2-MeNH-4-Pym 


ring 23 


2-Cl 


12-801 


4-F-Ph 


T *V T T ~W A "T"V 

2-MeNH-4-Pym 


ring 24 


2-Cl 


12-802 


4-F-Ph 


"V TT T .4 TV 

2-MeNH-4-Pym 


r\ r- 

nng 25 


2-Cl 


12-803 


4-F-Ph 


2-MeNH-4-Pym 


ring 26 


2-Cl 


12-804 


4-F-Ph 


2-MeNH-4-Pym 


ring 27 


2-Cl 


12-805 


4-F-Ph 


2-MeNH-4-Pym 


ring 28 


2-Cl 


12-806 


4-F-Ph 


■» TT T it TV 

2-MeNH-4-Pym 


nng 29 


2-Cl 


12-807 


4-F-Ph 


2-MeNH-4-Pym 


ring 30 


2-Cl 


12-808 


4-F-Ph 


2-MeNH-4-Pym 


ring 31 


2-Cl 


12-809 


4-F-Ph 


A" ~V TT T A T*l 

2-MeNH-4-Pym 


nng 32 


2-Cl 


12-810 


4-F-Ph 


2-MeNH-4-Pym 


ring 33 


2-Cl 


12-811 


4-F-Ph 


2-MeNH-4-Pym 


ring 34 


2-Cl 


12-812 


4-F-Ph 


2-MeNH-4-Pyrn 


ring 35 


2-Cl 


12-813 


4-F-Ph 


2-MeNH-4-Pym 


ring 36 


2-Cl 


12-814 


4-F-Ph 


2-MeNH-4-Pym 


ring 37 


2-Cl 


12-815 


4-F-Ph 


2-MeNH-4-Pym 


ring 1 


/-» -1 • T~> 

2,2-diF 


12-816 


4-F-Ph 


■» r "V TT T A T» 

2-MeNH-4-Pym 


ring 2 


2,2-diF 


12-817 


4-F-Ph 


2-MeNH-4-Pym 


ring 3 


2,2-diF 


12-818 


4-F-Ph 


2-MeNH-4-Pym 


ring 4 


2,2-diF 


12-819 


4-F-Ph 


2-MeNH-4-Pym 


ringS 


2,2-diF 


12-820 


4-F-Ph 


2-MeNH-4-Pym 


ring 6 


2,2-diF 


12-821 


4-F-Ph 


2-MeNH-4-Pym 


ring 7 


2,2-diF 


12-822 


4-F-Ph 


2-MeNH-4-Pym 


ring 8 


2,2-diF 


12-823 


A T™ > "Pit 

4-F-Ph 


2-MeNH-4-Pym 


ring 9 


<-) O J ' T? 

2,2-diF 


12-824 


4-F-Ph 


2-MeNH-4-Pym 


ring 10 


2,2-diF 


12-825 


4-F-Ph 


2-MeNH-4-Pym 


ring 11 


2,2-diF 
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12-82o 


A T7 T>Vt 

4-r -rii 


2-MeJNri-4-rym 


ring iz 


z,z-air 


12-82 / 


/l T7 "DV» 

4-r -r n 


z-ivieJNri-4-r yni 


nng 13 


Z,Z-CUr 


12-828 


4-Jr -r n 


2 -MeJN ri-4-r ym 


ring 14 


2,2-air 


12-829 


4-r -r n 


2 -Me JN ri-4-r ym 


ring 15 


O 0 ^T7 

2,2-alr 


1 1 C3A 

12-83U 


/I T7 T>"U 

4-r-rn 


Z-MeJNri-4-rym 


nng 16 


O 0 /^T7 

Z,Z-ulr 


lz-oil 


4-r-rh 


z-MeJNri-4-ryrn 


nng l / 


2 ? 2-alr 


12-832 


4-r-rn 


z-MeJN ri-4-rym 


nng lo 


Z,Z-air 


12-833 


/l T7 DU 

4-r-rn 


2 -MeJN ri-4-rym 


ring 19 


2,2-air 


12-834 


/l T7 T>V» 

4-r-rn 


z -MeJN ri -4-r ym 


nng zu 


Z,Z-Qlr 


1 O CI ^ 

12-835 


4-r -rn 


2-MeJNri-4-rym 


ring zi 


Z,Z-Qlr 


12-836 


A T7 T>"U 

4-r-rn 


2-MeJNri-4-rym 


ring 22 


2,2-aiJb 


12-83 / 


A T7 DU 

4-r-rn 


2-MeJNri-4-rym 


nng 23 


Z,Z -air 


12-838 


4-r-rn 


2-MeJNrl-4-rym 


nng 24 


z,z -air 


12-839 


/I T7 D"U 

4-r -rn 


1 A if ^ATTT A "Di rw\ 

z-MeJNri-4-rym 


nng ZD 


0 0 rli*T7 

Z,Z-air 


12-84U 


/I T7 DU 

4-r-rn 


2-MeJNJn-4-rym 


nng 2o 


2,z-ulr 


12-841 


4-r -rn 


2-MeJNrl-4-rym 


ring 27 


2,2-air 


12-842 


A T7 DU 

4-r-rn 


z-MeJNri-4-rym 


ring 28 


2,2-air 


12-843 


/I T7 "DV» 

4-r -rn 


2-MeJNri-4-rym 


ring 29 


2,2-0.1^ 


11 O A A 

12-844 


A T7 T>V. 

4-r-rn 


2-MeJNri-4-rym 


ring 30 


2,2-air 


11 O/IC 

12-84!) 


4-r-rn 


1 A/f^XTTJT A Dt«vi 

2-MeJNrl-4-rym 


ring 3 1 


z,2-uir 


12-84o 


/I T7 "OVk 

4-r-rn 


z-MeJNrl-4-rym 


nng 52 


Z,Z-air 


11 Q AH 

12-847 


/I T7 "DU 

4-r-rn 


2-MeJNrl-4-rym 


ring 33 


Z 9 Z-Qlr 


11 O/IO 

12-848 


4-r-rn 


2-MeJNrl-4-Pym 


ring 34 


2,2-air 


1 1 o/in 
12-849 


y| T7 T>"U 

4-r -rn 


2-MeJNrl-4-rym 


ring 35 


2,z-air 


1 1 OCA 

12-85U 


A T7 T>"U 

4-r -rn 


2-MeJNrl-4-rym 


ring 36 


2,2-air 


1 i OC1 

12-851 


A T7 T>"U 

4-r -rn 


Z-MeJNJrl-4-rym 


ring 37 


2,2-air 


11 O CO 

12-852 


A T7 DU 

4-r -rn 


2-MeJNrl-4-rym 


ring 1 


8 -Me 


1 i 00 

12-853 


4-r -rn 


2 -MeJN rl-4-r ym 


ring 2 


o A A 

8-Me 


12-854 


A T7 Tit. 

4-F-Ph 


2-MeJNrl-4-rym 


ring 3 


8-Me 


1 i occ 
12-85 5 


4-r-rn 


Z-MeJNrl-4-rym 


nng 4 


C A/To 

o-ivie 


12-856 


4-F-Ph 


2-MeNH-4-Pym 


ring 5 


8-Me 


12-857 


4-F-Ph 


2-MeNH-4-Pym 


ring 6 


8-Me 
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12-858 


4-F-Ph 


O TV >T XTTT A T*V 

2-MeNH-4-Pym 


ring 7 


8-Me 


12-859 


4-F-Ph 


2-MeNH-4-Pym 


nng 8 


8-Me 


12-860 


A T? T41_ 

4-F-Ph 


r\ -\ x_\TTT A TV 

2-MeNH-4-Pym 


nng 9 


8-Me 


12-861 


A T~" TV1 

4-F-Ph 


r\ ~\ r \TJT A TV 

2-MeNH-4-Pym 


ring 10 


8-Me 


12-862 


4-F-Ph 


\ / -\ TT t A TV 

2-MeNH-4-Pym 


ring 11 


8-Me 


12-863 


4-F-Ph 


All- "VTTT /< "TV 

2-MeNH-4-Pym 


ring 12 


8-Me 


12-864 


4-F-Ph 


~K f "VTTT A T*» 

2-MeNH-4-Pym 


ring 13 


8-Me 


12-865 


4-F-Ph 


V *" "V TT T /I T"V 

2-MeNH-4-Pym 


ring 14 


8-Me 


12-866 


y| T" 1 TV1 

4-F-Ph 


/-» Tk /T "VTTT A TV 

2-MeNH-4-Pym 


ring 15 


8-Me 


12-867 


A T? T"»1_ 

4-F-Ph 


O TV VT "VTTT /I TV 

2-MeNH-4-Pym 


nng 16 


O V AT 

8-Me 


12-868 


/* T~> TVl 

4-F-Ph 


A n f "VTTT if TV 

2-MeNH-4-Pym 


ring 17 


8-Me 


12-869 


4-F-Ph 


/*** "H *" "X TT T >l T*» 

2-MeNH-4-Pym 


ring 18 


8-Me 


12-870 


4-F-Ph 


2-MeNH-4-Pym 


ring 19 


8-Me 


12-871 


4-F-Ph 


/"V "fc jr "VTTT A "TV 

2-MeNH-4-Pym 


ring 20 


8-Me 


12-872 


4-F-Ph 


TV K "VTTT A TV 

2-MeNH-4-Pym 


ring 21 


8-Me 


12-873 


4-F-Ph 


ri \ / "VTTT /I T\ 

2-MeNH-4-Pym 


ring 22 


8-Me 


12-874 


4-F-Ph 


/"V "» *" "V TT T 4 "I-k 

2-MeNH-4-Pym 


ring 23 


8-Me 


12-875 


4-F-Ph 


r\ ~fc «" "V TT T j* T"» 

2-MeNH-4-Pym 


ring 24 


8-Me 


12-876 


4-F-Ph 


2-MeNH-4-Pym 


ring 25 


8-Me 


12-877 


4-F-Ph 


H. JT "V TT T A T"» 

2-MeNH-4-Pym 


ring 26 


8-Me 


12-878 


4-F-Ph 


r\ ik jt "v tt t ># t\ 

2-MeNH-4-Pym 


ring 27 


8-Me 


12-879 


4-F-Ph 


f*\ •» *- "VTTT >1 TV 

2-MeNH-4-Pym 


ring 28 


8-Me 


12-880 


4-F-Ph 


/"^ "» *■ "V TT T A T*k 

2-MeNH-4-Pym 


ring 29 


8-Me 


12-881 


4-F-Ph 


/\ i x "VTTT A TV 

2-MeNH-4-Pym 


ring 30 


8-Me 


12-882 


4-F-Ph 


H ** "V TT T A T"k 

2-MeNH-4-Pym 


ring 31 


8-Me 


12-883 


4-F-Ph 


A 1 r \ TT T >4 T"\ 

2-MeNH-4-Pym 


ring 32 


8-Me 


12-884 


4-F-Ph 


H JT "V TT T A T"\ 

2-MeNH-4-Pym 


ring 33 


8-Me 


12-885 


A T*» TVl 

4-F-Ph 


A l # "VTTT /< TV 

2-MeNH-4-Pym 


ring 34 


8-Me 


12-886 


4-F-Ph 


2-MeNH-4-Pym 


ring 35 


8-Me 


IZ-oo / 




z-jvieiN jti-*r— rym 


nng 36 


o-ivie 


12-888 


4-F-Ph 


2-MeNH-4-Pym 


ring 37 


8-Me 


12-889 


4-F-Ph 


2-(a-Me-BnKH)-4-Pym 


ring 1 
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19 ROO 


4-F-Ph 


9-('r*-Mp-RnNHV4-Pvm 


ring 2 




1 9 R01 


*T X X 11 


?-Cr/-Mp-RnNHV4-Pvm 

^ 1 Ufivit uiiiiiiy > 1 jm 


ring 3 




1 9 RQ9 


*T X X 11 


9-fp/-Mp-RnNTT>-4-Pvm 

Z, 1 U, iVIW Uill >liy ~T X Jlll 


ring 4 






*T _ X X 11 


9 -f p/ -Mp-RnNH i-4-Pvm 

Z,~1 H; IVlt/Ulll > 1 ly ~T 1 Jlll 


ring 5 




1 9-R04 


*T X X 11 


9-frf-Me-RnNHi-4-Pvm 

Z. 1 U. lVlC' Ulll y 1. -LJ T 1 Jill 


ring 6 




1 9 RQ^ 


4-F-Ph 

1 1 11 


9 Jn -Mp-RnNH i-4-P vm 

1 tl 1V1C OlliNI 1 J t X Jill 


ring 7 




1 9 RQ£ 


4-F-Ph 
*t" r -xn 


9 fr/ -Mp-RnNH i-4-Pvm 

Z"l Ul-lVxC — -D111NXX J ~*t X j 111 


rine 8 




1 9 RQ7 


4-F-Ph 

*-t 1 1 11 


9 .Yrv -Mp-RnNH 1 -4 -Pvm 

^ 1 UL 1V1C X3111N X 1 J *T 1 j 111 


rine 9 




1 9 RQR 


4_F-Ph 

*T X X 11 


9 -fry -Mp-RnNH i-4-Pvm 

Z- l U- IVlt/ JJIUMI y *T X J 111 


ring 10 




1 9 CQQ 
1Z-077 


4-F-Ph 

*T X "1 11 


9 -f rv -Mp-RnNH i-4-P vm 

Z, l Ll 1V1C DlllMl J *T X Jill 


rine 1 1 




1 9-000 


4-F-Ph 

*T X X 11 


9 -fp/ -Mp-RnNH V4-Pvrn 

IL1> 1VXW XJlll^XXy T 1 Jill 


ring 12 




1 9 001 


4_F-Ph 

*T X X 11 


9 -fp/ -Mp-RnNH V4-P vm 

Z l U. lVlv Ulllill J "T X Jill 


ring 13 




1 9 Qf!9 


4_F-Ph 
t 1 1 11 


9 -f p/ -Mp-RnNH i-4-Pvm 

^L-^tX 1 VIC 13111 >X1 ^ *t ± jlll 


rine 14 




1 9 QO^ 


4_F-Ph 

HI -1 11 


9 frv -Mp-RnNH V4-Pvrn 

Z,-^UI~1VXC-J3111>XX^*-*T""X Jill 


rine 15 




1 9 004 


4_F-Ph 

*+-J7 X 11 


9 -frv -Mp-RnNH i-4-Pvm 

Z.-^lX lVXC-l_>lll>IXXy *T X Jill 


ring 16 




1 9 OOS 


4-F-Ph 

*T X X 11 


7 J a -Mp-RnNH V4-P vm 

z» ^U. 1V1C DlllMiy *r X Jill 


rine 17 




1 9 006 


4-F-Ph 

x X 11 


9 -in -Mp-RnNH i-4-Pvm 

1VXC -XJlll>JXX^ 1 Jill 


ring 18 




1 9 007 


4-F-Ph 

*T X X 11 


9 -f p/ -Mp-RnNH V4-P vm 

Z ^VA 1V1C Olliill y '"t X jlll 


rine 19 




1 9 Q08 


4-F-Ph 

*+-x^ X 11 


9 (n -Mp-RnNH i-4-Pvm 

Z - ^UC~1V1C-Jj111NxX ^ *t X j 111 


ring 20 




1 0 qoq 


4_F-Ph 
*-r r -x 11 


9 /"rv Mp-RnNH i-4-Pvm 

Z-^OC-lVlC - x5Ill>lxx j-*t~ x jlll 


rine 21 

1 111£, A 




10 qi 0 


4-F-Ph 
-x 11 


9 /"rv Mf* RnNTTV4-Pvm 
z-^cx-ivic-xjiiinxx j-'-r-r jiii 


ring 22 






4-F-Ph 

*T X X 11 


9 -f r/ -Mp-RnNH i-4-Pvm 

Z< l Ut IVlv IJlll ill y * X Jlll 


ring 23 




19 019 


4_F-Ph 

*T X X 11 


9 -fry -Mp-RnNH V4-P vm 

Z< l U/ iVlt/ XJllliXXy *T 1 Jlll 


ring 24 




19 on 


4-F-Ph 

*T X 1 11 


9 -fp/ -Mp-RnNH i-4-Pvm 

^Ul 1V1G XJ111N1 1 J *T 1 jlll 


rine 25 




17 Q1 A 
1Z-714 


4-F-Ph 

*t - IT -.r 11 


Z-^CX-lVlt-OillN 11 j-*r-± jlll 


ring 26 




iz-y ID 


4-F-Ph 

*T~JT X 11 


9 fr/ -Mp-RnNH i-4-Pvm 

^Ul 1V1C XJlliNl 1 ^ " X jlll 


rine 27 




19 QI A 


4-F-Ph 
t-r-x 11 


9 fr/ Mp-RnNH i-4-Pvm 

Zr _ ^\Jl IVlC-XJlll > XX ^ _i t-X Jill 


ring 28 




12-917 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 29 




12-918 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 30 




12-919 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 31 
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1 9-090 


4-F-Ph 


9 fr# A/f^_T3riXIFT »-4-Pvrn 
Z-^(X~iVlC""lJill> xx j-'-t r yin 


ring 32 




1 9-991 


4-F-Ph 

*T X X 11 


OUn -A/Tp-RnNTR i-4-Pvrn 

Z ^Ul 1V1C XMilNXX J-'-r ± yiU 


ring 33 




1 9-Q99 


4-F-Ph 
*t"r rii 


9 frv A/Tp RnTsTR^-4-Pvm 
Z~^CX-lVlC-J3niNxx j-H-r yilL 


ring 34 




1 9 091 


4_F-Ph 

*+ JT 1 11 


9 fry AAp "RnMFT i 4-Pvm 

z-^cx-ivie-i5iiiNxx^-H--x yiii 


1 JXlc^ 




1 9 09 4 


*+-J7-J7ll 


z-^ix-ivic-onixixi^-H-x^yiii 


llllc, -J w 




1 9 09^ 


4_F_Ph 
t r x 11 


9 f ™ A/Tp RnKTFF i 4 Pvm 


rincr 'Xl 




1 9 096 


4-F-Ph 
*+ 17 "in 


9 frv A/1> Rri>JFn-4-Pvm 
Z-^(X-iVlG-xjni>xx j-H-lr yin 


nnp 1 
llll^ l 


2-Me 


1 9 097 


t r 1 11 


9 fry A/fp RnXTH i 4 Pvm 

z-^oc-ivic-oixiNxx j-^-rym 


ling, ^. 


2-Me 


1 9-09R 


4-F-Ph 

*+ X X 11 


9 (n AAp-RnNTW i-4-Pvm 
Z-^UC-lVld-OIliNxx j-H-Ir yiii 


ring % 


2-Me 


1 9-090 


t r it 11 


9 fr/ AAp-RnXTH i-4-Pvm 
z - ^uc _ ivic oiii >xx j-*-t ± y in 




2-Me 




4-F-Ph 
r x ii 


z-^vx-ivxc-oniNxx j-H-r yiii 


liii^ ^ 


2-Me 


1 9 011 


*t X -JT 11 


9 frv A/fp RtiMFT i-4-Pvm 
z-^tx-ivic-iJiiiNxx y-M--x yiii 




2-Me 


1 9-019 


4_F-Ph 

*T X X 11 


Z-^Ul-1VIC-J3IJLL>Ixx y-H-x yin 


ring 7 
i nig, / 


2-Me 


1 9-011 


4_F-Ph 
t r x ii 


Z-^UC-IVIC-JjIIINxx J-H—JT yill 


11113 0 


2-Me 


1 9 014 


4-F-Ph 

*+ 17 X 11 


9 frv A/fp T^nXTFTi 4-Pvm 

z-^(X-±vxe-Dnx\ixx j-*t-ryni 


ring 9 
ixixg y 


2-Me 


1 9 01^ 


4 F Ph 
*f-J7 x 11 


Z-^OC-lVlc-DTllNxx J-^t-i yill 


t\t\o 1 0 

1 1113 X \J 


2-Me 


1 9 oi^; 


4-F-Ph 

*t-P "X 11 


z-^cx-ivie-oiiiNxi j-*t"x yin 


tHtict 1 1 


2-Me 


1 9 017 


4_F-Ph 
ni 


9 fry A/f ^ "RrTNJFTi 4 Pvm 
Z-^Ot-iVxe-xonxNxx )-*-*— i y 111 


nnp" 1 9 

1 1113 X 4* 


2-Me 


1 9 018 

1 Z 7J O 


4-F-Ph 

*t 17 - JT 11 


z-^oc-ivic-oniNxx x yiii 


ring 13 


2-Me 


1 9 010 


4_F-Ph 
t 1 r x ii 


9 frv AA^ RnXTFT i 4 Pvm 
Z-^lX-lVlC-JDIliNxx j-H-r yill 


finer 1 4 
1111^ X*t 


2-Me 


1 9 040 


4_F-Ph 

H X ill 


Z-^(X-lVie-ljIllNxx )-*+-jr yin 


rincr 1 S 

1 lilt X ^ 


2-Me 


1 9 041 


4_F-Ph 

*+ - J7 X 11 


9 /'rv AA^ "RnMW^ 4 Pvm 


nnp 1 
1 1113 1 \j 


2-Me 


1 9 049 


4-F-Ph 

17 X 11 


z-^uc-ivie-J3niNxx x yin 


ring 1 7 

Xlllg X / 


2-Me 


1 9 04*3 


4-F-Ph 

*+~17 X 11 


9 fry A/Tr RnAIN i 4 Pvm 

z-^(x-ivic-idiiinxx x yin 


fine 1 R 

1 1113 x 0 


2-Me 


1 9 044 


4_F-Ph 

*+-J7 X 11 


z-^oc-ivie-iDniNxx i-*+-x ym 


rincr 1 0 
1 1113 x y 


2-Me 


1 9 04^ 


4-F-Ph 
*+ r x ii 


9 ^ AAr RnTsJTT i-.4-P\/m 
Z-^(JC-lVlC-I3Ill>XT j-*+-x yin 


rincr 90 

111 13 ^— V/ 


2-Me 


1 9 046 


4-F-Ph 

*+ X "111 


9 ^r/ AAr RtiATW^ 4 Pvm 


nncr 9 1 

1 1113 X 


2-Me 


1 2-947 


4-F-Ph 


7 .fry -Me-RnNH i-4-Pvm 


rine 22 


2-Me 


12-948 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 23 


2-Me 


12-949 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 24 


2-Me 
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12-950 


1 4-F-Ph 


2-(a-Me-RnNHi-4-Pvm 


ring 25 


2-Me 


12-951 


4-F-Ph 


z \ vA ivx^> uiii ill f *t x yiii 


ring 26 


2-Me 


12-952 


4-F-Ph 


x. i xvxt/ xjii_l >i x xy —r x yiii 


ring 27 


2-Me 


12-953 


4-F-Ph 


9-(r/ -Me-RnNHV4-Pvm 

X. IVA IVlv XJ111 Mil T X V 111 


ring 28 


2-Me 


12-954 


4-F-Ph 


9-(nr -Me-RnNHV4-Pvm 

X I LA- IVlv XJXX1NXXI "T x y in 


ring 29 


2-Me 


12-955 


4-F-Ph 


2-f r* -Mp-RnT\THV4-Pvm 

1V1L/ JJ111N11 / " A J* All 


ring 30 


2-Me 


12-956 

XX. y *J \J 


4-F-Ph 


9-fr7-Mp-RnNTT i-4-Pvm 

Z XVXG XJlllN XX y-*T X y 111 


ring 3 1 
i nig i 


2-Me 


12-957 


4-F-Ph 


9_fr/ -Mp-RnN~H »-4-P vm 

Z. 1 LA, 1V1C JJ1LL>11 / T 1 V 111 


ring 32 


2-Me 


12-958 


4-F-Ph 


2-fry -Me-RnNH V4-P vm 

X. ^VA XVXt> Xvlllill^ "T X yill 


ring 33 


2-Me 


12-959 


4-F-Ph 


Z* 1V1C XJlilMlF *T X V 111 


ring 34 


2-Me 


12-960 


4-F-Ph 


9-fr/-Mp-RnNH)-4-Pvm 

x. iu xvxt/ xjin >ii j "t x y in 


ring 35 


2-Me 


12-961 


4-F-Ph 


l-(a -Me-RnTsTH V4-P vm 

x, yyju xvxt/ xjxxi>xxi *t x yiii 


ring 36 


2-Me 


12-962 


4-F-Ph 


9 -in -Mp-Rn>JrTV4-Pvrn 

Z» IVXC XJiXlNXX J t ~r ± y 111 


ring 37 


2-Me 


1 2-963 


4-F-Ph 


Zr-^ut-iviC'-xjiiiN n ^-*t-i yixi 


rinfr 1 


2-OH 


12-964 


4-F-Ph 


2-fr/ -Me-RnNHV4-P vm 

X/ IU XVXt' Ulllill* *T X J'lll 


rine 2 


2-OH 


12-965 


4-F-Ph 


9 -(a -Mp-RnNTTi-4-P vm 

i U/ ivit xjiiiiii / *t x y ii i 


rinp 3 
inig ~» 


2-OH 


12-966 


4-F-Ph 


?-rr/-Mp-RnTsJTT^-4-Pvm 


rine 4 


2-OH 


12-967 


4-F-Ph 


9 Jn JvTp-RnNTT V4-P vm 
x i ui ivic jjiii>ii it i y in 


rinff 5 

1111£ ~> 


2-OH 


12-968 


4-F-Ph 


9-fr/-Mp-RnT\ITTi-4-Pvm 
^tx ivic x_>iii>i ii. y-*t-x y in 


rinff 6 

1111^ KJ 


2-OH 


1 2-969 

y\jy 


4-F-Ph 


Of™ JvTp-RnMR i-4-Pvm 

Z,-^UL XVXC J_>lllNxn y *+ 1 y 111 


rinQ" 7 
iing / 


2-OH 


1 2-970 


4-F-Ph 

"T X X 11 


9 -fr/ Jvf p JRnXITT »-4-P vm 
z \^lx ivxc xi>iii>ixx j-*-r-r y in 


ring 8 

llllg u 


2-OH 


12-971 


4-F-Ph 


?-(n -Mp-RnNTT > i-4-Pvm 
z — i ivxt- xjiiinxx j *t r y in 


rinff 9 


2-OH 


12-972 


4-F-Ph 


9 -^r/ -lvf p-RnTsTR i-4-P vm 

Z, l IX 1V1C JJlllNll 1 *T x y 111 


ring 10 


2-OH 


12-973 


4-F-Ph 


9 -^r/ -A/fp-RnXTR i-4-P vm 

^Ut 1VXC X31XLNXX J '~t ± yin 


rinff 1 1 
iiii^ 1 1 


2-OH 


1 7-974 


4-F-Ph 

*T X X 11 


z,-^ui-ivxc-i3ill>xx j—Hr-sr y in 


ring 1 9 


2-OH 


12-975 

x y i ~j 


4_F-Ph 

*T X X 11 


9 - f n -1VT *=» -RnXTR i -4-P vm 
z ^lx ivxc jdixin XX j-H-r yin 


ring 1 3 
AAAA S 1 J 


2-OH 


12-976 


4-F-Ph 


9 r/ -lvfp-RnMW i-4-P vm 

Z-^LX-1V1C XI>I11 N XX y 111 


rinff 1 4 

llllg 1*T 


2-OH 


12-977 


4-F-Ph 


2-( a-Me-RnNH i-4-Pvrn 

x* I xvxw uiii ill / i i yiii 


ring 15 


2-OH 


12-978 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 16 


2-OH 


12-979 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 17 


2-OH 
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12-980 


4-F-Ph 


2-(a-Me-BtiNH)-4-Pym 


ring 18 


2-OH 


12-981 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 19 


2-OH 


12-982 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 20 


2-OH 


12-983 


4-F-Ph 


2-(a-Me-BnNHV4-Pvm 

— - 1 VA> ITlv 1 J X Xi. i i. 1 / T X J 111 


ring 21 


2-OH 


12-984 


4-F-Ph 


2-fa-Me-BnNHV4-Pvm 

\ \A XtXW J — J Hi i X _I_ I 1 X, J ill 


ring 22 


2-OH 


12-985 


4-F-Ph 


2-( a-Me-BnNH V4-P vm 

\ VA- ITXV 1 J X XX 1 X X / 1 A V XXX 


ring 23 


2-OH 


12-986 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 24 


2-OH 


12-987 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 25 


2-OH 


12-988 


4-F-Ph 


2-r a -Me-BnNHV4-Pvm 


ring 26 


2-OH 


12-989 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 

l \A 1 T X W J7 X X-L 1 X. X / I X, ▼ XXX 


ring 27 


2-OH 


12-990 


4-F-Ph 


2-ra-Me-BnNHV4-Pvm 


ring 28 


2-OH 


12-991 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 29 


2-OH 


12-992 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 30 


2-OH 


12-993 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 31 


2-OH 


12-994 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 32 


2-OH 


12-995 


4-F-Ph 


2-(a-Me-BnNHV4-Pvm 

\ XYXV 1 A Till 


ring 33 


2-OH 


12-996 


4-F-Ph 


2-ra-Me-BnNHV4-Pvm 

\ 1T1V Ulll 1X1 F l X Jill 


ring 34 


2-OH 


12-997 


4-F-Ph 


2-(a-Me-BnNHV4-Pvm 

jh* i itiv uiii ^x x f r x v hi 


ring 35 


2-OH 


12-998 


4-F-Ph 


2-(a-Me-BnNHV4-Pvm 

1 VV X T X V win / J XXI 


ring 36 


2-OH 


12-999 


4-F-Ph 


2-(a-Me-BnNHV4-Pvm 

i \A x ▼ x w ft /in in # r jl jin 


ring 37 


2-OH 


12-1000 


4-F-Ph 


2-f a-Me-BnNHV4-P vm 

1 XTAW Xw* 1 IX 1 X X f 1 X J XXX 


ring 1 


2-MeO 


12-1001 


4-F-Ph 


2-fa-Me-BnNHV4-Pvm 

jl* i itiv x^iii i x x / r x y xxi 


ring 2 


2-MeO 


12-1002 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 3 


2-MeO 


12-1003 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 4 


2-MeO 


12-1004 


4-F-Ph 


2-(a-Me-BnNHV4-Pvm 

jfa* \ xtxv x/ixi ixx / r x y xxx 


ring 5 


2-MeO 


12-1005 


4-F-Ph 


2-fa-Me-BnNHV4-Pvrn 

' \ itiv X— ' x xx ^ x x / r x y x x i 


ring 6 


2-MeO 


12-1006 


4-F-Ph 


2-fa-Me-BnNH,-4-Pvm 

< i va itiv uiii ill / r x y ill 


rine 7 


2-MeO 


12-1007 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 8 


2-MeO 


12-1008 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 9 


2-MeO 


12-1009 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 10 


2-MeO 
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i o i rn n 
12-1010 


A T7 PV» 


z-(oc-Me-rinJNrl)-4-ryni 


nnfr 1 1 

niig 1 1 




1 O 1 A1 1 
1Z- 1U1 1 


A T7 PVi 

4-r -ill 


z-(oc-JVie-±5nrNri j-4-rym 


Illlg, 1Z 




i o i m o 
12-1012 


A T7 PVi 

4-r -r n 


O A/f/=k T)y» ATT T\ A P-trrv* 

z-(oc-Me-r>nJNrl j-4-r ym 


ring ij 


z-rvicv-/ 


1 O 1 A1 o 
12-1013 


A T7 r>v» 
4-r-rn 


2-(a-Me-BnJNri)-4-rym 


ring 14 


9 IVyf^n 

Z-lVlCw 


1 O 1 A1 yl 

12-1014 


4-r -r n 


2-(a-Me-onJNrl)-4-rym 


ring 15 


9 lVf^O 


12-101 j 


4-r -r n 


2-(a-Me-BnJNrl)-4-rym 


ring 16 


9 A/f^O 
Z-lVlC^ 


12-1016 


/I T7 DU 

4-r-rn 


1 / TV /T „ T~J „ "V TT T\ A Hima 

2-(a-Me-BnNri)-4-rym 


ring 17 


9 A/f^O 


1 o 1 ni o 
12-101 / 


A 17 PV» 

4-r -rn 


1 / A/Ti-i. T**^XTTT\ /I T>t r* <v» 

2-(a-Me-BnJNrlj-4-rym 


ring i o 


9 lVfpO 
Z-lVlCw 


1 O 1 AI O 

IZ-lUlo 


4 T7 PVi 

4-r-rn 


O A A ^ T~> -t-» A. TT.T\ /I D,nvi 

2-(a-Me-BnJNri)-4-ryrn 


1*1T*I IT 1 Q 

ring iy 


9-ivrpn 


n 1 ai o 

12-ioiy 


/I T7 PVi 
4-r -Jr xl 


O A yf « "P-.-.A.TT /l "D-. 

2-(a-Me-BnJNri)-4-rym 


T*r-nrr OH 

ring zu 




1 O 1 AOA 

12-1020 


A T7 PVi 

4-r -rn 


1 / ^. ~\ A T> XTT T\ /I 1),-,. 

2-(a-Me-BnINH)-4-ryrn 


•rinrT 0 1 

nng z i 


9 MpO 


10 1 AO 1 
1Z-1UZ1 


A T7 PV» 

4-r-rn 


1 ( r^. ~\ A a T"> \TTT\ /I T) Tm . 

2-(a-Me-BnJNnJ-4-rym 


ring zz 


9-IVTpO 
z-ivicw 


1 O 1 AOO 

12-1022 


A T7 PVi 

4-r -r n 


i a t>^xtt_t\ a d,,*-^ 

2-(a-Me-BniNri)-4-rym 


-ri-nrr 00 

nng z ^ 


9 MpH 


1 O 1 AOI 

12-1023 


/I T7 PVi 

4-r-rn 


2-(a-Me-BnJNrl)-4-rym 


ring 24 


9 IVTpO 


1 O 1 no /I 

12-1024 


A T7 PV» 

4-r -rn 


1 /^v, A/T^-v T*> XTT T\ A Di r*^k 

2-(a-Me-r3nJNrl)-4-rym 


rinn- 0 ^ 

nng z^ 




1 O 1 AO ^ 

12-102j 


A 17 PV» 

4-r-rn 


2-(a-Me-BnJNrij-4-rym 


nng 26 


9 IVTpO 


1 O 1 AO/C 

12-1026 


/I T7 DVi 

4-r-rn 


2-(a-Me-BnINrl)-4-rym 


nng z / 


9 AyfpO 


1 1 1 AO H 

12-1027 


/I T7 "OU 

4-r -rn 


2-(a-Me-BnJNri)-4-rym 


nng Zo 




1 O 1 AOO 

12-102o 


yl 17 PVi 

4-r-rn 


2-(a-Me-BnjNrl)-4-rym 


nng Ly 




1 o 1 aoo 

lz-iuzy 


4-r -rn 


2-(a-Me-BnJNri)-4-rym 


ring 30 


9 TVApO 


1 O 1 A1A 

12-1030 


A 17 PV» 

4-r-rn 


O A An T1 XTT T\ /I T)x r»-v« 

2-(a-Me-BnJNrl)-4-r ym 


ring 3 1 


9-TVfpn 

Z-1V1CV_/ 


1 O 1 AO 1 

12-103 1 


A 17 PV» 
4-r -rn 


1 / ^. ~\ A ~ T)*-»XTT_T\ A T>t 

2-(a-Me-BnjNrl)-4-rym 


nng jz 


9 A/f^O 

z-ivrew 


1 O 1 AO O 

12-1032 


A 17 PV» 

4-r-rn 


1 A /T^. T*l \TTT\ /I T>_ 

2-(a-Me-BnJNrl)-4-rym 


ring 33 


9 TV/f^O 

z-iviev^/ 


11 1 A^ O 

12-1033 


A T7 PV» 

4-r -rn 


1 A^"^». X TT T \ A 

2-(a-Me-BnNH)-4-Pym 


ring 34 


z-ivievj 


11 1 AT A 

12-1034 


A 17 PVi 

4-r -rn 


2-(a-Me-BnJNrl)-4-rym 


nng 35 


z-ivieu 


1 O 1 AO C 


A T7 PVi 

4-r -rn 


1 / ^, A /l ^. T>*-»XTTT\ /I Tlx 

2-(a-Me-BnJNri)-4-ryiTi 


ring 36 




1 O 1 AO 

12-1030 


A 17 PU 

4-r-rn 


1 / „. A A „ T~>^,XTT T\ /I Ti-. 

2-(a-Me-BnJNrl)-4-rym 


nng 37 


0 A/f 


1 o 1 no7 

1Z- 1 UJ / 


*+-r -rn 


z-^oc-ivie-riniNri j-h— rym 


nno 1 

ring i 


9-F 

z» r 


12-1038 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 2 


2-F 


12-1039 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 3 


2-F 
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1 9 1 0 AO 

1 Z~ 1 WH-U 


4-F-Ph 


9 Jn -A/Tp-RnTsIFH-A-P vm 
Z-^Ut-lVlC-JDlllNii ^ _< -r-Jr ym 


rine 4 


2-F 


19 1041 


A-F-Ph 


9 -fr/ -Mp-RnTsTHVA-P vm 

Z<-^UL~1V1C J_>111N11 j—tT jrlll 


rine 5 

o 


2-F 


1 9 1 OA? 
1 z- 1 u*tz 


4-F-Ph 
*+ jt i ii 


9 fr/ A/Tp RnXTR^-A-Pvm 
z-^cx-ivic - i3iii>rT j-H-ry in 


rin& 6 


2-F 


1 9 1 OA'} 
1 Z~ 1 UMO 


A-F-Ph 

T-~l^ 1 11 


9 frv A4p T^nTOFT^ A Pvm 
z-^oc-ivie-j3iii>ri j-H-r ym 


niig / 


2-F 


1 9 1 OAA 


A-F-Ph 
*t-.r x ii 


9 fr/ TV/Tp-RnlSJR^-A-Pvm 
z-^cx-ivic-i3iiiNiri^-H'-r^yiii 


rine 8 


2-F 


19 10A<» 


A-F-Ph 


9 ( n A/fp RnXTPr i_A_P\/m 

z-^(jc-ivic-J3iii>rT ^-H-jryiii 




2-F 


191 n Afk 

1 Z- 1 U*tO 


A-F-Ph 

i -r r x 11 


9 frv A/Tp 13ri7\JFn-A-Pvm 


ring 10 


2-F 


1 9 1 047 


A-F-Ph 

H— JT 1 11 


9 frv A/Tp RnXJFH A Pvm 
Z-^CX-lViC-r>lllNrl J-H-i yiii 


rinp 1 1 

llllg A 1 


2-F 


1 9 1 OAS 

1Z~ 1 U4o 


A-F-Ph 

*r~ JT 1 11 


9 frv A/fp RnKTFn-A-Pvm 

z-^cx-ivic-i3iiiN nj-H-ir ym 


ring 12 


2-F 


19 1 OAQ 

1Z- 1 U*+7 


A-F-Ph 
t r i ii 


9 frv A/Tp Rn>JFr^-A-Pvm 
Z-^CX-lVlC-13111Nri ym 


ring 1 3 


2-F 


1 9 1 0^0 
IZ- 1 UjU 


A-F-Ph 

*T IT 111 


9 frv A/l> RtiTsJTTV A Pvm 
z-^(jC-ivic-jl5iii>iti j-H-ryiii 


riria 1 A 
11113 A 


2-F 


19 1 0^1 

1Z- 1 UJ 1 


A-F-Ph 
t r i ii 


9 fr/ A/Tp Rn>JT-T^-A-Pvm 

Z - ^Ul IVAC-OlilN JLl^ ^+-1 y 111 


ring 15 


2-F 


19 1 0^9 

IZ- 1 UZ>Z 


A-F-Ph 

*+-x^ 1 11 


9 fn/ A/Tp RnXTH^-A-Pvm 


ring 16 


2-F 


1 9 1 0^ 
1 Z- 1 Ujj 


A-F-Ph 
t ii 


9 frv A/f^ T}n>JFn A Pvm 


rine 1 7 
inig 1 / 


2-F 


19 10SA 
1 Z- 1 UJH 


A-F-Ph 
t r -ni 


9 f rv A/Tp> T^nTsJTT » A-Pvm 
Z-^(jC-1V1C~I3I 11 Nil J-H" i ym 


ring 1 8 


2-F 


1 9 1 0^ 


A F Ph 


9 /'rv A/To RnXTR i A P\/m 


1 1 y 


2-F 


1 9 1 0^6 
1 Z- 1 UjD 


A-F-Ph 

17 "ill 


9 frv A/Tp T}n>JFTi_A_Pvrn 
z-i cx-ivic-J3in\n. j h it ym 


ring 20 


2-F 


19 1 0^7 

IZ- 1 uj / 


A-F-Ph 

*+— .T 1 11 


9 f/v A/fp RnXTPT^-A-Px/m 


ring 21 


2-F 


1 9 1 OSS 
1 Z- 1 UJO 


A-F-Ph 
*T-.r i ii 


9 frv A/Tp RnKTFr^-A-Pvm 


ring 22 


2-F 


19 10SQ 
IZ-lUDV 


A F Ph 


9 Ayf ^ RnXTFTk A P\/m 

z-^cx,-ivie-i3iii > o .ryiii 


rina 9^ 
11113 


2-F 


1 9 1 0^0 
IZ- 1 UOU 


A-F-Ph 

*T-P 111 


9 frv AAf> PinTSJl-T » A-P\/m 


rina 94 


2-F 


1 9 1 0^1 
1 Z- 1 I/O 1 


A-F-Ph 

*t-JT 1 11 


9 A>ff RnXITT »-A-P\mn 
z-^cx-ivic-oniNri j-H-r ym 


ring 25 


2-F 


1 9 1 069 

1 Z~ 1 VJOZ 


A-F-Ph 


9 ^rv A/Tp RnXTFT »-A-Pvm 
z-^cx-ivic-oniNxi. j-h-i ym 


ring 26 


2-F 


1 9 1 O^ 
1Z-1UCO 


A F Ph 


Z-^OC-lVlc-DniNn^-^-x yiii 


rina 27 
1 1113 ' 


2-F 


19 1 Orf^A 


A F Ph 
*t-r -i ii 


z-^oc-ivi6-x3ni>inj-^-x yrn 


rina 9R 
11113 -^* t> 


2-F 

JL* -1 


19 1 O^S 

iz-iuo»> 


A F Ph 

- lll 


z-^cx-ivie-oniNii ^-*+-_r ym 


nna 9Q 
1 1113 7 


2-F 


1 9 1 0££ 


A F-Ph 
H—r -i ii 


z-^oc-ivic-oniN ri y-H-i ym 


rina ^0 

IIII3 — 'vy 


2-F 


1 9-1067 


4-F-Ph 


2-(nr -Me-BnNH V4-P vm 


ring 31 


2-F 


12-1068 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 32 


2-F 


12-1069 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 33 


2-F 
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12-1070 


4-F-Ph 


2 -(a -Mp-RnNHV4-Pvm 
z,-^L*,-ivxc-x->ixiNjrx y-*T-x yxn 


ring 34 


2-F 


12-1071 


4-F-Ph 


9-fry -Mp-RnNHV4-P vrn 

^-^Lt-XVXC'-XJlXlN XX y *+ X y 111 


ring 35 


2-F 


12-1072 


4-F-Ph 


9-<Yy -Me-RnNFn-4-Pvm 

^Wv 1VXC/ XJlllNX X J *T ± yin 


ring 36 


2-F 




4-F-Ph 

™r x x ii 


^-^vx-ivxc-oilln n j-*+-r yin 


rincr 37 

XXllg J / 


2-F 


12-1074 


4-F-Ph 

"T X X 11 


9 -fr/ -lvfp-RnXrRV4-Pvm 

Zr-^UC-lVlC-XJlxJ.Nrx J-Hr- ST y III 


XlXlg 1 


2-C1 


12-1075 


4-F-Ph 

"T X X XI 


z*-^ut-ivxc-xjixXNxi. i-*+-x yxii 


rino 2 

XXXl^ Z, 


2-C1 

V^l 


12-1076 


4-F-Ph 

T X X 11 


9-frY-Mp-RnNTTu4-Pvm 

Z, ^LL 1VXC XJlllNXX J *~t XT yin 


nncr 3 

llllg mJ 


2-C1 


12-1077 


4_F-Ph 

"T 1 X 11 


Un -Mp-RriNTT^-4-Pvm 
z-^ui-ivit 0111 >xx y-*-r-x yin 


rina 4 

img *r 


2-C1 


12-1078 


4-F-Ph 

"T X X 11 


9 -fry -Mp-RnTsJTT^-P vm 
z-^ui-ivic-xjiii\ xi ^-t-x yxxi 


inig j 


2-C1 


12-1079 

1 Z* L\J 1 y 


4-F-Ph 

"T X X XI 


9 -fry -Mp-RnXTR^-4-P vm 
z,-^ui-ivxg-ii)1ii>ixx ^ x y 111 


rina 6 

llllg w 


2-C1 


12-1080 


4-F-Ph 


Z. 1 UL lVlC DI11N11 *— fc T— XT VXll 


tine* 7 

1 xxi^ / 


2-C1 


12-1081 


4_F-Ph 

*T X X XI 


9 -fry -Mp-RnTsJTT^-4-P vm 

Z^LA,-1VXC 13111 > XX ym 


Xlllg o 


2-C1 


12-1082 


4-F-Ph 

^ X X 11 


Z,-^lX-lVXC-J3XlX>irx J-H-JT ylll 


11113 


2-C1 

V>1 


12-1083 

X ^ 1UUJ 


4_F-Ph 

*T X X 11 


9 -fr/ -Mp-RtiTvJTT^-A-P vm 
z,-^(x-ivic-j3iiiNrx j *+ x ym 


riria 1 0 

1 111^ X v/ 


2-Cl 


12-1084 


4_F-Ph 

*T X X. 11 


9 (a A/Tp RnTsTFTl 4 Pvm 


rincr 1 1 
11113 1 1 


2-C] 


12-1085 

X Z» I vOJ 


4-F-Ph 

*T X X 11 


Z.-^<Jt-iVxc-xjIilNxx ^-t--x yin 


Tina 1 9 
11113 x z. 


2-Cl 


1 2-1 086 

X Z 1 v/ou 


4_F-Ph 

*T X X 11 


Zt-^IX-IVIC-XjIIINxI 17 y 111 


rincx 1 3 
11113 


2-Cl 

Z V^l 


1 2-1 087 

X Z X wo / 


4_F-Ph 

*T X X 11 


9 frv IvTp RnMTTl J. P\mi 

z-^cx-ivie-J3iiiNxi j~h—x ym 


Tin cr 14 
11113 i " 


2-Cl 


12-1088 

1 Z< X woo 


4_F-Ph 

*T X XT 11 


z.-^cx-ivxc-x5iiiNri )-*•¥- x^yixi 


Tincr 1 5 


2-Cl 


12-1089 

X Z> 1 V07 


4_F-Ph 

*T X XT 11 


9 f r/ Mp RnXTH^ 4 Pvm 
Z,-^(X-1V1C-xjI11NxT. ^ H--X yill 


Tino - 1 6 
i H13 ^ 


2-Cl 


1 2-1 090 
x z x \jy\j 


4_F-Ph 

*T X XT XX 


9 ( rv A/T^ "RnKTPft A Pvm 
Z-^(X-iVlc-ljIllNri y -£ + - x yin 


nv\o 1 7 
11x13 1 1 


2-Cl 

Z V^l 


12-1091 

1 —» X W X 


4_F-Ph 

*"T X X 11 


9 -fry -Mp-RnNNVd-Pvm 
Zr-^UL-ivxc-xjiiiNxx ^-t—x yxii 


rlno 1 8 
1 1113 1 ^ 


2-Cl 


12-1092 

X X \J y 


4-F-Ph 


9-fr/ Jvfp-RnNTT"U4-Pvm 
Z, ^Ul 1VXC XJillN XX ^— *+ x ym 


rina 1 9 
x 1x13 X 7 


2-Cl 


12-1093 

x ^ x \j y y 


4_F-Ph 

*T X X 11 


9 fr/ AAp RnXTHPi 4 Pvm 
z-^uc-ivxe-xjniNxx ^-*+-x yin 


rina 90 
11113 


2-Cl 

z 1 


1 2-1 094 


4_F-Ph 

*T X X 11 


9 fry A /To AnXTTTA zt P\/m 

z-^cx-ivic-oixiNri ^-t--i yiii 


rina 9 1 
x 1x13 z> X 


2-Cl 

Z V^l 


12-1095 

i j-* x \j y y 


4-F-Ph 

"T X X 11 


n_(ri -Mp-RnNTT^-4-P vrn 
z, ivxc x_>iii >xx j L r sr ym 


rina 22 
1 1113 


2-Cl 

z, v^i 


12-1096 


4-F-Ph 

^ X X 11 


9 -fry -Mp-RnT\TR > k-4-P\/m 
z.-^m-ivxc n>in > xx j~*-r ir y in 


rina 23 
11113 


2-Cl 


12-1097 


4-F-Ph 


1 VA lYXV XJ111>XX 1 ~T X yin 


ring 24 


2-Cl 


12-1098 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 25 


2-Cl 


12-1099 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 26 


2-Cl 
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1Z-1 1UU 


A F PVi 


O //v A /fa TZ> r ^XTXJ\ A T>\rm 

Z-^OC-iVie-r>niNrl j-4-ryni 


rina 97 
1 111 ^ z. / 


9-P1 


10 1 1 m 

1Z-1 1U1 


A T7 PVi 


O ( A/fa T5-r»XTT-T\ /f D,rm 

z-^oc-ivie-DiiiNxi j-4-ryni 


rina 9° 

1111^ Z-O 


9-P1 


1011 no 

1Z-1 1UZ 


A T7 PVi 

4-r -i 11 


z-^a-Me-onJNrij-^-r ym 


rina 90 

llllg, 


9-P1 


1011 n^ 

1Z-1 IUo 


A F Ph 


O /™ A/fa T3*-»XTTJf\ A T>-» rrv-» 

z-^oc-ivie-iDnJNri j-4-r ym 


nncr ^0 
1111^ D\J 


9-P1 

Z V^l 


10 11 f\A 
1Z-1 1U4 


A F Ph 
*+-r -r 11 


O A /fa TJ-nXTTJn A "D-trrv-i 

z-^(X-ivie-iDniNrij-4-r ym 


nn O" ^ 1 
1 ill J I 


9 -PI 


i o 1 1 n^ 

1Z-1 1UD 


A T7 PVi 


O /y-M A /fa "D*-»XTT-X\ /I H)a rr>-» 

z-^oc-ivie-oniNri j-4-r ym 


rina ^9 

ring 


9-P1 


i o 1 1 n^ 
iz-l lUo 


A Th PVi 


Z-(a-Me-rsniNrl j-4-rym 


ring jj 


9-P1 


1 O 1 1 C\l 
1Z-1 1U / 


A T7 PVi 
4- r-in 


O A/fa Dn\TUA /I "Dtttvi 

Z-(a-Me-x3nJNrl > )-4-r ym 


nng 


9-P1 

Z V^l 


i o 1 1 nc 

1Z-1 lUo 


A T7 PVi 
4-r-i n 


O /™ A /fa TU-r-iXTT— T\ /I Dttw 

Z-^ot-JVie-r>nJNrl j-4-rym 


ring 35 


9-P1 


1011 no 
iz-i iuy 


A F Ph 


O /n# A/To T3fiXTtT\ A T^trm 

z-^oc-ivie-JDmNxi j-4-rym 


rina 

llllg JU 


9-P1 

Z V_vl 


10 1 1 1 C\ 
IZ-i 1 1U 


A F PVi 
H-r i 11 


O //-v A/To "QnXTTT\ A Pt/m 

z-^oc-ivie-oniNri ym 


rina ^7 

llllg D / 


9-P1 


10 1111 
1Z-1 111 


A F Ph 
4-1? -ill 


z-^ct-ivie-r>niNri j-4-r ym 


nn <y 1 

nng i 


O 9-HiF 

Z,Z -L11J7 


1 O 1110 
1Z-1 1 1Z 


A F Ph 
4-r -x 11 


O ( ™ A /fa T") y-i XTT T \ /l "D-v/rvi 

z-^oc-iVie-rsniNri ym 


nng z 


9 9-HiF 


1 O 1117 
1Z-1 1 1 D 


A T? PVi 


z-(a-JVle-r>niNrl ;-4-rym 


ring 3 


9 9 HiF 


10 1 1 1 A 
1Z-I 1 14 


A PVi 

4-r-rn 


Z-(a-Me-Jb>nJNrl ;-4-rym 


nn rr A 

nng h 


9 9-HiF 

Z ? Z -Llll^ 


10 111^ 
1Z-1 1 l J 


A T? Ph 
4-r -ru. 


Z-(a-JVle-r>nJNrl j-4-r ym 


nng j 


9 9 HiF 

Z, 3 Zr-Llll 


1 O 1 1 1 fy 

1Z-1 1 10 


A Th PVi 

4-r-i n 


Z-^OC-lVlC--t>niNrl j-4-rym 


ring o 


9 9 HiF 

Z.,Z.-U.lI 


10 1117 
1Z-1 11/ 


A T7 PVi 
4-J7 -i n 


O //m A /fa "D-»-»XTT-TA A T5^rrv\ 

z-^oc-ivie-Jt>niNri j-4-rym 


nn rr O 

nng / 


9 9-HiF 

Z ? Z -U-li 


1 O 1 1 1 c 
1Z-1 115 


A T? PVi 


O /"/m A/fa "D-»-»XTXJ\ /I TDx r»-v-» 

Z-(^(X-J\4e-r>nJNrl j-4-r ym 


nn fr S 

nng O 


9 9-HiF 

Z,Z -U-ll 


1 O 1 1 1 Q 

iz-l l ly 


A 17 PVi 

4-r -ill 


O A/fa. T*> "X TT T\ A n lw , 

Z-(a-Me-r>nJNrl j-4-rym 


ring 9 


9 9 HiF 
z,z-ciir 


1 o 11 on 

1Z-1 1ZU 


A T7 PVi 
4-r -rfl 


Z-(a-Me-BnJNrl)-4--rym 


ring 10 


9 9 HiF 


1 O 1 1 O 1 
1Z-1 1Z 1 


A Tn PVi 

4-r -ill 


O /'^m A/fa T">-t-iXTT,TA A Dxrm 

2-(a-Me-JbnJNilj-4-r ym 


ring 1 1 


9 9 HiF 
z,z-u.ir 


1 O 1 1 oo 
IZ-i 1ZZ 


A PT PVi 
4-r-rn 


O //m A/fa TZ>*-»XTT-TA /I D\»m 

Z-(a-Me-r>nJNrl j-4-rym 


ring 12 


9 9 HiF 
ZjZ.-u.ir 1 


10 1 1 07 
1Z-1 1Z.5 


A T7 PVi 

4- r -in 


O /at A /fa T^^XTTJA /I Di 

z-(a-Me-onJNrlj-4-r ym 


ring 13 


9 9 HiF 
ZrjZr-Qir' 


1 O 11 O/l 
1Z-1 1Z4 


A T7 PVi 

4-r -Jrn 


z-(a-Me-onJNri)-4-rym 


ring 14 


9 9 HiF 
z,z-Qir 


1 O 1 1 o^ 
1Z-1 IZj 


A TT PVi 

4-r -Jrn 


z-(a-Me-r>niNri )-4-rym 


nng 15 


0 0 HiF 
ZjZ-Qli' 


1 O 1 1 OA 
1Z-1 1ZO 


A TT PVi 
4-r -ill 


Z-(a-Me-l3nJNrlj-4-rym 


ring 16 


0 0 HiF 

z,z-cnr 


1 9-1 1 97 

1 Z" 1 / 


*T J. I 11 


0 ^r/ AAf* T^nlMT-T^ A P\rm 
Z-^UL-lVlc-jDIilN XT y III 


rina 1 7 


2 2-diF 


12-1128 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 18 


2,2-diF 


12-1129 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 19 


2,2-diF 
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12-1130 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 20 


2,2-diF 


12-1131 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 21 


2,2-diF 


12-1132 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 22 


2,2-diF 


12-1133 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 23 


2,2-diF 


12-1134 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 24 


2,2-diF 


12-1135 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 25 


2,2-diF 


12-1136 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 26 


2,2-diF 


12-1137 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 27 


2,2-diF 


12-1138 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 28 


2,2-diF 


12-1139 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 29 


2,2-diF 


12-1140 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 30 


2,2-diF 


12-1141 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 31 


2,2-diF 


12-1142 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 32 


2,2-diF 


12-1143 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 33 


2,2-diF 


12-1144 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 34 


2,2-diF 


12-1145 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 35 


2,2-diF 


12-1146 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 36 


2,2-diF 


12-1147 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 37 


2,2-diF 


12-1148 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 1 


8-Me 


12-1149 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 2 


8-Me 


12-1150 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 3 


8-Me 


12-1151 


4-F-Ph 


2 -(a-Me-BnNH)-4-Pym 


ring 4 


8-Me 


12-1152 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 5 


8-Me 


12-1153 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 6 


8-Me 


12-1154 


4-F-Ph 


2 -(a-Me-BnNH)-4-Pym 


ring 7 


8-Me 


12-1155 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 8 


8-Me 


12-1156 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 9 


8-Me 


12-1157 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 10 


8-Me 


12-1158 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 1 1 


8-Me 


12-1159 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 12 


8-Me 
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12-1160 


4-F-Ph 


Liu ivit/ jjiiiN 1 1 1 *t a yni 


ring 13 


8 -Me 


12-1161 


4-F-Ph 


0_(n -Mp-RnNTT i-4-P vm 


rincr 1 4 
11113 1 " 


8-Me 

\J 1 VI w 


12-1162 


4-F-Ph 


2-<TY-Mp-Rnl\TRi-4-Pvrn 

Z 1V1C OllJLNAl J *T A y 111 


rinp 1 5 
11113 LmJ 


8-Me 


12-1 163 


4-F-Ph 

r a a ii 


9-<7v -Mp-RnMWi-A-Pvm 


rincr 1 rS 
11113 


8-Me 


12-1164 


4-F-Ph 

"T A 1 11 


OJri -Mp-RnlSTR i-4-P vm 
z - ^ uc - ivi c - a>i UN r±j -h - a y n i 


rincr 1 7 
11113 1 ' 


8-Me 

O 1V1V 


12-1 165 

1 X- 11 W ^ 


4-F-Ph 

^ 1 A 11 


9 fry Mp RnlMTT i A Pvrm 


rincr 1 8 
1 1113 1 0 


8-Me 


12-1 166 

1L 11 WW 


4_F-Ph 

*T A A 11 


9 fr/ Mp RnXTRi A P\rm 
Z-^(X-1VaC-OI11NXa j-T-ryill 


rincr 1 0 
1 1113 


8-Me 

O IVAC 


12-1167 


4_F_Ph 


Z -^UL-IVJLC .D111NAA J *T x yin 


ring 20 


8-Me 


12-1168 


4-F-Ph 


9-fr/-Mp-Rn7NJl-Ti-4-Pvrn 

Z/-^lA-lVXC-A->lllN AA^-*+- A y 111 


Tint* 9 1 

1 1113 Z- 1 


8-Me 


12-1169 


4-F-Ph 

"T A A 11 


Z ^Wv 1V1C Dill >Xl J-*-r~l7 y 111 


rincr 22 
11113 


8-Me 


12-1 170 

1X> 1 1 / w 


4_F-Ph 

r A A 11 


Z-^Ul-lVlC-OIllNll J-*t-iT yiii 


rincr 23 
1 1113 *- ■— ' 


8-Me 


12-1171 


4-F-Ph 




ring 24 


8-Me 


12-1 172 

1 — . 1 1 / jL 


4_F-Ph 

*T A A 11 


9 - fry -Mp -RnlSTR i -A .Pvm 
z-^ui-ivio diiinia ^ i yin 


rinp 25 
11113 


8-Me 


12-1 173 


4-F-Ph 

"T A A 11 


9 ( n Mp RnXTR i A_P\rm 
z-^uc-ivic-dia1Natl > ;-*+-a yin 


rincr 26 
11113 ^ 


8-Me 


12-1 174 

1 j— 1 1 / "T 


4_F-Ph 

T A A 11 


9 -/'rv -Mp-Rnl^TH V J.-P\/rn 
Zr-^UC-lVlC-AJlIlNAA j-'-t it yiii 


rinp 27 
1 1113 ^* / 


8-Me 


12-1 175 


4-F-Ph 

-f A A 11 


9 frv Mp RnlWVA-Pvm 


rincr 28 
11113 ^ 


8-Me 


1 2-1 1 76 


4_F-Ph 

*T A IT 11 


9 fr/ Mp F*n"NTT i A Pvm 


rincr 2Q 
1 1113 ^ 


8-Me 


1 2-1 1 77 
i ii// 


4-F-Ph 

*T A 1 11 


z-^(X-ivic-oiiiNri yin 


rincr ^0 
11113 


8-Me 

O 1V1C 


1 2-1 1 78 

1 Z» 1 1 / o 


4-F-Ph 

*T A A 11 


9 fr/ Mp RtiTnJW i zl Pvm 


rincr ^ 1 
11113 


8-Me 

□ 1V1C 


12-1 179 

iz, 11/7 


4-F-Ph 

*T A A 11 


Z-^Ot-lVlC-AJlllN Xa J-^-r i yiii 


rincr ^2 
11113 


8-Me 

O 1V1C 


12-1 1 80 

1 1 1 o w 


4_F-Ph 

^ A A 11 


9 -f r/ -Mp-RnXTR i-4-P vm 

Z-^UL-lVlC-J3Ill>n. )" 6 r-IT yin 


rincr 
11113 


8-Me 


12-1 1 81 

1 Z» 1 1 O 1 


4-F-Ph 

*T A A 11 


9 ^-Mp-RnNPTVi-Pvm 
z~^wv ivic-j3iii Nil y-^r-A yin 


nncr ^4 
11113 


8-Me 


12-1182 


4-F-Ph 


2-f nr -Me-RnNH i-4-P vm 

X* IVA IVlv Ulll ill ) ~ A Vlll 


ring 35 


8-Me 


12-1183 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 36 


8-Me 


12-1184 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 37 


8-Me 
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Table 13 



Compound No. 


R 1 


R' 


A 


R 5 


13-1 


4-F-Ph 


4-Pyr 


ring 1 


- 


13-2 


4-F-Ph 


4-Pyr 


ring 2 




13-3 


4-F-Ph 


4-Pyr 


ring 3 


- 


13-4 


4-F-Ph 


4-Pyr 


ring 4 


- 


13-5 


4-F-Ph 


4-Pyr 


ring 5 


- 


13-6 


4-F-Ph 


4-Pyr 


ring 6 


- 


13-7 


4-F-Ph 


4-Pyr 


ring 7 




13-8 


4-F-Ph 


4-Pyr 


ring 8 


- 


13-9 


4-F-Ph 


4-Pyr 


ring 9 




13-10 


4-F-Ph 


4-Pyr 


ring 10 




13-11 


4-F-Ph 


4-Pyr 


ring 11 




13-12 


4-F-Ph 


4-Pyr 


ring 12 




13-13 


4-F-Ph 


4-Pyr 


ring 13 


- 


13-14 


4-F-Ph 


4-Pyr 


ring 14 




13-15 


4-F-Ph 


4-Pyr 


ring 15 


- 


13-16 


4-F-Ph 


4-Pyr 


ring 16 


- 


13-17 


4-F-Ph 


4-Pyr 


ring 17 




13-18 


4-F-Ph 


4-Pyr 


ring 18 




13-19 


4-F-Ph 


4-Pyr 


ring 19 




13-20 


4-F-Ph 


4-Pyr 


ring 20 




13-21 


4-F-Ph 


4-Pyr 


ring 21 




13-22 


4-F-Ph 


4-Pyr 


ring 22 




13-23 


4-F-Ph 


4-Pyr 


ring 23 




13-24 


4-F-Ph 


4-Pyr 


ring 24 




13-25 


4-F-Ph 


4-Pyr 


ring 25 
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13-26 


4-F-Ph 


4-Pyr 


ring 26 




13-27 


4-F-Ph 


4-Pyr 


ring 27 




13-28 


4-F-Ph 


4-Pyr 


ring 28 




13-29 


4-F-Ph 


4-Pyr 


ring 29 




13-30 


4-F-Ph 


4-Pyr 


ring 30 




13-31 


4-F-Ph 


4-Pyr 


ring 31 




13-32 


4-F-Ph 


4-Pyr 


ring 32 




13-33 


4-F-Ph 


4-Pyr 


ring 33 




13-34 


4-F-Ph 


4-Pyr 


ring 34 




13-35 


4-F-Ph 


4-Pyr 


ring 35 




13-36 


4-F-Ph 


4-Pyr 


ring 36 




13-37 


4-F-Ph 


4-Pyr 


ring 37 




13-38 


4-F-Ph 


4-Pyr 


ring 1 


2-Me 


13-39 


4-F-Ph 


4-Pyr 


ring 2 


2-Me 


13-40 


4-F-Ph 


4-Pyr 


ring 3 


2-Me 


13-41 


4-F-Ph 


4-Pyr 


ring 4 


2-Me 


13-42 


4-F-Ph 


4-Pyr 


ring 5 


2-Me 


13-43 


4-F-Ph 


4-Pyr 


ring 6 


2-Me 


13-44 


4-F-Ph 


4-Pyr 


ring 7 


2-Me 


13-45 


4-F-Ph 


4-Pyr 


ring 8 


2-Me 


13-46 


4-F-Ph 


4-Pyr 


ring 9 


2-Me 


13-47 


4-F-Ph 


4-Pyr 


ring 10 


2-Me 


13-48 


4-F-Ph 


4-Pyr 


ring 1 1 


2-Me 


13-49 


4-F-Ph 


4-Pyr 


ring 12 


2-Me 


13-50 


4-F-Ph 


4-Pyr 


ring 13 


2-Me 


13-51 


4-F-Ph 


4-Pyr 


ring 14 


2-Me 


13-52 


4-F-Ph 


4-Pyr 


ring 15 


2-Me 


13-53 


4-F-Ph 


4-Pyr 


ring 16 


2-Me 


13-54 


4-F-Ph 


4-Pyr 


ring 17 


2-Me 


13-55 


4-F-Ph 


4-Pyr 


ring 18 


2-Me 


13-56 


4-F-Ph 


4-Pyr 


ring 19 


2-Me 


13-57 


4-F-Ph 


4-Pyr 


ring 20 


2-Me 
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1 1 ^0 


4-r -rn 


4-ryr 


ring 21 


A A A „ 

2 -Me 


1 ^ 

13-3V 


A 17 DU 

4-r -rn 


4-ryr 


ring 22 


2-Me 


13-oU 


A T7 DU 

4-r -r n 


/l D-. r*. 

4-ryr 


ring 23 


2-Me 


13-ol 


4-r-rn 


4-ryr 


ring 24 


2-Me 


1 Q /CO 


/t T7 T)U 

4-r -rn 


/l D» w 

4-ryr 


ring 25 


2-Me 


13-63 


/I T? DU 

4-r -rn 


A D* w 

4-ryr 


ring 26 


A A /f „ 

2-Me 


1 'J A/I 

13-64 


4-r -rn 


A D, ~ 

4-ryr 


ring 27 


A A >T„ 

2-Me 


13-CO 


4-r-rn 


4-Pyr 


ring 28 


2-Me 


13-oo 


/I T7 TJL 

4-r -rn 


/I T), 

4-ryr 


ring 29 


2-Me 


13-o / 


/I T7 DU 

4-r -rn 


/f D-. ~ 

4-ryr 


ring 30 


A A /T„ 

2-Me 


1 ^ /CO 


/t T7 DU 

4-r -rn 


/I T)_ ~ 

4-ryr 


ring 31 


a a yr„ 

2-Me 




/I T7 DU 

4-r -rn 


A D-. w 

4-ryr 


ring 32 


a a >r^, 

2-Me 


13- /u 


/I T7 "DU 

4-r -rn 


A D» t^- 

4-ryr 


ring 33 


A A 

2-Me 


13- /I 


/t T7 DU 

4-r-rn 


4-Pyr 


ring 34 


2-Me 


13-/2 


/I 17 Tit, 

4-r-rn 


4-Pyr 


ring 35 


2-Me 


13-/3 


A T7 Tit, 

4-r-rn 


4-Pyr 


ring 36 


2-Me 


13-/4 


A T7 DU 

4-r -rn 


A D, ~- 

4-ryr 


ring 37 


2-Me 


13- /j 


A T7 "DU 

4-r -rn 


zi Ti- — 

4-ryr 


ring 1 


O ATT 

2-OH 


13-/0 


A T7 DU 

4-r-rn 


4-Pyr 


ring 2 


2-OH 


13- / / 


/I T7 DU 

4-r -rn 


/I D-. — . 

4-ryr 


ring 3 


2-OH 


13- /o 


yl T7 ITU 

4-r-rn 


A D, ™- 

4-ryr 


ring 4 


O ATT 

2-OH 


13-/y 


/I T7 Tit, 

4-r-rn 


4-Pyr 


ring 5 


^ ATT 

2-OH 


13-oU 


/I T7 DU 

4-r-rn 


4-Pyr 


ring 6 


^ ATT 

2-OH 


10 O 1 

13-ol 


A T7 "DU 

4-r-rn 


4-ryr 


ring 7 


r\ ATT 

2-OH 


1 0 oo 
13-oZ 


A T7 "DU 

4-r-rn 


4-ryr 


ring 8 


/-> ATT 

2-OH 


13-o3 


/t T7 DU 

4-r-rn 


4-Pyr 


ring 9 


A ATT 

2-OH 


1 o o A 

13-54 


/i T7 DU 

4-r-rn 


4-Pyr 


ring 10 


A /"\T T 

2-OH 


13-oj 


/I T7 "DU 

4-r-rn 


4-Pyr 


ring 11 


A ATT 

2-OH 


13-oD 


A T7 T>U 

4-r-rn 


4-Pyr 


ring 12 


A ATT 

2-OH 


1 1 R7 


**-r -rn 


A T>\rr 

^■-ryr 


ring 13 


z-vJrl 


13-88 


4-F-Ph 


4-Pyr 


ring 14 


2-OH 


13-89 


4-F-Ph 


4-Pyr 


ring 15 


2-OH 
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1 O OO 


A T7 DU 

4-r -Jrn 


4-ryr 


ring 16 


o OUT 


1 o ni 
13-91 


yl T7 DU 

4-r -rn 


A Di rf 

4-ryr 


ring i / 


o out 


1 o oo 


/I T7 DU 

4-r -Jrn 


zi D, ~ 

4-ryr 


ring 18 


o out 


1 oo 
13-93 


/l T7 DU 

4-r-rn 


4-ryr 


ring 19 


0 OUT 

Z-Uri 


13-94 


/I T7 DU 

4-r -Jrn 


4-ryr 


ring zu 


0 OUT 
Z-Url 


i o nc 
13-9D 


/t T7 DU 

4-r -rtl 


/I Dt r»- 

4-ryr 


ring z i 


0 OUT 


1 0 OA 

13-90 


/I T7 DU 

4-r-rn 


/I Di n> 

4-ryr 


f-i-n rr OO 

ring zz 


o out 


1 o Ol 

13-9 / 


4-r -rn 


4-ryr 


ring Z.J 


9 OT-T 
z-un 


13-9o 


/I T7 DU 

4-r-rn 


/I Dt n> 

4-ryr 


ring 24 


o out 


1 o oo 
13-99 


/I T7 DU 

4-r -Jrn 


A Dirt* 

4-ryr 


ring zj 


0 OUT 


1 O 1 oo 

13-10U 


A T7 DU 

4-r -rn 


/I Dt rr- 

4-ryr 


ring 26 


0 OUT 


1 O 1 O 1 

13-101 


4-r -rn 


/i Dt r«- 

4-ryr 


ring 27 


0 OUT 

z-LJri 


1 O 1 oo 

13-10Z 


/I T7 DU 

4-r -rtl 


A Dirr 

4-ryr 


nng zo 


0 OUT 


1 O 1 oo 


A T7 T>Vi 

4-r -Jrn 


/I Dt if 

4-ryr 


fin rr OO 

nng zy 


o out 
z-v^ri 


1 O 1 O/l 

13-104 


/i "c du 
4-r -rn 


/I Dt r*» 

4-ryr 


ring 30 


o out - 
z-vjn 


1 O 1 oc 


A 17 du 

4-r -rn 


/I Dt »t- 

4-ryr 


ring 31 


o out 


1 o 1 oa 

13-106 


A T7 DU 

4-r -Jrn 


A Dt t-»> 

4-ryr 


nng DL 


0 OUT 


13-107 


a du 
4-r -rn 


A Dt 

4-Jryr 


ring 33 


0 OUT 


1 "? 1 AO 

13-108 


a *c du 

4-r -rn 


/l Dt **• 

4-Jryr 


ring 34 


0 OUT 


1 O 1 oo 

13-109 


A T7 DU 

4-r-rn 


4-ryr 


ring 35 


0 OUT 


1 O 1 1 o 

13-1 1U 


A 17 DU 

4-r-rn 


A Dt r»- 

4-ryr 


ring 36 


0 OUT 


1 O 111 

13-1 1 1 


/I T? DU 

4-r -rn 


A Dt r*. 

4-ryr 


ring 37 


0 OUT 

z-i^Jnl 


1 1 1 o 

13-112 


/4 T? DU 

4-r-rn 


4-Pyr 


ring 1 


O A/foO 


1 O 1 1 o 

13-1 13 


/l 17 DU 

4-r -rtl 


A Dt r*« 

4-ryr 


ring 2 


0 A/T^O 


1 O 11/1 

13-114 


/I 17 DU 

4-r -rn 


/I Dt TV 

4-ryr 


ring 3 


z-iview 


1 O 1 1 c 

13-115 


/I T7 DU 

4-r -rn 


/I Dt rw 

4-ryr 


ring 4 


0 A/foO 


1 "> 1 1 
13-1 16 


A T? DU 

4-r -rn 


4-Jryr 


ring 5 


O A/ToO 

z-ivieLJ 


i o 1 1 n 

13-117 


A T7 DU 

4-r -Jrn 


A Dt 

4-ryr 


ring 6 


O A/ToO 


13-1 18 


A T7 DU 

4-r-rn 


4-Pyr 


ring 7 


0 A/TcO 

Z-Meu 


10 1 1 Q 

13-1 iy 


A T7 PU 

4-r-rn 


A Di/t* 

4-ryr 


ring 8 




13-120 


4-F-Ph 


4-Pyr 


ring 9 


2-MeO 


13-121 


4-F-Ph 


4-Pyr 


ring 10 


2-MeO 
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13-122 


4-F-Ph 


4-Pyr 


ring 11 


2-MeO 


13-123 


4-F-Ph 


4-Pyr 


ring 12 


2-MeO 


13-124 


4-F-Ph 


4-Pyr 


ring 13 


2-MeO 


13-125 


4-F-Ph 


4-Pyr 


ring 14 


2-MeO 


13-126 


4-F-Ph 


4-Pyr 


ring 15 


2-MeO 


13-127 


4-F-Ph 


4-Pyr 


ring 16 


2-MeO 


13-128 


4-F-Ph 


4-Pyr 


ring 17 


2-MeO 


13-129 


4-F-Ph 


4-Pyr 


ring 18 


2-MeO 


13-130 


4-F-Ph 


4-Pyr 


ring 19 


2-MeO 


13-131 


4-F-Ph 


4-Pyr 


ring 20 


2-MeO 


13-132 


4-F-Ph 


4-Pyr 


ring 21 


2-MeO 


13-133 


4-F-Ph 


4-Pyr 


ring 22 


2-MeO 


13-134 


4-F-Ph 


4-Pyr 


ring 23 


2-MeO 


13-135 


4-F-Ph 


4-Pyr 


ring 24 


2-MeO 


13-136 


4-F-Ph 


4-Pyr 


ring 25 


2-MeO 


13-137 


4-F-Ph 


4-Pyr 


ring 26 


2-MeO 


13-138 


4-F-Ph 


4-Pyr 


ring 27 


2-MeO 


13-139 


4-F-Ph 


4-Pyr 


ring 28 


2-MeO 


13-140 


4-F-Ph 


4-Pyr 


ring 29 


2-MeO 


13-141 


4-F-Ph 


4-Pyr 


ring 30 


2-MeO 


13-142 


4-F-Ph 


4-Pyr 


ring 31 


2-MeO 


13-143 


4-F-Ph 


4-Pyr 


ring 32 


2-MeO 


13-144 


4-F-Ph 


4-Pyr 


ring 33 


2-MeO 


13-145 


4-F-Ph 


4-Pyr 


ring 34 


2-MeO 


13-146 


4-F-Ph 


4-Pyr 


ring 35 


2-MeO 


13-147 


4-F-Ph 


4-Pyr 


ring 36 


2-MeO 


13-148 


4-F-Ph 


4-Pyr 


ring 37 


2-MeO 


13-149 


4-F-Ph 


4-Pyr 


ring 1 


2-F 


13-150 


4-F-Ph 


4-Pyr 


ring 2 


2-F 


13-151 


4-F-Ph 


4-Pyr 


ring 3 


2-F 


13-152 


4-F-Ph 


4-Pyr 


ring 4 


2-F 


13-153 


4-F-Ph 


4-Pyr 


ring 5 


2-F 
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1 "J 1 C A 

13-154 


4-F-Ph 


4-Pyr 


ring 6 


1 TT 

2-P 


1 ^ 1 c c 

13-155 


/I T? Ti"U 

4-F-Ph 


4-Pyr 


ring 7 


2-F 


13-156 


A T? Til. 

4-F-Ph 


4-Pyr 


ring 8 


O T? 

2-F 


13-157 


/I T7 Til_ 

4-F-Ph 


4-Pyr 


ring 9 


2-F 


13-158 


/I T? Til. 

4-F-Pn 


4-Pyr 


ring 10 


""J T7 

2-F 


13-159 


4-F-Pn 


4-Pyr 


ring 11 


2-F 


13-160 


A T? Ti1_ 

4-F-Ph 


4-Pyr 


ring 12 


O TT 

2-F 


1 "3 1 /C 1 

13-161 


A T7 Til, 

4-F-Pn 


4-Pyr 


ring 13 


2-F 


1 O 1 /CO 

13-162 


/I T7 Til» 

4-F-Pn 


4-Pyr 


ring 14 


2-F 


1 O 1 /TO 

13-163 


/I T? Til. 

4-F-Pn 


4-Pyr 


ring 15 


2-F 


13-164 


/I T? Til- 

4-F-Pn 


4-Pyr 


ring 16 


O T? 

2-F 


13-165 


A T? Til- 

4-F-Pn 


4-Pyr 


ring 17 


O T7 

2-F 


13-166 


A T7 Til- 

4-F-Pn 


A Ti_ 

4-Pyr 


ring 18 


2-F 


13-167 


/I T? Til, 

4-F-Pn 


A Ti, 

4-ryr 


ring 19 


O T? 

2-F 


13-168 


4-F-Pn 


4-Pyr 


ring 20 


O T™ 1 

2-F 


13-169 


/I T? Ti"U 

4-F-Pn 


4-Pyr 


ring 21 


2-F 


13-170 


A T7 Til— 

4-F-Ph 


4-Pyr 


ring 22 


2-F 


13-171 


/I T7 T»l_ 

4-F-Ph 


4-Pyr 


ring 23 


O T? 

2-F 


13-172 


y| T" 1 Til* 

4-F-Ph 


A Ti 

4-Pyr 


ring 24 


O T^ 

2-F 


13-173 


/I T? Til_ 

4-F-Ph 


4-Pyr 


ring 25 


2-F 


13-174 


/I T? Til- 

4-F-Ph 


4-Pyr 


ring 26 


O T? 

2-F 


13-175 


4-F-Ph 


A Ti 

4-Pyr 


ring 27 


2-F 


13-176 


A T" 1 Til. 

4-F-Ph 


A Ti 

4-Pyr 


ring 28 


O T~" 

2-F 


13-177 


yf T? T»"U 

4-F-Ph 


4-Pyr 


ring 29 


2-F 


13-178 


/I T7 Til_ 

4-F-Ph 


4-Pyr 


ring 30 


o T— ' 
2-F 


13-179 


4-F-Ph 


4-Pyr 


ring 31 


O T^ 

2-F 


13-180 


A T" 1 T»1 

4-F-Ph 


4-Pyr 


ring 32 


2-F 


13-181 


A T" 1 Til- 

4-F-Ph 


A Ti 

4-Pyr 


nng 33 


2-F 


13-182 


/• T~< Til— 

4-F-Ph 


A T"i 

4-Pyr 


ring 34 


2-F 


13-loJ 


4-r-rn 


4-Fyr 


ring 35 


2-F 


13-184 


4-F-Ph 


4-Pyr 


ring 36 


2-F 


13-185 


4-F-Ph 


4-Pyr 


ring 37 


2-F 
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1 1 1 


A F PVi 
4- F -x n 


A P\rr 

4-Fyr 


t*it*i rr 1 

ring i 


9 pi 

Z-LA 


n i 07 


A In PVi 

4-f -x n 


A P-vrr 

4-Fyr 


nng 2 


9 PI 
Z-LA 


1 1 1 CC 


A F PVi 

4-r-rfl 


A D\n> 

4-r yr 


ring 3 


9 Pi 

Z-LA 


i o i on 


4-F -x n 


A Dxn* 

4-ryr 


nng 4 


9 pi 

Z-L<1 


111 on 


A F PVi 

4-f -x n 


A Pxrt- 

4-ryr 


ring 5 


9 PI 
Z-LA 


11 1 Q1 


A F PVi 

4- f -x n 


4-ryr 


ring 6 


9 pi 

Z-LA 


1 1 1 09 

1.3-1 yz 


4 f PVi 
4- f-f n 


A P\rr 

4-ryr 


nng 7 


9 PI 

z-la 


1 1 1 01 


A F PVi 

4-f -x n 


4-Fyr 


nng 8 


9 PI 
Z-LA 


1 1 1 04. 


A F PVi 
4-F -x n 


A P\rr 

4-Fyr 


ring 9 


9 PI 
Z-LA 


111 CK 


A Th PVi 

4-f -x n 


A Pa/t* 

4-ryr 


ring 10 


9 PI 
Z-LA 


111 OA 


A T7 PVi 

4-r -rn 


A "Dirt- 

4-ryr 


ring 1 1 


9 PI 

Z-LA : 


111 on 


A F PVi 

4-F -rn 


4-ryr 


nng iz 


9 PI 
z-LA 


1 1 1 OR 

1 J-170 


A F PVi 
4- x 1 -x Jx 


A P\rr 

4-Fyr 


nng 13 


9 PI 
Z-LA 


1 1 1 QQ 


A F PVi 

4- r -rn 


A P\rr 

4-ryr 


nng 14 


9 PI 
Z-LA 


1 1 onn 


A F PVi 


A Pt rr- 

4-ryr 


ring 15 


9 PI 
z-LA 


1 1 oni 


A F PVi 
4-r -rn 


/t Pt n- 

4-ryr 


ring 16 


9 PI 

Z-LA 


1 1 9fi9 
Ij-ZUZ 


A F PVi 
4-F -x xl 


4-ryr 


nng i / 


9 PI 
z-LA 


1 1 9H1 


A F PVi 
4- F -x Xl 


A P\ rr 

4-ryr 


ring 18 


9 PI 
Z-LA 


1 1 9 HA 
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2-NH2-4-Pym 


ring 27 


2-C1 


13-509 


/I -¥-» Tll_ 

4-F-Ph 


<*\ X TT T A Tl 

2-NH2-4-Pym 


ring 28 


2-Cl 


13-510 


/| Tp> Til 

4-F-Ph 


O XTTT A Tl 

2-NH2-4-Pym 


ring 29 


2-Cl 


1 3-5 1 1 


4-F-Ph 


2-NH 2 -4-Pym 


nng 30 


2-Cl 


13-512 


A T"» Tl1 

4-F-Ph 


O \TTT A Tl 

2-NH2-4-Pym 


nng 31 


2-Cl 


13-513 


A T" 1 Til- 

4-F-Ph 


O XTTT A Tl . 

2-NH2-4-Pym 


ring 32 


2-Cl 


13-514 


A T7 Til. 

4-F-Ph 


O XTTT /I TJ 

2-NH2-4-Pym 


nng 33 


2-Cl 


13-515 


/l T7 Til. 

4-F-Ph 


O XTTT /I TJ 

2-NH2-4-Pym 


ring 34 


2-Cl 


13-516 


4-F-Ph 


^\ XTTT A T\ 

2-NH2-4-Pym 


nng 35 


/Til 

2-Cl 


13-517 


4-F-Ph 


>-\ XTTT /f Tl 

2-NH2-4-Pym 


nng 36 


/-\ /—<» 1 

2-Cl 


13-518 


4-F-Ph 


/*> XTTT yl Tl 

2-NIi2-4-Pym 


nng 37 


2-Cl 


13-519 


A T" 1 Tl'L 

4-F-Ph 


^ X TT T A Tl 

2-NIi2-4-Pym 


nng l 


O O J *T" 

2,2-diF 


13-520 


A T" 1 Tl1^ 

4-F-Ph 


r\ X TT T A Tl 

2-NH2-4-Pym 


ring 2 


2,2-diF 


13-521 


y| TP 1 Tl1 

4-F-Ph 


<~i X TT T A Tl 

2-NH2-4-Pym 


nng 3 


O O J "T" 

2,2-diF 


13-522 


4-F-Ph 


/-» -v yx T A Tl 

2-NH 2 -4-Pym 


nng 4 


2,2-diF 


13-523 


4-F-Ph 


/-» XTTT vl Tl 

2-NH 2 -4-Pym 


ring 5 


2,2-diF 


13-524 


4-F-Ph 


■VTTT A Tl 

2-NH 2 -4-Pym 


ring 6 


2,2-diF 


13-525 


A Tl1 

4-F-Ph 


/-* XTTT A Tl ^ 

2-NH2-4-Pym 


nng 7 


2,2-diF 


13-526 


4-F-Ph 


'"1 XTTT /I Tl 

2-NH 2 -4-Pym 


nng 8 


2,2-diF 


13-527 


A T™ 1 Til 

4-F-Ph 


>1 XTTT /I Tl 

2-NH 2 -4-Pym 


nng 9 


'"1 *"1 J "T" 1 

2,2-diF 


13-528 


vl T™" Til 

4-F-Ph 


/"! XTTT /I Tl 

2-NH 2 -4-Pym 


nng 10 


2,2-diF 


13-529 


/I T* 1 Til 

4-F-Ph 


/-* X TT T /i Tl 

2-NH2-4-Pym 


nng 11 


/~\ 1 *t^ 

2,2-diF 


13-530 


/I T"» Tl1 

4-F-Ph 


<-» "X TT T A Tl 

2-NH 2 -4-Pym 


nng 12 


2,2-diF 


13-531 


4-F-Ph 


r> XTTT A Tl 

2-NH 2 -4-Pym 


ring 13 


2,2-diF 


13-532 


4-F-Ph 


O XTTT A Tl 

2-NH 2 -4-Pym 


ring 14 


2,2-diF 


13-533 


4-F-Ph 


^ XTTT A Tl 

2-NH 2 -4-Pym 


ring 15 


2,2-diF 


13-534 


4-F-Ph 


/-N XTTT A T\ 

2-NH 2 -4-Pym 


ring 16 


2,2-diF 


13-535 


4-r-rh 


O XTTT A Tl-.— ~ 

z-Nrl2-4-rym 


nng 17 


2,2-dir 


13-536 


4-F-Ph 


2-NH 2 -4-Pym 


ring 18 


2,2-diF 


13-537 


4-F-Ph 


2-NH 2 -4-Pym 


ring 19 


2,2-diF 
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13-538 


A T" 1 Tkl 

4-F-Ph 


2-NH2-4-Pym 


ring 20 


2,2-diF 


13-539 


4-F-Ph 


/-\ XTTT /I Ti 

2-NH2-4-Pym 


ring 21 


J *T7 

2,2-diF 


13-540 


4-F-Ph 


r\ \TTT yi 

2-NH2-4-Pym 


nng 22 


2,2-diF 


13-541 


4-F-Ph 


\TTT y| Tk 

2-NH2-4-Pym 


nng 23 


2,2-diF 


13-542 


4-F-Ph 


r\ \TTT y| T-\ 

2-NH2-4-Pym 


ring 24 


2,2-diF 


13-543 


4-F-Ph 


2-NH 2 -4-Pym 


nng 25 


O O J * T™* 

2,2-diF 


13-544 


4-F-Ph 


2-NH 2 -4-Pym 


nng 26 


i-\ r\ J *T™» 

2,2-diF 


13-545 


4-F-Ph 


2-NH 2 -4-Pym 


nng 27 


r\ J • t~* 

2,2-diF 


13-546 


4-F-Ph 


r\ \TTT A T\ 

2-NH2-4-Pym 


nng 28 


2,2-diF 


13-547 


4-F-Ph 


X TT T yl T» 

2-NH2-4-Pym 


nng 29 


2,2-diF 


13-548 


4-F-Ph 


2-NH 2 -4-Pym 


ring 30 


2,2-diF 


13-549 


4-F-Ph 


2-NH2-4-Pym 


nng 31 


2,2-diF 


13-550 


4-F-Ph 


2-NH2-4-Pym 


nng 32 


/"\ J *T7 

2,2-diF 


13-551 


4-F-Ph 


r\ x TT T y* t\ 

2-NH 2 -4-Pym 


nng 33 


2,2-diF 


13-552 


4-F-Ph 


2-NH 2 -4-Pym 


nng 34 


2,2-diF 


13-553 


4-F-Ph 


2-NH 2 -4-Pym 


nng 35 


^ ^ J * T" 1 

2,2-diF 


13-554 


4-F-Ph 


2-NH 2 -4-Pym 


nng 36 


2,2-diF 


13-555 


4-F-Ph 


2-NH 2 -4-Pym 


ring 37 


2,2-diF 


13-556 


4-F-Ph 


2-NH 2 -4-Pym 


ring 1 


8-Me 


13-557 


4-F-Ph 


2-NH 2 -4-Pym 


ring 2 


8-Me 


13-558 


4-F-Ph 


2-NH 2 -4-Pym 


ring 3 


8-Me 


13-559 


4-F-Ph 


2-NH 2 -4-Pym 


ring 4 


8-Me 


13-560 


4-F-Ph 


2-NH 2 -4-Pym 


ring 5 


on/ 

8-Me 


13-561 


4-F-Ph 


/*\ XTTT /* T"» 

2-NH 2 -4-Pym 


nng 6 


O X yT _ 

8-Me 


13-562 


4-F-Ph 


^\ x TT T A T> 

2-NH 2 -4-Pym 


nng 7 


8-Me 


13-563 


4-F-Ph 


-v. TT T A ~W\ 

2-NH 2 -4-Pym 


ring 8 


8-Me 


13-564 


4-F-Ph 


2-NH 2 -4-Pym 


ring 9 


8-Me 


13-565 


4-F-Ph 


2-NH 2 -4-Pym 


ring 10 


8-Me 


13-566 


4-F-Ph 


2-NH 2 -4-Pym 


ring 11 


8-Me 


13-567 


4-F-Ph 


2-NH2-4-Pym 


nng 12 


8-Me 


13-568 


4-F-Ph 


2-NH 2 -4-Pym 


ring 13 


8-Me 


13-569 


4-F-Ph 


2-NH 2 -4-Pym 


ring 14 


8-Me 
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13-570 


/I T? Tit- 

4-F-Ph 


O XTTT /I T),rm 

2-Nrl2-4-rym 


ring 15 


o-JvLe 


i o n 1 

13-571 


/I T? Tit- 

4-F-Ph 


O XTTT /I T>, 

2-JNri2-4-Fym 


ring 16 


Q A/To 

o-ivie 


13-572 


/I T? Til- 

4-F-Ph 


O XTTT /I T>, _ v- 

2-Nri2-4-rym 


ring 17 


Q A/To 


13-573 


/I T? Tll_ 

4-F-Pn 


O XTTT /I T>__*^- 

2-NH2-4-Pym 


ring 18 


o-Me 


13-574 


A TT Fit, 

4-r-Pn 


O XTTT /I TK 

2-JNrl2-4-Fym 


ring 19 


o-ivie 


13-575 


4-F-Ph 


O XTTT /I Tl_ . 

2-NH2-4-Pym 


ring z(J 


O A An 

o-Me ; 


13-576 


/I Til- 

4-F-Pn 


O XTTT A T%, 

2-NH2-4-Pym 


nng 21 


o-Me 


13-577 


4-F-Pn 


XTTT /I Ti-, 

2-NH2-4-Pym 


nng 2z 


O A An 

o-Me 


13-578 


/I T? DU 

4-r-rn 


O XTTT /I T>, 

z-JNrl2-4-rym 


nng zi 


o-Me j 


13-579 


A T7 Fit. 

4-F-Pn 


O XTTT /t TD, 

2-Nri2-4-rym 


ring 24 


o-Me 


13-580 


4-F-Pn 


'"i XTTT A TT)» 

2-NH2-4-Pym 


ring 25 


Q A An ! 

o-Me 


13-581 


4-F-Pn 


O XTTT A Ti — 

2-NFi2-4-Pym 


ring 26 


O A An 

o-Me 


-i >-> /too 

13-582 


/I T7 T~il_ 

4-F-Ph 


O XTTT /I "n.— 

2-NH2-4-Pym 


ring 27 


O A An 

o-Me 


13-583 


4-F-Ph 


/■> XTTT /I Ti 

2-Nri2-4-Pym 


nng zo 


O A An 

o-Me 


13-584 


A fl T»1_ 

4-F-Ph 


O XTTT yl Ti- — ~- 

2-NH2-4-Pym 


ring 29 


O A An 

o-Me 


i o roe 

13-585 


A T? Tit- 

4-F-Ph 


O XTTT A Tiw 

2-NH2-4-Pym 


ring 30 


O A An 

o-Me 


13-586 


/I T? T»U. 

4-r-Ph 


O XTTT A T~>, 

2-Nri2-4-Pyni 


ring 31 


Q A An 

o-Me 


13-587 


/I T? Til- 

4-F-Ph 


O XTTT /I T1-. 

2-NH2-4-Pym 


ring 32 


O A An 

o-Me 


13-588 


/J "1—1 y\\ 

4-F-Ph 


/-» \TTT yl Ti 

2-NH2-4-Pym 


ring 33 


O A AT ^ 

8 -Me 


1 o coo 

13-589 


A T? Tit. 

4-r-Ph 


O XTTT A TJ-. ~-~ 

Z-JNrl2-4-rym 


ring 34 


o-Me 


13-590 


A T7 Til- 

4-F-Ph 


O XTTT yl T>, , . 

2-NH2-4-Pym 


ring 35 


O A An 

o-Me 


13-591 


4-F-Ph 


O XTTT /I T>, 

2-JNrl2-4-Pym 


ring 36 


O A An 

o-Me 


13-592 


/I T? Til- 

4-F-Ph 


O XTTT A Ti.. — ^ 

2-NH2-4-Pym 


ring 37 


O A An 

o-Me 


13-593 


/I T? Tit- 

4-F-Ph 


O A /T^XTTT A T>-« 

2-MeNri-4-Pym 


ring 1 




13-594 


4-F-Ph 


O X /T~XTTT /I Ti - 

2-MeNH-4-Pym 


ring 2 




13-595 


4-F-Ph 


r\ X /T-XTTT A Ti , 

2-MeNH-4-Pym 


ring 3 




13-596 


4-F-Ph j 


2-MeNH-4-Pym 


ring 4 




13-597 


A Tit- 

4-F-Ph 


O TV /T— XTTT A Tl„ 

z-JVLeNrl-4-rym 


ring 5 




13-598 


/I T? TIL 

4-F-Ph I 


O TV /T^XTTT /I Tl. 

2-MeNH-4-Pym 


ring 6 




i 'j con 


4-r-ril 


Z -IVLeiN rl -4 -r ym 


ring 7 




13-600 


4-F-Ph 


2-MeNH-4-Pym 


ring 8 




13-601 


4-F-Ph 


2-MeNH-4-Pym 


ring 9 
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1 1 609 


A V Ph 
*+-F -x 11 


9 -A/T^TsTT-T-A-P vm 
z -ivierN xx-h - Jr y 111 


fin cr 10 
1 1H£3 l \J 




1 1 601 


A pr Ph 


9 A/T^TsJTH-A-Pvm 
Z -IVlCxN Jrx-H— Jr yill 


nno 11 
Illlg 1 1 




1 1 60A 


^r-Jr -x 11 


Z -IVI CxN XX -*+- Jr y II 1 


rina 1 9 
I ill ii, 1 Z 




i i 60*i 


A F Ph 
*+-x -x n 


z -iviciM n-*+-x ym 


finn 1 1 1 
I 111 £3 1 D 




i i 606 


A P PVi 
*r J7 _ X 11 


9_AA^>JT-T-A Pvm 
z - ivi cxn n -h - r y 111 


T*1TI fT 1 A 
Ilil^ 1 *+ 




1 1 607 


A-F PVi 
*t-x -Jrii 


9 -A/f^XTFT- A-P vm 
Z -IVI CxN XX -*+ -Jr y III 


llllg 1 ^> 




1 1 60R 


A F PVi 
^f-jr -x n 


9 rvfplSTR-A Pvm 
z-ivicxn jn-*f-jr ym 


fin O" 16 
llllg 1 O 




i i 6oq 


A F PVi 


9 A/T^NTFT A P\/m 
z -ivi exN n -*t -jr ym 


finer 1 7 

ring 1 / 




1 1 61 fi 


A-F-Ph 
*+-I7 -Jr 11 


9-A/TpKTH-A-Pvm 
z-iviei>ixi- £ +-x ym 


fin cr 18 
ilJlg IO 




11611 


A-F-Ph 
H~r ill 


9 -MpXTR-A-P vm 
z-ivicxN n.-H'-x ym 


fin cr 1 Q 

ling 1 y 




11619 

1 D-\J 1Z 


A-F-Ph 

*T _ P "ill 


9 - A/T pKTR- A-P vm 
z-ivici > rx-*+-x yni 


fin cr 9 O 
1 lllg, zw 




11611 


A-F-Ph 
h— j? "i 11 


9 - A/T^KTR- A-Pvm 
z-ivxci>ixx-*+-x yiii 


fin cr 9 1 
1 111*5 ^ 




1 1 61 A 


A-F-Ph 


9-AApXrR-A-Pvm 
Z -IVI CI M xx-*+ -Jr yill 


fin cr 9 9 

ring zz 




1 1 61 ^ 


A F PVi 


9 A/TrXTT-T A Pvm 
z-iviciNJri-H-x ym 


finer 91 
ring Zj 




1.3-010 


A F Ph 


9 A/T^XTM" A P\rm 

z-ivieiN jn-*f -ryiii 


ring 24 




11617 


A F Ph 
h—f -x 11 


9 A/T^XTR A P\mi 
z-ivjcxn n -*+-jt ym 


ring zj 




1 1 61 R 


A F-PVi 
*t-r -x 11 


9 A/TpNT-T A Pvm 
z-iviciNxi-*+-jrym 


nn ct 9 6 

nng zu 




1 1 61 Q 


A-F-Ph 
^+-x -jr n 


9 - A/f ^AJFT-A-P vm 

z -xvicxN jn-*+-x ym 


finer 97 

ring z / 




1 1 6on 


A F PVi 
*+-x -x n 


9 IV/T^KJT-T A P\rm 

z -ivi gin XX-M--X ym 


finer 9 R 

ring zo 




1 1 691 
10-OZl 


A F-PVi 

*+-P -x 11 


9 1V4>T\TT4 A P\/m 
z - 1 vi ci >i jn - *+ - r ym 


finer 9Q 

nng Z!7 




1 1 699 


A F PVi 
*t-x -x 11 


z-ivieiN jrx-*f-x ym 


nng 30 




1 1 691 


A F PVi 
H-r -Jr 11 


9 A/T ^XTT-T A Pvm 

z -iviciN ix-*+-x^ ym 


tin rr 1 1 

nng j i 




1 1 694 


A-F-Ph 
*r- x 1 -Jr 11 


9-A/f^xn : -r a Pvm 

z-ivigxn xx-H-x ym 


fina 19 

ring jz 




1 1-69S 


A-F-Ph 

*t x -111 


9 -MpNTH-A-P vm 
z-ivici n n T"i y 111 


fin cr 11 
1 111*3 




1 1-696 


A-F-Ph 
H—Jr -x 11 


9 -A/l^TsJFT-A-P vm 
z -ivierN in -*t -x y 111 


fin cr 1 A 

ring 




1 1 697 


A-F-Ph 


9 - A/T p"MFT-A-P vm 
z -iviciN jn-*t -x ym 


TITI CT 1 ^ 

ring jjd 




1 1 698 


A F PVi 


9 A/f^AJFT A P\rm 

z -lviciN ix-*r -jr ym 


nng 36 




1 1 69Q 


A F PVi 
*+-x -Jr 11 


9 A/T^XTFT A P\mi 
z -ivierN jn-*f -x ym 


ring 37 




1 1 610 


A F-Ph 
*r-J7 - Jr 11 


9 Ayr^TsJFr a P\/m 
z -ivieiN jrx-H--x ym. 


ring 1 


9 Ayfp 

z-ivre 


1 J UJ 1 


A-F-Ph 
t r x 11 


9 -Mp TvJT-T-A-P vm 
z. ivici >iix x yiii 


finer 9 
Illlg Z 


9-Mp 
z-ivxc 


13-632 


4-F-Ph 


2-MeNH-4-Pym 


ring 3 


2-Me 


13-633 


4-F-Ph 


2-MeNH-4-Pym 


ring 4 


2-Me 
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1 ^ f^\A 
1 j-Oj'f 


A T7 PVi 

4-r-rn 


7 A/T^ATXJ A Pirm 

Z-lVieiNri-4-rym 


ring 5 


O A An 

z-Me 


1 *K f^X^ 
1 j-Ojj 


4 Th PVi 
4-r-rn 


7 A/f^XTH" A D^rm 

z-ivieiNri-4-ryiTi 


ring 6 


z-Me 


1 J-OJO 


A Th PVi 


9 A/T^XTT-T A P^rm 

z -lvieiN ri-4-r ym 


ring 7 


z-Me 


I j-Oj / 


A T7 PVi 
4-r -ril 


Z-lVieJNrl-4-ryni 


ring 8 


z-Me 


1j-Ojo 


yl T7 PVi 

4-r-Jrn 


z-ivieiNri-4-Jr yni 


ring 9 


O A vf « 

z-Me 




A T7 PVi 
4-r -rn 


Z -IVLeiN rl-4-r yni 


ring 1(J 


z-Me 


1 J-04U 


4-r-rn 


0 A/ToXTU A Pt»m 

z-iVLeiN ri-4-r yni 


ring 1 1 


z-Me 


1 ^ AA1 
1 J-041 


4-r-rn 


z -ivLeJN ri-4 -r yrn 


ring 12 


z-Me 


1 J-04Z 


/I T7 PVi 

4-r -rn 


z-ivieiNri-4-r yiri 


ring 13 


z-Me 




/I Th PVi 

4-r^rn 


7 A/foXTU A P^irrvi 

z-ivieiN xi-4-r ym 


ring 14 


z-Me 


1 D -044 


/I T7 PV» 

4-r -r n 


7 A/f«XTTJ A P^rrvi 

z-MelNri-4-rym 


ring 15 


O A An 

z-Me 




4-r -rn 


z -ivLeJN ri-4-r yrn 


ring 16 


1 A An 

z-Me 


I .3-040 


A Th PVi 


Z -IVieJN rl -4-r yni 


ring 17 


7 A vf^ 

z-Me 


1 ^ AA7 


A Th PK 
4-r -rn 


7 A/f oXTW A p A mi 

z-ivieJN ri-4-Jr yrn 


ring 18 


7 A/T^ 

z-Me 


1 ^ £A8 


A TT PV» 
4-r -rn 


z-ivieiNJri-4-r yiri 


ring 19 


7 A An 

z-Me 


1 ^ AAQ 


/I T7 PVi 

4-r -ril 


z-MeJNrl-4-ryrn 


ring zU 


O A An 

z-Me 


1 1 A^fi 


A T7 PVi 

4-r -rn 


Z-iVieJN ri-4-r ym 


ring 21 


z-Me 


U-Oj 1 


A Th PVi 

4-r-Jrn 


Z-MeNrL-4-rym 


ring 22 


z-Me 


1 ^ /^7 


A T7 PVi 

4-r -rft 


z-MeJN rl-4-r ym 


ring 23 


2-Me 


1 j-Ojj 


A Th PVi 

4-r -rn 


z-iVierNri-4-rym 


ring 24 


7 A /f ^ 

z-Me 


1 ^ £^A 
I J)-0-)4 


A Th PVi 

4-r -rn 


Z -iVieJN rl-4 -r ym 


ring z j 


O A An 

z-Me 


I j-Ojj 


A Th PVi 

4-r -rH 


Z-iVLeiNri-4-ryni 


ring zo 


O A An 

z-Me 


1 O fLZfi 

U-ODO 


A T7 PVi 

4-r -rn 


z-MeJNrl-4-rym 


ring 27 


2-Me 


1 j-Oj / 


/l Th PVi 

4-r -rH 


7 A/T^XTTU A Pir*n 

z-iVLeJNri-4-rym 


ring zo 


z-Me 


1j-0jo 


A T7 PVi 

4-r -rn 


z-MeJNrl-4-rym 


ring 29 


2-Me 


1 J-0J7 


A Th PVi 

4-r-rn 


Z-MelNri-4-rym 


ring 30 


z-Me 


1J-00U 


4-r -r n 


z - MeJN rl-4 -r ym 


nng 31 


O A An 

z-Me 


1.5-001 


A PVi 

4-r -rn 


z-JVLeJN rl-4-r ym 


ring 32 


O A An 

z-Me 


1 1 £A7 
U-OOZ 


/i rr pu 
4-r -r n 


z-MeJNrl-4-rym 


ring 33 


z-Me 




A-F-PV» 


z -ivi gin n -*+ -r ym 


nng 34 


7 Ayfo 

z-ivie 


13-664 


4-F-Ph 


2-MeNH-4-Pym 


ring 35 


2-Me 


13-665 


4-F-Ph 


2-MeNH-4-Pym 


ring 36 


2-Me 
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13-666 


4-F-Ph 


2-MeNH-4-Pym 


ring 37 


2-Me 


13-667 


4-F-Ph 


2-MeNH-4-Pym 


ring 1 


2-OH 


13-668 


4-F-Ph 


2-MeNH-4-Pym 


ring 2 


2-OH 


13-669 


4-F-Ph 


2-MeNH-4-Pym 


ring 3 


2-OH 


13-670 


4-F-Ph 


2-MeNH-4-Pym 


ring 4 


2-OH 


13-671 


4-F-Ph 


2-MeNH-4-Pym 


ring 5 


2-OH 


13-672 


4-F-Ph 


2-MeNH-4-Pym 


ring 6 


2-OH 


13-673 


4-F-Ph 


2-MeNH-4-Pym 


ring 7 


2-OH 


13-674 


4-F-Ph 


2-MeNH-4-Pym 


ring 8 


2-OH 


13-675 


4-F-Ph 


2-MeNH-4-Pym 


ring 9 


2-OH 


13-676 


4-F-Ph 


2-MeNH-4-Pym 


ring 10 


2-OH 


13-677 


4-F-Ph 


2-MeNH-4-Pym 


ring 11 


2-OH 


13-678 


4-F-Ph 


2-MeNH-4-Pym 


ring 12 


2-OH 


13-679 


4-F-Ph 


2-MeNH-4-Pym 


ring 13 


2-OH 


13-680 


4-F-Ph 


2-MeNH-4-Pym 


ring 14 


2-OH 


13-681 


4-F-Ph 


2-MeNH-4-Pym 


ring 15 


2-OH 


13-682 


4-F-Ph 


2-MeNH-4-Pym 


ring 16 


2-OH 


13-683 


4-F-Ph 


2-MeNH-4-Pym 


ring 17 


2-OH 


13-684 


4-F-Ph 


2-MeNH-4-Pym 


ring 18 


2-OH 


13-685 


4-F-Ph 


2-MeNH-4-Pym 


ring 19 


2-OH 


13-686 


4-F-Ph 


2-MeNH-4-Pym 


ring 20 


2-OH 


13-687 


4-F-Ph 


2-MeNH-4-Pym 


ring 21 


2-OH 


13-688 


4-F-Ph 


2-MeNH-4-Pym 


ring 22 


2-OH 


13-689 


4-F-Ph 


2-MeNH-4-Pym 


ring 23 


2-OH 


13-690 


4-F-Ph 


2-MeNH-4-Pym 


ring 24 


2-OH 


13-691 


4-F-Ph 


2-MeNH-4-Pym 


ring 25 


2-OH 


13-692 


4-F-Ph 


2-MeNH-4-Pym 


ring 26 


2-OH 


13-693 


4-F-Ph 


2-MeNH-4-Pym 


ring 27 


2-OH 


13-694 


4-F-Ph 


2-MeNH-4-Pym 


ring 28 


2-OH 


13-695 


4-F-Ph 


2-MeNH-4-Pym 


ring 29 


2-OH 


13-696 


4-F-Ph 


2-MeNH-4-Pym 


ring 30 


2-OH 


13-697 


4-F-Ph 


2-MeNH-4-Pym 


ring 31 


2-OH 
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13-698 


4-F-Ph 


2-MeNH-4-Pym 


ring 32 


2-OH 


13-699 


4-F-Ph 


2-MeNH-4-Pym 


ring 33 


2-OH 


13-700 


4-F-Ph 


2-MeNH-4-Pym 


ring 34 


2-OH 


13-701 


4-F-Ph 


2-MeNH-4-Pym 


ring 35 


2-OH 


13-702 


4-F-Ph 


2-MeNH-4-Pym 


ring 36 


2-OH 


13-703 


4-F-Ph 


2-MeNH-4-Pym 


ring 37 


2-OH 


13-704 


4-F-Ph 


2-MeNH-4-Pym 


ring 1 


2-MeO 


13-705 


4-F-Ph 


2-MeNH-4-Pym 


ring 2 


2-MeO 


13-706 


4-F-Ph 


2-MeNH-4-Pym 


ring 3 


2-MeO 


13-707 


4-F-Ph 


2-MeNH-4-Pym 


ring 4 


2-MeO 


13-708 


4-F-Ph 


2-MeNH-4-Pym 


ring 5 


2-MeO 


13-709 


4-F-Ph 


2-MeNH-4-Pym 


ring 6 


2-MeO 


13-710 


4-F-Ph 


2-MeNH-4-Pym 


ring 7 


2-MeO 


13-711 


4-F-Ph 


2-MeNH-4-Pym 


ring 8 


2-MeO 


13-712 


4-F-Ph 


2-MeNH-4-Pym 


ring 9 


2-MeO 


13-713 


4-F-Ph 


2-MeNH-4-Pym 


ring 10 


2-MeO 


13-714 


4-F-Ph 


2-MeNH-4-Pym 


ring 11 


2-MeO 


13-715 


4-F-Ph 


2-MeNH-4-Pym 


ring 12 


2-MeO 


13-716 


4-F-Ph 


2-MeNH-4-Pym 


ring 13 


2-MeO 


13-717 


4-F-Ph 


2-MeNH-4-Pym 


ring 14 


2-MeO 


13-718 


4-F-Ph 


2-MeNH-4-Pym 


ring 15 


2-MeO 


13-719 


4-F-Ph 


2-MeNH-4-Pym 


ring 16 


2-MeO 


13-720 


4-F-Ph 


2-MeNH-4-Pym 


ring 17 


2-MeO 


13-721 


4-F-Ph 


2-MeNH-4-Pym 


ring 18 


2-MeO 


13-722 


4-F-Ph 


2-MeNH-4-Pym 


ring 19 


2-MeO 


13-723 


4-F-Ph 


2-MeNH-4-Pym 


ring 20 


2-MeO 


13-724 


4-F-Ph 


2-MeNH-4-Pym 


ring 21 


2-MeO 


13-725 


4-F-Ph 


2-MeNH-4-Pym 


ring 22 


2-MeO 


13-726 


4-F-Ph 


2-MeNH-4-Pym 


ring 23 


2-MeO 


13-727 


4-F-Ph 


2-MeNH-4-Pym 


ring 24 


2-MeO 


13-728 


4-F-Ph 


2-MeNH-4-Pym 


ring 25 


2-MeO 


13-729 


4-F-Ph 


2-MeNH-4-Pym 


ring 26 


2-MeO 
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13-730 


4-F-Ph 


2-MeNH-4-Pym 


ring 27 


2-MeO 


13-731 


4-F-Ph 


2-MeNH-4-Pym 


ring 28 


2-MeO 


13-732 


4-F-Ph 


2-MeNH-4-Pym 


ring 29 


2-MeO 


13-733 


4-F-Ph 


2-MeNH-4-Pym 


ring 30 


2-MeO 


13-734 


4-F-Ph 


2-MeNH-4-Pym 


ring 31 


2-MeO 


13-735 


4-F-Ph 


2-MeNH-4-Pym 


ring 32 


2-MeO 


13-736 


4-F-Ph 


2-MeNH-4-Pym 


ring 33 


2-MeO 


13-737 


4-F-Ph 


2-MeNH-4-Pym 


ring 34 


2-MeO 


13-738 


4-F-Ph 


2-MeNH-4-Pym 


ring 35 


2-MeO 


13-739 


4-F-Ph 


2-MeNH-4-Pym 


ring 36 


2-MeO 


13-740 


4-F-Ph 


2-MeNH-4-Pym 


ring 37 


2-MeO 


13-741 


4-F-Ph 


2-MeNH-4-Pym 


ring 1 


2-F 


13-742 


4-F-Ph 


2-MeNH-4-Pym 


ring 2 


2-F 


13-743 


4-F-Ph 


2-MeNH-4-Pym 


ring 3 


2-F 


13-744 


4-F-Ph 


2-MeNH-4-Pym 


ring 4 


2-F 


13-745 


4-F-Ph 


2-MeNH-4-Pym 


ring 5 


2-F 


13-746 


4-F-Ph 


2-MeNH-4-Pym 


ring 6 


2-F 


13-747 


4-F-Ph 


2-MeNH-4-Pym 


ring 7 


2-F 


13-748 


4-F-Ph 


2-MeNH-4-Pym 


ring 8 


2-F 


13-749 


4-F-Ph 


2-MeNH-4-Pym 


ring 9 


2-F 


13-750 


4-F-Ph 


2-MeNH-4-Pym 


ring 10 


2-F 


13-751 


4-F-Ph 


2-MeNH-4-Pym 


ring 11 


2-F 


13-752 


4-F-Ph 


2-MeNH-4-Pym 


ring 12 


2-F 


13-753 


4-F-Ph 


2-MeNH-4-Pym 


ring 13 


2-F 


13-754 


4-F-Ph 


2-MeNH-4-Pym 


ring 14 


2-F 


13-755 


4-F-Ph 


2-MeNH-4-Pym 


ring 15 


2-F 


13-756 


4-F-Ph 


2-MeNH-4-Pym 


ring 16 


2-F 


13-757 


4-F-Ph 


2-MeNH-4-Pym 


ring 17 


2-F 


13-758 


4-F-Ph 


2-MeNH-4-Pym 


ring 18 


2-F 


13-759 


4-F-Ph 


2-MeNH-4-Pym 


ring 19 


2-F 


13-760 


4-F-Ph 


2-MeNH-4-Pym 


ring 20 


2-F 


13-761 


4-F-Ph 


2-MeNH-4-Pym 


ring 21 


2-F 
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13-762 


4-F-Ph 


2-MeNH-4-Pym 


ring 22 


2-F 


13-763 


4-F-Ph 


AT TT T A T\ 

2-MeNH-4-Pym 


ring 23 


2-F 


13-764 


4-F-Ph 


2-MeNH-4-Pym 


ring 24 


2-F 


13-765 


4-F-Ph 


2-MeNH-4-Pym 


ring 25 


2-F 


13-766 


4-F-Ph 


2-MeNH-4-Pym 


ring 26 


2-F 


13-767 


4-F-Ph 


2-MeNH-4-Pym 


ring 27 


2-F 


13-768 


4-F-Ph 


2-MeNH-4-Pym 


ring 28 


2-F 


13-769 


4-F-Ph 


2-MeNH-4-Pym 


ring 29 


2-F 


13-770 


4-F-Ph 


2-MeNH-4-Pym 


ring 30 


2-F 


13-771 


4-F-Ph 


2-MeNH-4-Pym 


ring 31 


2-F 


13-772 


4-F-Ph 


2-MeNH-4-Pym 


ring 32 


2-F 


13-773 


4-F-Ph 


2-MeNH-4-Pym 


ring 33 


2-F 


13-774 


4-F-Ph 


2-MeNH-4-Pym 


ring 34 


2-F 


13-775 


4-F-Ph 


2-MeNH-4-Pym 


ring 35 


2-F 


13-776 


4-F-Ph 


2-MeNH-4-Pym 


ring 36 


2-F 


13-777 


4-F-Ph 


2-MeNH-4-Pym 


ring 37 


2-F 


13-778 


4-F-Ph 


2-MeNH-4-Pym 


ring 1 


2-C1 


13-779 


4-F-Ph 


2-MeNH-4-Pym 


ring 2 


2-C1 


13-780 


4-F-Ph 


2-MeNH-4-Pym 


ring 3 


2-C1 


13-781 


4-F-Ph 


2-MeNH-4-Pym 


ring 4 


2-C1 


13-782 


4-F-Ph 


2-MeNH-4-Pym 


ring 5 


2-C1 


13-783 


4-F-Ph 


2-MeNH-4-Pym 


ring 6 


2-C1 


13-784 


4-F-Ph 


2-MeNH-4-Pym 


ring 7 


2-C1 


13-785 


4-F-Ph 


2-MeNH-4-Pym 


ring 8 


2-C1 


13-786 


4-F-Ph 


2-MeNH-4-Pym 


ring 9 


2-C1 | 


13-787 


4-F-Ph 


2-MeNH-4-Pym 


ring 10 


2-C1 


13-788 


4-F-Ph 


2-MeNH-4-Pym 


ring 11 


2-C1 


13-789 


4-F-Ph 


2-MeNH-4-Pym 


ring 12 


2-C1 


13-790 


4-F-Ph 


2-MeNH-4-Pym 


ring 13 


2-C1 


13-791 


4-F-Ph 


2-MeNH-4-Pym 


ring 14 


2-C1 


13-792 


4-F-Ph 


2-MeNH-4-Pym 


ring 15 


2-C1 


13-793 


4-F-Ph 


2-MeNH-4-Pym 


ring 16 


2-C1 
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13-794 


4-F-Ph 


/*v x JT \TTT A T\ 

2-MeNH-4-Pym 


ring 17 


2-C1 


13-795 


4-F-Ph 


A •» F -v TT T A T\ 

2-MeNH-4-Pym 


nng 18 


2-C1 


13-796 


4-F-Ph 


r\ ~\. r "V TT T A TV 

2-MeNH-4-Pym 


ring 19 


2-C1 


13-797 


4-F-Ph 


^\ ~\. M~ *^ TT T A TV 

2-MeNH-4-Pym 


ring 20 


2-C1 


13-798 


4-F-Ph 


^ H K "V TT T A TV 

2-MeNH-4-Pym 


ring 21 


2-C1 


13-799 


4-F-Ph 


Tk AT "V TT T ^ T*. 

2-MeNH-4-Pym 


ring 22 


2-C1 


13-800 


4-F-Ph 


r\ "» "V TT T /I TV 

2-MeNH-4-Pym 


ring 23 


2-C1 


13-801 


4-F-Ph 


2-MeNH-4-Pym 


ring 24 


2-C1 


13-802 


4-F-Ph 


/"\ ~K jT "V TT T A TV 

2-MeNH-4-Pym 


ring 25 


2-C1 


13-803 


4-F-Ph 


/■V Tk J- -\ XT X jl TV 

2-MeNH-4-Pym 


ring 26 


2-C1 


13-804 


4-F-Ph 


2-MeNH-4-Pym 


ring 27 


2-C1 


13-805 


4-F-Ph 


2-MeNH-4-Pym 


ring 28 


2-C1 


13-806 


4-F-Ph 


f\ H. JT "V TT T A TV 

2-MeNH-4-Pym 


ring 29 


2-C1 


13-807 


4-F-Ph 


y - ^ TT T A T\ 

2-MeNH-4-Pym 


ring 30 


2-C1 


i *"\ dad 

13-808 


4-F-Ph 


2-MeNH-4-Pym 


ring 31 


2-cr 


13-809 


4-F-Ph 


f\ ~K r "X TT T yl TV 

2-MeNH-4-Pym 


ring 32 


2-Cl 


13-810 


4-F-Ph 


2-MeNH-4-Pym 


ring 33 


2-C1 


13-811 


4-F-Ph 


2-MeNH-4-Pym 


ring 34 


2-Cl 


13-812 


4-F-Ph 


2-MeNH-4-Pym 


ring 35 


2-Cl 


13-813 


4-F-Ph 


2-MeNH-4-Pym 


ring 36 


2-Cl 


13-814 


4-F-Ph 


2-MeNH-4-Pym 


ring 37 


2-Cl 


13-815 


4-F-Ph 


^\ g- >v XT T 4 TV 

2-MeNH-4-Pym 


ring 1 


2,2-diF 


13-816 


4-F-Ph 


^% "» *V TT T jI TV 

2-MeNH-4-Pym 


ring 2 


2,2-diF 


13-817 


4-F-Ph 


2-MeNH-4-Pym 


ring 3 


2,2-diF 


13-818 


4-F-Ph 


/-\ -1 r -V TT TT A TV 

2-MeNH-4-Pym 


ring 4 


2,2-diF 


13-819 


4-F-Ph 


/"V- r "V TT T it T^ 

2-MeNH-4-Pym 


ring 5 


2,2-diF 


13-820 


4-F-Ph 


/^V "» "V TT T A TV 

2-MeNH-4-Pym 


ring 6 


2,2-diF 


13-821 


4-F-Ph 


2-MeNH-4-Pym 


ring 7 


2,2-diF 


13-822 


4-F-Ph 


^ ■* r ''V TT T A TV 

2-MeNH-4-Pym 


ring 8 


2,2-diF 


13-523 


4-F-Ph 


2-MeNH-4-Pym 


nng 9 


2,2-diF 


13-824 


4-F-Ph 


2-MeNH-4-Pym 


ring 10 


2,2-diF 


13-825 


4-F-Ph 


2-MeNH-4-Pym 


ring 11 


2,2-diF 
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13-826 


4-F-Ph 


2-MeNH-4-Pym 


ring 12 


2,2-diF 


13-827 


4-F-Ph 


2-MeNH-4-Pym 


ring 13 


2,2-diF 


13-828 


4-F-Ph 


2-MeNH-4-Pym 


ring 14 


2,2-diF 


13-829 


4-F-Ph 


2-MeNH-4-Pym 


ring 15 


2,2-diF 


13-830 


4-F-Ph 


2-MeNH-4-Pym 


ring 16 


2,2-diF 


13-831 


4-F-Ph 


2-MeNH-4-Pym 


ring 17 


2,2-diF 


13-832 


4-F-Ph 


2-MeNH-4-Pym 


ring 18 


2,2-diF 


13-833 


4-F-Ph 


2-MeNH-4-Pym 


ring 19 


2,2-diF 


13-834 


4-F-Ph 


2-MeNH-4-Pym 


ring 20 


2,2-diF 


13-835 


4-F-Ph 


2-MeNH-4-Pym 


ring 21 


2,2-diF 


13-836 


4-F-Ph 


2-MeNH-4-Pym 


ring 22 


2,2-diF 


13-837 


4-F-Ph 


2-MeNH-4-Pym 


ring 23 


2,2-diF 


13-838 


4-F-Ph 


2-MeNH-4-Pym 


ring 24 


2,2-diF | 


13-839 


4-F-Ph 


2-MeNH-4-Pym 


ring 25 


2,2-diF 


13-840 


4-F-Ph 


2-MeNH-4-Pym 


ring 26 


2,2-diF 


13-841 


4-F-Ph 


2-MeNH-4-Pym 


ring 27 


2,2-diF 


13-842 


4-F-Ph 


2-MeNH-4-Pym 


ring 28 


2,2-diF 


13-843 


4-F-Ph 


2-MeNH-4-Pym 


ring 29 


2,2-diF 


13-844 


4-F-Ph 


2-MeNH-4-Pym 


ring 30 


2,2-diF 


13-845 


4-F-Ph 


2-MeNH-4-Pym 


ring 31 


2,2-diF 


13-846 


4-F-Ph 


2-MeNH-4-Pym 


ring 32 


2,2-diF 


13-847 


4-F-Ph 


2-MeNH-4-Pym 


ring 33 


2,2-diF 


13-848 


4-F-Ph 


2-MeNH-4-Pym 


ring 34 


2,2-diF | 


13-849 


4-F-Ph 


2-MeNH-4-Pym 


ring 35 


2,2-diF 


13-850 


4-F-Ph 


2-MeNH-4-Pym 


ring 36 


2,2-diF 


13-851 


4-F-Ph 


2-MeNH-4-Pym 


ring 37 


2,2-diF 


13-852 


4-F-Ph 


2-MeNH-4-Pym 


ring 1 


8-Me 


13-853 


4-F-Ph 


2-MeNH-4-Pym 


ring 2 


8-Me 


13-854 


4-F-Ph 


2-MeNH-4-Pym 


ring 3 


8-Me 


13-555 


4-F-Ph 


2-MeNH-4-Pym 


ring 4 


8-Me 


13-856 


4-F-Ph 


2-MeNH-4-Pym 


ring 5 


8-Me 


13-857 


4-F-Ph 


2-MeNH-4-Pym 


ring 6 


8-Me 
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13-858 


4-F-Ph 


2-MeNH-4-Pym 


ring 7 


8-Me 


13-859 


4-F-Ph 


2-MeNH-4-Pym 


ring 8 


8-Me 


13-860 


4-F-Ph 


2-MeNH-4-Pym 


ring 9 


8-Me 


13-861 


4-F-Ph 


2-MeNH-4-Pym 


ring 10 


8-Me 


13-862 


4-F-Ph 


2-MeNH-4-Pym 


ring 11 


8-Me 


13-863 


4-F-Ph 


2-MeNH-4-Pym 


ring 12 


8-Me 


13-864 


4-F-Ph 


2-MeNH-4-Pym 


ring 13 


8-Me 


13-865 


4-F-Ph 


2-MeNH-4-Pym 


ring 14 


8-Me 


13-866 


4-F-Ph 


2-MeNH-4-Pym 


ring 15 


8-Me 


13-867 


4-F-Ph 


2-MeNH-4-Pym 


ring 16 


8-Me 


13-868 


4-F-Ph 


2-MeNH-4-Pym 


ring 17 


8-Me 


13-869 


4-F-Ph 


2-MeNH-4-Pym 


ring 18 


8-Me 


13-870 


4-F-Ph 


2-MeNH-4-Pym 


ring 19 


8-Me 


13-871 


4-F-Ph 


2-MeNH-4-Pym 


ring 20 


8-Me 


13-872 


4-F-Ph 


2-MeNH-4-Pym 


ring 21 


8-Me 


13-873 


4-F-Ph 


2-MeNH-4-Pym 


ring 22 


8-Me 


13-874 


4-F-Ph 


2-MeNH-4-Pym 


ring 23 


8-Me 


13-875 


4-F-Ph 


2-MeNH-4-Pym 


ring 24 


8-Me 


13-876 


4-F-Ph 


2-MeNH-4-Pym 


ring 25 


8-Me 


13-877 


4-F-Ph 


2-MeNH-4-Pym 


ring 26 


8-Me 


13-878 


4-F-Ph 


2-MeNH-4-Pym 


ring 27 


8-Me 


13-879 


4-F-Ph 


2-MeNH-4-Pym 


ring 28 


8-Me 


13-880 


4-F-Ph 


2-MeNH-4-Pym 


ring 29 


8-Me 


13-881 


4-F-Ph 


2-MeNH-4-Pym 


ring 30 


8-Me 


13-882 


4-F-Ph 


2-MeNH-4-Pym 


ring 31 


8-Me 


13-883 


4-F-Ph 


2-MeNH-4-Pym 


ring 32 


8-Me 


13-884 


4-F-Ph 


2-MeNH-4-Pym 


ring 33 


8-Me 


13-885 


4-F-Ph 


2-MeNH-4-Pym 


ring 34 


8-Me 


13-886 


4-F-Ph 


2-MeNH-4-Pym 


ring 35 


8-Me 


13-887 


4-F-Ph 


2-MeNH-4-Pym 


ring 36 


8-Me 


13-888 


4-F-Ph 


2-MeNH-4-Pym 


ring 37 


8-Me 


13-889 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 1 
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13-890 


4-F-Ph 


/■X / "» T> \TTT\ /i TV 

2-(a-Me-BriNH)-4-Pym 


ring 2 




13-891 


/I T? Tkl. 

4-P-Ph 


r\ / ~K K T\ \TTT\ /I Tfc 

2-(a-Me-BnNH)-4-Pym 


ring 3 




13-892 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 4 




13-893 


A T? Til* 

4-P -rn 


/• TV J" T> \ttt\ /I T"V 

2-(a-Me-BnNH)-4-Pym 


ring 5 




13-894 


4-F-Ph 


r\ f TV jT T^V "V TT T\ A T> 

2-(a-Me-BnNH)-4-Pym 


ring 6 




13-895 


4-F-Ph 


X "» *■ T"V "V TT T\ A T» 

2-(a-Me-BnNH)-4-Pym 


ring 7 




13-896 


>1 T™* T\T 

4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


nng 8 




13-897 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 9 




13-898 


4-r -Ph 


2-(a-Me-BnNH)-4-Pym 


nng 10 




1 o o aa 

13-899 


4-F-Ph 


r\ f TV iT T~\ "v TT T\ /< TV 

2-(a-Me-BnNH)-4-Pym 


ring 11 




1 "? AAA 

13-900 


4-r -Ph 


r\ S TV >T THV "V TT T\ /I TV. 

2-(a-Me-BnNH)-4-Pym 


ring 12 




1 "> A A 1 

13-901 


A T? Til- 

4-r -Ph 


r\ f TV T""V "V TT "V\ TV 

2-(a-Me-BnNH)-4-Pym 


ring 13 




1 O A AO 

13-902 


4-F-Ph 


X Tk jf" f— v -V TT T\ A TV 

2-(a-Me-BnNH)-4-Pym 


ring 14 




1 O AAO 

13-903 


A T-l T»1_ 

4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 15 




1 1 A A /I 

13-904 


4-F-Ph 


/-» /■ H jT TV "K TT T\ >* TV 

2-(a-Me-BnNH)-4-Pym 


— ; i /- 

ring 16 




1 O AAC 

13-905 


/I T7 Til* 

4-F-Ph 


r\ / TV Jf T"» "X TT T\ A TV 

2-(a-Me-BnNH)-4-Pym 


ring 17 




1 "3 AA/T 

13-906 


A T? Til* 

4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 18 




1 O A A ^7 

13-907 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


1 A 

nng 19 




1 AAO 

13-908 


/I TT 1 T»1 

4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


^% A 

nng 20 




1 *"> AAA 

13-909 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 21 




1 "5 A 1 A 

13-910 


/I T7 TH* 

4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


nng 22 




1 A 1 1 

13-91 1 


4-r-Fh 


2-(a-Me-BnNH)-4-Pym 


nng 23 




1 O A1 O 

13-912 


4-F-Ph 


/" Tfc JT t>v -V TT T\ A TV 

2-(a-Me-BnNH)-4-Pym 


ring 24 




1 O A 1 O 

13-913 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


nng 25 




1 O A 1 /I 

13-914 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


nng 26 




1 O A 1 C 

13-915 


/I T™ 1 Tfc1« 

4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


rv « 

nng 27 




1 O A 1 

13-916 


/I T? T»"U 

4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


nng 28 




Jo-y i / 


4-r -r*xl 


2-(a-Me-BnNH)-4-Pyrn 


ring 29 




13-918 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 30 




13-919 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 31 
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1 J-7ZU 


A P Ph 
*f- x 1 -±11 


O ( e^J A Ac* *D*-%XTT-J\ /I D^i m-v-. 

z-(a-Me-xDiilNM)-4-rym 


rin rr *59 

ring JZ 




1 ^ Q91 


A P PVi 


O A An T> XTT T\ /I T)-r r*-v-i 

z - ^ct-JVie-xDiixN ri )-4-r ym 


ring 33 




i ^ Q99 

I J-7ZZ 


A P Ph 
*t-r -x 11 


z-(a-Me-BnJNHj-4-rym 


ring 34 




1 ^ Q9^ 


A P PV» 


z-(a-Me-BnNH)-4-Pym 


ring 35 




1 ^ 09 A 


A P PVi 


z-(a-Me-BiiNM)-4-Jryixi 


ring 36 




1 ^ 09^ 


A P PVi 


z-(a-Me-BnJNH)-4-rym 


ring d 1 




1 ^ Q9£ 


A P PVi 

h-p -x n 


z-(a-Me-BnNxi)-4-Fym 


ring 1 


z-ivie 


1 ^ Q97 


A P PVi 

h-p -x n 


O /™ AyT« T5*-»XTT_r\ /I X>x r»-w-» 

z-(a-Me-BnJNxlJ-4-rym 


ring 2 


z-ivie 


1 ^ Q9R 
1 J-7Z0 


A P PVi 

x 1 -x n 


z-(a-Me-BniNrl)-4-ryni 


ring 3 


z-ivie 


1 ^ Q9Q 


A P PVi 
H— x 1 -x XL 


z-(a-Me-onJNMj-4-rym 


ring 4 


O A /To 

z-ivie 


1 ^ o^n 

1 J-7JU 


A P PVi 


z-(a-Me-BnNrl)-4-rym 


ring 5 


O A/To 

z-Me 


i J-7J 1 


A P PVi 

h— p -x n 


2-(a-Me-DnNn)-4-rym 


ring 6 


9 A/To 

z-ivie 


1 ^ 0^9 


A P PV» 

*r- r -x n 


O A /T^ T*> X TTT\ A T), ^n 

z-(a-Me-BnJNrl)-4-i J ym 


ring 7 


9 A/fo 

z-jvie 




A P PVi 
4-Jr -x il 


2-(a-Me-BnJNn)-4-rym 


ring 8 


z-ivie 


1j-7j4 


A Th PTi 

*f- r -x n 


z-(a-Me-r5nNxi)-4-rym 


ring 9 


O A/f c 

z-jvie 


1 1 


A Th PVi 


z-(a-Me-BnNH)-4-rym 


ring 1U 


O A An 

z-Me 


1 ^ Q^A 


A P PVi 


z-(a-Me-BnN rlj-4-rym 


ring 1 1 


z-Me 


1 j-yjj 1 


A Th PVi 


z-(a-Me-BnNxi)-4-rym 


ring iz 


z-Me 


1 ^ 

1J-7JO 


A P PVi 


z-(a-Me-BnNrL)-4-rym 


ring 13 


O A An. 

z-Me 


1 D-y J7 


A Th PVi 

4-r -x xl 


z-(a-Me-BnNH)-4-rym 


ring 14 


z-Me 


1 1 QAn 


A Th PVi 

4-r -x n 


2-(a-Me-BriNH)-4-Pym 


ring 15 


O A A^ 

z-Me 


1 ^ QA1 


A Th PVi 

4-r-Jrn 


z-(a-Me-BnNxi)-4-Pym 


ring 16 


O A An 

z-Me 


1 ^ QA9 i 


A Th PVi 


z-(a-JVLe-BnNrl)-4-rym 


ring 17 


O AA n. 

z-Me 


1 ^ OA 7 


A P PVi 


O A An "P XTTT\ /I TJ- 

z-(a-Me-BniNhLJ-4-rym 


ring 18 


z-Me 


1 ^ QAA 


A P PVi 


z-(a-Me-BnNH)-4-Fym 


ring ly 


O Ayr** 

z-Me 


1 ^ QA^ 


A P PVi 

*f-r -x n 


z-(a-Me-BnNhL)-4-rym 


«J! „ n. OA 

ring zU 


O Ayfd 

z-Me 


1 1 QA£ 


A P PVi 


z-(a-Me-BnNH)-4-Fym 


ring 21 


z-Me 


1 3-Q47 


4-F-Ph 

*T X X 11 


9 f rv AA*=» PnX^-T^ A P^rrY-i 


rino 99 
llllg ZZ 


9 AA^ 

z-ivie 


13-948 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 23 


2-Me 


13-949 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 24 


2-Me 
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13-950 


4-F-Ph 


2-fa-Me-BnNHV4-Pvm 

I Vv 1 ▼ -1- 1 f 111 ^ A. A. J w A. j HI 


ring 25 


2-Me 


13-951 


4-F-Ph 


2-fa-Me-BnNHV4-Pvm 


ring 26 


2-Me 


13-952 


4-F-Ph 


2-fa-Me-BnNHV4-Pvm 


ring 27 


2-Me 


13-953 


4-F-Ph 


2-(a-Me-BnNHV4-Pvm 

J— \»-*» 1T1V J — »1U. 1XXI T X YXXX 


ring 28 


2-Me 


13-954 


4-F-Ph 


2-fa-Me-BnNHV4-Pvm 

^> AYXV X_^#XXJL1XX# T X T XXX 


ring 29 


2-Me 


13-955 


4-F-Ph 


2-fa-Me-BnNHV4-Pvm 


ring 30 


2-Me 


13-956 


4-F-Ph 


2-fa-Me-BnNHV4-Pvm 

a> i \jKi lTiv i^ui ill i r x y xxx 


ring 31 


2-Me 


13-957 


4-F-Ph 


2-<a-Me-BnNHV4-Pvm 

X- \ \-Xy iviv iJiiiiiii ~ x yiu 


ring 32 


2-Me 


13-958 


4-F-Ph 


2-fa-Me-BnNHV4-Pvm 

i va/ itiv xviiiiiiy r x yxxx 


ring 33 


2-Me 


13-959 


4-F-Ph 


2-fa-Me-BnNHV4-Pvm 

x. \ ia iviv JLiiii iiiy i x yxxx 


ring 34 


2-Me 


13-960 


4-F-Ph 


2-fa-Me-BnNHV4-Pvm 

X* 1 iriv Jm/iu *il / ■ x yxxx 


ring 35 


2-Me 


13-961 


4-F-Ph 


2-fa-Me-BnNHV4-Pvm 

X. 1 VA ITiV Ullilll/ r i yxxx 


ring 36 


2-Me 


13-962 


4-F-Ph 


2-fa-Me-BnNHV4-Pvm 


ring 37 


2-Me 


13-963 


4-F-Ph 


2-(a-Me-BnNHV4-Pvm 

X~ \ vAy ITlV Ulll ill 1 I i yxxx 


ring 1 

XXXX^ X 


2-OH 


13-964 


4-F-Ph 


2-fa-Me-BnNHV4-Pvm 

xv i iviv um ill i ~ i y in 


ring 2 


2-OH 


13-965 


4-F-Ph 


2-(a-Me-BnNHV4-Pvm 

1 \_A* AYXV Ulll ill F r i yxxx 


ring 3 


2-OH 


13-966 


4-F-Ph 


2-fra-Me-BnNHV4-Pvrn 

x* i iviv uiii in i ~ i y in 


ring 4 

xxxx^ — r 


2-OH 


13-967 


4-F-Ph 


2-rnt-Me-BnNHV4-Pvm 

xv y*-** i»iv X-/11J. il ly i i J' ill 


ring 5 

xxxxg, «-/ 


2-OH 


13-968 


4-F-Ph 


2-fa-Me-BnNHV4-Pvm 

X* IVAy IVIC' Ulll 111 / ~ 1 YlXX 


ring 6 


2-OH 


13-969 


4-F-Ph 


2-fa-Me-BnNHV4-Pvm 

^ I vi ivil* uiii in j ~ i yixi 


ring 7 


2-OH 


13-970 


4-F-Ph 


2-fa-Me-BnNHV4-Pvm 

x» \ v-Av iviw jjin ill f ~ i yiu 


ring 8 

X lilt, w 


2-OH 


13-971 


4-F-Ph 


2-( r a-Me-BnNHV4-Pvm 

i iviv uiiiiiii ~ i yxxi 


ring 9 


2-OH 


13-972 


4-F-Ph 


2-fa-Me-BnNHV4-Pvm 

I vA iviv i/iiiiiii ~ i yxxx 


ring 10 


2-OH 


13-973 


4-F-Ph 


2-(a-Me-BnNFT,-4-Pvm 

x* \ ia iviv uiiiiii j ~ i yixi 


ring 1 1 


2-OH 


13-974 


4-F-Ph 


2-(a-Me-BnTsTHV4-Pvm 

x* i ia iviv ui ii ill i ~ i y in 


ring 12 
x iii^ x st- 


2-OH 


13-975 


4-F-Ph 


2-(a-Me-BnNHV4-Pvrn 

y ivi%»/ uiiiiiiy — r i jrxii 


ring 13 


2-OH 


13-976 


4-F-Ph 


2-fa-Me-BnNHV4-Pvm 

\ V-A/ j.viv jjiiiiiiy i yxxx 


ring 14 

X xxx^ X ■ 


2-OH 


13-977 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 15 


2-OH 


13-978 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 16 


2-OH 


13-979 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 17 


2-OH 
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1 i non 
13-980 


4-r -r n 


O / ~. X /T _ Ti XTT T\ A Tl . „-. -, 

2-(a-Me-BnNH)-4-Pym 


ring 18 


2-Url 


1 n no 1 

13-9ol 


4-r -rn 


2-(a-Me-BnNH)-4-Pym 


ring 19 


2-Url 


13-982 


4-r-rn 


n% / Ik /T T* \TTT\ /I Tk 

2-(a-Me-BnNH)-4-Pym 


— OA 

ring 20 


2-Url 


13-983 


4-r-rn 


2-(a-Me-BnNH)-4-Pym 


ring 21 


2-Url 


13-984 


4-r-rn 


y» / x r T-v XTTT\ A T\ 

2-(a-Me-BnNH)-4-Pym 


ring 22 


2-Url 


13-985 


4-r -rn 


r\ / ~K A~ T» \TTT\ A T» 

2-(a-Me-BnNH)-4-Pym 


ring 23 


0 ATT 

2-Url 


13-986 


4-r -rn 


2-(a-Me-BnNH)-4-Pym 


ring 24 


O OUT 

2-Url 


13-98 / 


A XT DV, 

4-r -rn 


O / X /T _ Ti XTTT\ A T» 

2-(a-Me-BnNH)-4-Pym 


ring 25 


2-Url 


1 ^3 noo 
13-988 


4-r -rn 


/ _ TV <T _ Ti \TTT\ /I Tk 

2-(a-Me-BnNH)-4-Pym 


ring 26 


o nu 
2-Url 


13-989 


4-r -rn 


2-(a-Me-BnNH)-4-Pym 


ring 27 


O ATT 

2-Url 


1 "> AAA 

13-990 


4-r-rn 


/ X jT T\ "X TT T\ A T\ 

2-(a-Me-BnNH)-4-Pym 


ring 28 


O AIT 

2-UH 


13-991 


4-r-rn 


r\ f Tk r t-* XTTT\ A T» 

2-(a-Me-BnNH)-4-Pym 


ring 29 


O ATT 

2-Url 


1 O AAO 

13-992 


4-r -rn 


/-\ / x yf" -r-» XTTT\ <1 T\ 

2-(a-Me-BnNH)-4-Pym 


ring 30 


2-Url 


13-993 


/l T? Til* 

4-r -rn 


/ ■» / TX "VTTT\ A "IX 

2-(a-Me-BnNH)-4-Pym 


ring 31 


<-) ATT 

2-Url 


1 ^ AA/1 

13-994 


4-r -rn 


r\ / X K Ti "V TT T\ A T> 

2-(a-Me-BnNH)-4-Pym 


ring 32 


O ATT 

2-Url 


1 O AAf 

13-995 


4-r -rn 


r\ / X JT TX \TTT\ yl "IX 

2-(a-Me-BnNH)-4-Pym 


ring 33 


r\ ATT 

2-Url 


1 ^ AA/T 

13-996 


4-r-rn 


r\ / X A~ 1~\ \TTT\ A "IX 

2-(a-Me-BnNH)-4-Pym 


ring 34 


2-Url 


1 1 AAH 

13-99 / 


4-r-rn 


2-(a-Me-BnNH)-4-Pym 


ring 35 


O A TIT 

2-UH 


1 1 AAO 

13-998 


4-r -rn 


r\ s _ x K X TT T\ A T\ 

2-(a-Me-BnNH)-4-Pym 


ring 36 


O ATT 

2-UH 


1 "J AAA 

13-999 


4-r -rn 


r~\ S x X T*k \TTT\ A Tk 

2-(a-Me-BnNH)-4-Pym 


ring 37 


O ATJT 

2-Url 


11 1 AAA 

13-1000 


4-r-rn 


/-» /■ tl yf X TTT\ /I Tl 

2-(a-Me-BnNH)-4-Pym 


ring 1 


2-MeU 


i o 1 A A 1 

13-1001 


/I T7 "Tit- 

4-r-rn 


/■^ /■ "Tk r T*^k "V TT T\ yf T» 

2-(a-Me-BnNH)-4-Pym 


ring 2 


2-MeU 


i i -1 AAO 

13-1002 


4-r-rn 


/-\ /• X Jf T\ \ttt\ yl T* 

2-(a-Me-BnNH)-4-Pym 


ring 3 


2-MeU 


i o 1 aai 
13-1003 


4-r -rn 


O / x /f _ T*> X TT T\ A Tl 

2-(a-Me-BnNH)-4-Pym 


ring 4 


2-MeU 


1 1 1 A A A 

13-1004 


4-r-rn 


^ / X jT T» "K TT T\ yf 1~\ 

2-(a-Me-BnNH)-4-Pym 


ring 5 


O A /T«A 

2-MeU 


1 O 1 AAC 

13-1005 


4-r-rn 


f\ / Tk yT T\ \TTT\ /I t*» 

2-(a-Me-BnNH)-4-Pym 


ring 6 


O A iy, A 

2-MeU 


1 1 1 AAzT 

13-1006 


4-r-rn 


y^ y' TL JT -w-v "V TTT\ yl 

2-(a-Me-BnNH)-4-Pym 


ring 7 


r-\ x yT _ 

2-MeO 


15-1U0 / 


4-r -rn 


2-(a-Me-BnNri)-4-rym 


ring 8 


2-Meu 


13-1008 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 9 


2-MeO 


13-1009 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 10 


2-MeO 



S:/Chemical/Sankyo/FP0207/FP0207s3 



P85695/FP-0207(PCT)/English translation (pt.3)/tsa-ig/03.07.03 



261 



13-1U1U 


4-r -r n 


z-(oi-lvie-r3niNri j-4-r yrn 


nno 1 1 

img 1 1 


9 u P n 


11 1 A1 1 

13-1U1 1 


/l T7 T>n 

4-r -r n 


O A Acx T)~XTXJ\ /I T>irrv-t 

Z-(a-Me-r3nJNrl J-4-rym 


rincr 1 9 
ITIlg 1Z. 


9 MpD 
Z.-1V1CW 


1^1 m o 
13-1U1Z 


/I T7 T>li 

4-r -ril 


z-(a-Me-BnJNri;-4-rym 


nnfr 1 1 

nng ij 


9 \/f^n 


111 A1 1 

13-1U13 


4-r-rn 


z-(a-Me-BnJN rlJ-4-rym 


ring 14 


9 \A^n 


111 r\1 A 

13-11)14 


4-r-rn 


2-(a-Me-BnJNH)-4-rym 


ring 15 


9 \Ae*C\ 

z-iview 


111 m c 
13-1U1!) 


4-r -ril 


2-(a-Me-BnNH)-4-rym 


ring 16 




11 1 A1 ^ 

13-lUlo 


/I 17 "DU 

4-r -ril 


2-(a-Me-BnNrl)-4-Fym 


ring 17 


O A/fr»0 


11 i m 7 
13-1U1 / 


yl T7 r>Vi 
4-r -ril 


z-(a-Me-BnNrl)-4-ryrri 


t-inrr 1 Q 

ring i o 


9 A/T^n 


11 ini c 
13-lUlo 


/l T7 "DVi 

4-r -rn 


2-(a-Me-BnJNri)-4-rym 


ring 19 


9 A/Tr^n 


ii 1 m q 


A T7 "DVi 
4-r -ril 


z-(a-Me-BnNri)-4-l J ym 


ring zu 




111 non 
13-1UZU 


/I T7 T>V» 

4-r -ril 


z-(a-Me-BnNrl)-4-rym 


T-inrr O 1 

ring zi 


9 A/T^n 


111 no 1 
13-1UZ1 


4-r -rn 


/—., A yl TT XTT T\ /I T) « — *~ 

z-(a-Me-BnJNrl)-4-i J ym 


T*inrr OO 

ring zz 


9 A/f^O 
Z-ivlcw 


111 noo 
13-1UZZ 


A T7 T>Vi 
4-r -r n 


O /^v» A/Trt P x TT T\ A TJi 

z-(a-Me-BnJNMj-4-ryrn 


t-inrr 01 

ring 


9 A/T^n 


111 nil 
1 3-1UZ3 


/l T7 "PVi 
4-r -ril 


O A /T~ 0— »XTO\ A' TKrwi 

Z-(a-Me-BnNH)-4-rym 


ring 24 i 




111 no A 
13-1UZ4 


A T7 TDK 
4-r -ril 


z-(a-Me-BnNri)-4-rym 


-rinrr 0^ 

ring zj 


9 A/T^O 


111 no ^ 
13-1UZ!) 


A 17 "DVi 

4-r -ril 


2-(a-Me-BnNH)-4-rym 


ring 26 


Z-ivieL; 


111 no^ 
13-lUZo 


/I 17 T>Vi 

4-r -ril 


O / A TT ^ X TT T\ /I T>^ 

2-(a-Me-BnNH)-4-rym 


ring 27 
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1111 A 7 
13-1 14 / 


A F PVi 
4- F -x fl 


z-(^oc-ivie-i3niNixj-4-i^yrrL 


nn a 1 7 
llllg J / 


9 9-HiF 


1111 A° 
13-1 l^o 


H~F -Fll 


O /^v A /fa TD*-iTvlTJ\ A P\rm 

z-^oc-ivie-oniNxi j-4-Fyrn 


rina 1 
Illlg 1 


R-Me 


1111 AQ 
13-1 14V 


A F PVi 
4-F -Fix 


z-(a-iVie-Jt5niNnj-4-Fyrn 


nna 9 


R-Me 
o-ivxc 


1111 ^fl 
13-1 1!)U 


A F PVi 
4-F -r fl. 


O A /fa !!>-»-» AvTTU\ /I Birm 

Z-(a-Me-Jb>iiJNrl J-4-Fym 


ring 3 


o-ivic 


11 11^1 
13-1131 


A T7 PVi 

*+-f -x n 


z-^a-ivie-rsniNFi j-4-Fym 


rin rr A 

ring h 


O 1V1C 


1111 ^9 
13-1 1 jZ 


A F PVi 

*+-f -x n. 


1 f A/fa DT^\TU^ A D^rm 

z-^oc-ivie-F3riiNri j-4-Fym 


nn cr S 

nng j 


O 1V1C 


1111 ^1 
13-1 133 


A F PVi 
*+~F -x XL 


z-(oc-ivie-F3niNFLj-4-Fyrn 


nn cr r\ 
llllg KJ 


R-Mp 

O 1V1C 


1111 
13-1 134 


A F PVi 
4-F -Fix 


O /^nj A /fa X TT T\ A T>-.~~» 

Z-(a-Me-r>nJNri j-4-Fym 


nng 7 


o-ivxc ( 


1111 ^ 
13-1 133 


A F PVi 
*+-F-Ffl 


z-^cx-ivie-onJNFij-4-FyiTi 


nn rr R 

nng o 


R-Mp 1 
o-ivxc 


11 11 ^/^ 
13-1 130 


A F PVi 
4-F-fxL 


Z-(a-Me-x3nlNHj-4-Fyrn 


ring 9 


o-ivxc 


1 1-1 1 S7 

1 D" 1 1 J / 


*T — F Xll 


Z-^UL-lViC-OlllNXX ^-M--FyilX 


rina 1 0 

1 lllc~ 1 \J 


8 -Me 


13-1158 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 1 1 


8-Me 


13-1159 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 12 


8-Me 
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ID- 1 10U 


4-r -Jr n 


2-(a-Me-BnJNH)-4-Pym 


ring 13 


o-JVLe 


ID- I 101 


4-r -rn 


2-(a-Me-BriNH)-4-Pym 


ring 14 


o-Me 


1 J-l lOZ 


4-r -rll 


2-(a-Me-BnNH)-4-Pym 


nng 13 


o-Me 


1111 
1 J-l ICO 


4-r-rn 


2-(a-Me-BnNH)-4-Pym 


nng lo 


O A A n 

o-Me 


1111 A/l 
U-l 104 


4-r -rn 


X A — \TTT\ A 

2-(a-Me-BnNH)-4-Pym 


nng 1 / 


o-Me 


1111 
1:5-1 10!) 


4-r -rll 


^ / _ X T"> \TTT\ A T\ 

2-(a-Me-BnNH)-4-Pym 


ring 18 


o-Me 


1111 ^£ 
U-1 loo 


4-r-rn 


/"> / _ A yT T"* A. TT T\ A T\ 

2-(a-Me-BnNH)-4-Pym 


ring 19 


8-Me 


1111 AT 
1J-1 10 / 


4-r-rn 


r\ S r -pv \TTT\ A T~\ 

2-(a-Me-BnNH)-4-Pym 


ring 20 


o-Me 


1111 £S 


4-r-rn 


z-(a-Me-BnJNri)-4-Pym 


ring 21 


o-Me 


1111 AO 
lo- 1 lOy 


4-r-rn 


O / X A ~ T~i XTT T\ /I Tl 

2-(a-Me-BnNH)-4-Pym 


ring 22 


0 A >f « 

o-Me 


1111 1C\ 
1.3-1 1 /U 


4-r-rn 


2-(a-Me-BnNH)-4-Pym 


ring 23 


o-Me 


11 1171 
lo-l 1 / I 


4-r-rn 


O / „. A /T „ T~> \TTT\ >| T| 

2-(a-Me-BnNH)-4-Pym 


ring 24 


O A A ~ 

o-Me 


1111 70 


4-r -rn 


^ / „. A A T~i \TTT\ /I T4 

2-(a-Me-BnNH)-4-Pym 


ring 25 


O A A ~ 1 

o-Me 


1111 71 
1.3-1 1 ID 


4-r-rn 


r\ / A yT_ Ti \ttt\ A ~r\ 

2-(a-Me-BnNH)-4-Pym 


ring 26 


8-Me 


1111 1A 
U-l 1 IH- 


4-r -rn 


O / A >r „ n \TTT\ /I Ti 

2-(a-Me-BnNH)-4-Pym 


ring 27 


O A A * 

8-Me 


1111 7^ 
ID- 1 1 ID 


4-r -rn 


2-(a-Me-BnNH)-4-Pym 


ring 28 


O A A ~ 

8-Me 


1111 7A 
1 3-1 1 /O 


4-r-rn 


/"\ / A /T T"» \TTT\ y| T\ 

2-(a-Me-BnNH)-4-Pym 


ring 29 


0 A yr 

8-Me 


1111 77 
1.5-1 1 / / 


A TIT T>V» 

4-r-rn 


^ / A /T T> XTTT\ A T\ 

2-(a-Me-BnNH)-4-Pym 


ring 30 


O A A 

8-Me 


1111 79 
13-11 10 


4-r -rn 


O / _ A IS ^ \TTT\ A T\ 

2-(a-Me-BnNH)-4-Pym 


nng 31 


O A /T _ 

8-Me | 


1111 70 

13-11 fy 


4-r-rn 


r\ /• A >T T» XTTT\ /I T» 

2-(a-Me-BnNH)-4-Pym 


ring 32 


O A X 

8-Me 


1111 QC\ 
13-lloU 


4-r -rn 


O / A K T"> \TTT\ /I T» 

2-(a-Me-BnNH)-4-Pym 


nng 33 


O A A 

8-Me 


11 1191 
13-1 lo 1 


4-r-rn | 


O / „. A Jf ^ T> \TTT\ /I T* 

2-(a-Me-BnNH)-4-Pym 


ring 34 


O A A * 

8-Me 


13-1 182 


4-F-Ph 


z-^cx-ivie-r3niNrij-4-r ym 


ring 35 


o-ivie 


13-1183 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 36 


8-Me 


13-1184 


4-F-Ph 


2-(a-Me-BnNH)-4-Pym 


ring 37 


8-Me 



In the above tables, the following abbreviations are used: 
Allyl represents allyl, 
Bn represents benzyl, 
Bu represents butyl, 
Et represents ethyl, 
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Me represents methyl, 

Ph represents phenyl, 

Phet represents phenethyl, 

Pr represents propyl, 

Pym represents pyrimidinyl 

Pyr represents pyridyl, 

>CH 2 represents methylidenyl, 

>CHMe represents ethylidenyl, 

>CHEt represents propylidenyl, 

>C(Me) 2 represents isopropylidenyl, 

>CHPr represents butylidenyl, and 

>CHPh represents benzylidenyl. 

In the case where column R 5 of Table 1, Table 2, Table 5, Table 6, Table 7, Table 
8, Table 1 1 and Table 12 represents only "-", this means that R 5 is a hydrogen atom. 



In addition, "ring 1" to "ring 37" in column A of Table 1 1, Table 12 and Table 13 
indicates the following ring. 



ring 1 : 




ring 2: 


-VSr CH 3 


ring 3: 




ring 4: 


CH 3 


ring 5: 


*Q 


ring 6: 


-Yv^ch 3 


ring 7: 




ring 8: 


CH 3 


ring 9: 




ring 10: 


> N 


ring 
11: 




ring 
12: 


•SV 


ring 13: 


.\-N s /) 
* N 


ring 
14: 




ring 
15: 


-vV 


ring 16: 


ft 

' N CH 3 


ring 
17: 




ring 
18: 
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ring 19: 




ring 
20: 




ring 
21: 


-\-fVcH3 
N ==/ 


ring 22: 


CH 3 


ring 

23: 


CH 3 


ring 
24: 




ring 25: 


N =/ N — / 


ring 
26: 


^^S0CH 3 


ring 
27: 


% 


ring 28: 




ring 
29: 


N=< 
CH 3 


ring 
30: 




ring 3 1 : 


N=N 


ring 
32: 


N=N 


ring 
33: 


■\-fVci 

N=N 


ring 34: 


? N=N ^— ^ 


ring 35: 


KJ^ _ 1 
-Va / — \ V-SO2CH3 

( N=N ^— /y 


ring 36: 


N=N N / 


ring 37: 





In the above Tables 1 to 13, examples of preferred compounds include the 
compounds of Compound Nos.: 

1-1, 1-6 to 1-8, 1-11, 1-15 to 1-24, 1-27, 1-38, 1-41 to 1-43, 1-45 to 1-47, 1-154, 1- 
159 to 1-161, 1-164, 1-168 to 1-177, 1-180, 1-191, 1-194 to 1-196, 1-198 to 1-200, 1- 
307, 1-312 to 1-314, 1-317, 1-321 to 1-330, 1-333, 1-344, 1-347 to 1-349, 1-351 to 1- 
353, 1-358, 1-363, 1-368, 1-372 to 1-374, 1-376, 1-378 to 1-380, 1-384, 1-395, 1-398 
to 1-400, 1-402, 1-409, 1-414, 1-419, 1-423 to 1-425, 1-427, 1-429 to 1-431, 1-435, 1- 
446, 1-449 to 1-451, 1-453, 1-460, 1-465 to 1-467, 1-470, 1-474 to 1-483, 1-486, 1- 
497, 1-500 to 1-502, 1-504 to 1-506, 1-613, 1-618 to 1-620, 1-623, 1-627 to 1-636, 1- 
639, 1-650, 1-653 to 1-655, 1-657 to 1-659, 1-766, 1-771 to 1-773, 1-776, 1-780 to 1- 
789, 1-792, 1-803, 1-806 to 1-808, 1-810 to 1-812, 1-919, 1-924 to 1-926, 1-929, 1- 
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933 to 1-942, 1-945, 1-956, 1-959 to 1-961, 1-963 to 1-965, 1-970, 1-975, 1-980, 1- 
984, 1-985, 1-990 to 1-992, 1-996, 1-1010 to 1-1012, 1-1014, 1-1021, 1-1026, 1- 
1031, 1-1035, 1-1036, 1-1041 to 1-1043, 1-1047, 1-1072, 1-1082, 1-1092, 1-1102, 1- 
1112, 1-1122, 1-1132, 1-1142, 1-1152, 1-1162, 1-1172, 1-1182, 1-1192, 1-1202, 1- 
1212, 1-1222, 1-1232, 1-1242, 1-1252 to 1-1268, 1-1275 to 1-1280, 1-1283 to 1-1290, 

1- 1292, 1-1293, 1-1321 to 1-1325, 1-1328 to 1-1337, 1-1340 to 1-1351, 1-1452 to 1- 
1456, 1-1459 to 1-1468, 1-1475 to 1-1480, 1-1483 to 1-1490, 1-1492, 1-1493, 1-1521 
to 1-1525, 1-1528 to 1-1537, 1-1540 to 1-1551, 1-1652 to 1-1666, 

2- 1, 2-6 to 2-8, 2-11, 2-15 to 2-24, 2-27, 2-38, 2-41 to 2-43, 2-45 to 2-47, 2-52, 2-57, 
2-62, 2-66 to 2-68, 2-72 to 2-74, 2-78, 2-89, 2-92 to 2-94, 2-96, 2-103, 2-108, 2-1 13, 
2-117 to 2-119, 2-121, 2-123 to 2-125, 2-129, 2-140, 2-143 to 2-145, 2-147, 2-154, 2- 
164, 2-174, 2-184, 2-194, 2-204, 2-214, 2-224, 2-234, 2-244 to 2-248, 2-251 to 2-260, 

2- 267 to 2-272, 2-275 to 2-282, 2-284, 2-285, 2-313 to 2-317, 2-320 to 2-329, 2-332 
to 2-343, 2-444 to 2-450, 

3- 5 to 3-7, 3-10, 3-14 to 3-23, 3-26, 3-37, 3-40 to 3-42, 3-51 to 3-53, 3-56, 3-60 to 3- 
69, 3-72, 3-83, 3-86 to 3-88, 

4- 5 to 4-7, 4-10, 4-14 to 4-23, 4-26, 4-37, 4-40 to 4-42, 

5- 2 to 5-4, 5-7, 5-18, 5-21 to 5-23, 5-25 to 5-27, 5-33 to 5-35, 5-38, 5-49, 5-52 to 5- 
58, 5-63, 5-64, 

6- 2 to 6-4, 6-7, 6-18, 6-21 to 6-27, 6-32, 

7- 1, 7-15, 7-16, 7-23, 7-27, 7-52, 7-66, 7-67, 7-74, 7-78, 7-503 to 7-516, 

8- 1, 8-15, 8-16, 8-23, 8-27, 8-252 to 8-258, 

9- 1 to 9-7, 9-12 to 9-18, 9-23, 9-24, 

10- 1 to 10-7, 

11- 13 to 11-18, 11-87 to 11-92, 11-124 to 11-129, 11-161 to 11-166, 11-198 to 11- 
203, 11-235 to 11-240, 11-272 to 11-277, 11-309 to 11-314, 11-346 to 11-351, 11- 
383 to 11-388, 11-420 to 11-425, 11-457 to 11-462, 11-494 to 11-499, 11-53*1 to 11- 
536, 11-568 to 11-573, 11-605 to 11-610, 11-642 to 11-647, 11-679 to 11-684, 11- 
716to 11-721, 11-753 to 11-758, 11-790 to 11-795, 11-827 to 11-832, 11-864 to 11- 
869, 11-901 to 11-906, 11-938 to 11-943, 11-975 to 11-980, 11-1012 to 11-1017, 11- 
1049 to 11-1054, 11-1086 to 11-1091, 11-1123 to 11-1128, 11-1 160 to 11-1165, 

12- 13 to 12-18, 12-87 to 12-92, 12-124 to 12-129, 12-161 to 12-166, 12-198 to 12- 
203, 12-235 to 12-240, 12-272 to 12-277, 12-309 to 12-314, 12-346 to 12-351, 12- 
383 to 12-388, 12-420 to 12-425, 12-457 to 12-462, 12-494 to 12-499, 12-531 to 12- 
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536, 12-568 to 12-573, 12-605 to 12-610, 12-642 to 12-647, 12-679 to 12-684, 12- 
716 to 12-721, 12-753 to 12-758, 12-790 to 12-795, 12-827 to 12-832, 12-864 to 12- 
869, 12-901 to 12-906, 12-938 to 12-943, 12-975 to 12-980, 12-1012 to 12-1017, 12- 
1049 to 12-1054, 12-1086 to 12-1091, 12-1123 to 12-1128, 12-1160 to 12-1165, 
13-13 to 13-18, 13-87 to 13-92, 13-124 to 13-129, 13-161 to 13-166, 13-198 to 13- 
203, 13-235 to 13-240, 13-272 to 13-277, 13-309 to 13-314, 13-346 to 13-351, 13- 
383 to 13-388, 13-420 to 13-425, 13-457 to 13-462, 13-494 to 13-499, 13-531 to 13- 
536, 13-568 to 13-573, 13-605 to 13-610, 13-642 to 13-647, 13-679 to 13-684, 13- 
716 to 13-721, 13-753 to 13-758, 13-790 to 13-795, 13-827 to 13-832, 13-864 to 13- 
869, 13-901 to 13-906, 13-938 to 13-943, 13-975 to 13-980, 13-1012 to 13-1017, 13- 
1049 to 13-1054, 13-1086 to 13-1091, 13-1123 to 13-1128 and 13-1160 to 13-1165. 

Examples of more preferred compounds include the compounds of Compound 
Nos.: 

1- 1, 1-6 to 1-8, 1-11, 1-15, 1-16, 1-21 to 1-23, 1-27, 1-41 to 1-43, 1-45, 1-154, 1-159 
to 1-161, 1-164, 1-168, 1-169, 1-174 to 1-176, 1-180, 1-194 to 1-196, 1-198, 1-307, 1- 
312 to 1-314, 1-317, 1-321, 1-322, 1-327 to 1-329, 1-333, 1-347 to 1-349, 1-351, 1- 
358, 1-409, 1-460, 1-465 to 1-467, 1-470, 1-474, 1-475, 1-480 to 1-482, 1-486, 1-500 
to 1-502, 1-504, 1-613, 1-618 to 1-620, 1-623, 1-627, 1-628, 1-633 to 1-635, 1-639, 1- 
653 to 1-655, 1-657, 1-766, 1-771 to 1-773, 1-776, 1-780, 1-781, 1-786 to 1-788, 1- 
792, 1-806 to 1-808, 1-810, 1-919, 1-924 to 1-926, 1-929, 1-933, 1-934, 1-939 to 1- 
941, 1-945, 1-959 to 1-961, 1-963, 1-1252 to 1-1268, 1-1275 to 1-1280, 1-1321 to 1- 
1325, 1-1340 to 1-1351, 1-1452 to 1-1456, 1-1459 to 1-1468, 1-1475 to 1-1480, 1- 
1521 to 1-1525, 1-1540 to 1-1551, 1-1652 to 1-1666, 

2- 1, 2-6 to 2-8, 2-11, 2-15, 2-16, 2-21 to 2-23, 2-27, 2-41 to 2-43, 2-45, 2-52, 2-103, 

2- 154, 2-164, 2-174, 2-184, 2-194, 2-204, 2-214, 2-224, 2-234, 2-244 to 2-248, 2-251 
to 2-260, 2-267 to 2-272, 2-313 to 2-317, 2-332 to 2-343, 2-444 to 2-450, 

3- 5 to 3-7, 3-10, 3-14, 3-15, 3-20 to 3-22, 3-26, 3-40 to 3-42, 3-51 to 3-53, 3-56, 3-60, 

3- 61, 3-66 to 3-68, 3-72, 3-86 to 3-88, 

4- 5 to 4-7, 4-10, 4-14, 4-15, 4-20 to 4-22, 4-26, 4-40 to 4-42, 

5- 2 to 5-4, 5-7, 5-21 to 5-23, 5-25, 5-33 to 5-35, 5-38, 5-52 to 5-54, 5-56, 5-63, 5-64, 

6- 2 to 6-4, 6-7, 6-21 to 6-23, 6-25, 6-32, 

7- 1,7-52, 7-503 to 7-516, 

8- 1, 8-252 to 8-258, 
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9- 1, 9-2, 9-6, 9-7, 9-12, 9-13, 9-17, 9-18, 9-23, 9-24, 

10- 1, 10-2, 10-6, 10-7, 

11- 13 to 11-15, 11-87, 11-88, 11-124, 11-125, 11-161, 11-162, 11-198, 11-199, 11- 
235, 11-236, 11-272, 11-273, 11-309, 11-310, 11-346, 11-347, 11-383, 11-384, 11- 
420, 11-421, 11-457, 11-458, 11-494, 11-495, 11-531, 11-532, 11-568, 11-569, 11- 
605, 11-606, 11-642, 11-643, 11-679, 11-680, 11-716, 11-717, 11-753, 11-754, 11- 
790, 11-791, 11-827, 11-828, 11-864, 11-865, 11-901, 11-902, 11-938, 11-939, 11- 
975, 11-976, 11-1012, 11-1013, 11-1049, 11-1050, 11-1086, 11-1087, 11-1123, 11- 
1124, 11-1160, 11-1161, 

12- 13 to 12-15, 12-87, 12-88, 12-124, 12-125, 12-161, 12-162, 12-198, 12-199, 12- 
235, 12-236, 12-272, 12-273, 12-309, 12-310, 12-346, 12-347, 12-383, 12-384, 12- 
420, 12-421, 12-457, 12-458, 12-494, 12-495, 12-531, 12-532, 12-568, 12-569, 12- 
605, 12-606, 12-642, 12-643, 12-679, 12-680, 12-716, 12-717, 12-753, 12-754, 12- 
790, 12-791, 12-827, 12-828, 12-864, 12-865, 12-901, 12-902, 12-938, 12-939, 12- 
975, 12-976, 12-1012, 12-1013, 12-1049, 12-1050, 12-1086, 12-1087, 12-1123, 12- 
1124, 12-1160, 12-1161, 

13- 13 to 13-15, 13-87, 13-88, 13-124, 13-125, 13-161, 13-162, 13-198, 13-199, 13- 
235, 13-236, 13-272, 13-273, 13-309, 13-310, 13-346, 13-347, 13-383, 13-384, 13- 
420, 13-421, 13-457, 13-458, 13-494, 13-495, 13-531, 13-532, 13-568, 13-569, 13- 
605, 13-606, 13-642, 13-643, 13-679, 13-680, 13-716, 13-717, 13-753, 13-754, 13- 
790, 13-791, 13-827, 13-828, 13-864, 13-865, 13-901, 13-902, 13-938, 13-939, 13- 
975, 13-976, 13-1012, 13-1013, 13-1049, 13-1050, 13-1086, 13-1087, 13-1123, 13- 
1124, 13-1160 and 13-1161. 

Examples of still preferred compounds include the compounds of Compound Nos.: 
1-1, 1-6 to 1-8, 1-11, 1-154, 1-159 to 1-161, 1-164, 1-168, 1-169, 1-176, 1-180, 1- 
198, 1-307, 1-312 to 1-314, 1-317, 1-321, 1-322, 1-329, 1-333, 1-351, 1-460, 1-465 to 
1-467, 1-470, 1-474, 1-475, 1-482, 1-486, 1-504, 1-613, 1-618 to 1-620, 1-623, 1-627, 
1-628, 1-635, 1-639, 1-657, 1-766, 1-771 to 1-773, 1-776, 1-780, 1-781, 1-788, 1-792, 

1- 810, 1-919, 1-924 to 1-926, 1-929, 1-933, 1-934, 1-941, 1-945, 1-963, 1-1252 to 1- 
1256, 1-1340 to 1-1351, 1-1452 to 1-1456, 1-1540 to 1-1551, 1-1652 to 1-1666, 

2- 1, 2-6 to 2-8, 2-11, 2-15, 2-16, 2-23, 2-27, 2-45, 2-244 to 2-248, 2-332 to 2-343, 2- 
444 to 2-450, 

3- 5 to 3-7, 3-10, 3-14, 3-15, 3-22, 3-26, 3-51 to 3-53, 3-56, 3-60, 3-61, 3-68, 3-72, 
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4- 5 to 4-7, 4-10, 4-14, 4-15, 4-22, 4-26, 

5- 2 to 5-4, 5-7, 5-25, 5-33 to 5-35, 5-38, 5-56, 5-63, 5-64, 

6- 2 to 6-4, 6-7, 6-25, 6-32, 

7- 1, 7-503 to 7-516, 

8- 252 to 8-258, 

9- 23, 9-24, 

11- 15, 

12- 15 and 

13- 15. 

Of the above, preferred compounds are as follows: 
3-(l,2,3,5,6,8a-hexahydroindolizin-7-y^ 

5-(3-fluorophenyl)-3-(l,2,3,5,6,8a-hexahydroindolizin-7-yl)-4-(pyridin-4- 
yl)pyrazole, 

5-(4-fluorophenyl)-3-(l,2,3,5,6,8a-hexahydroindolizin-7-yl)-4-(pyridin-4- 
yl)pyrazole, 

5-(4-fluorophenyl)-3-(2-methyl-l,2,3,5,6,8a-hexahydroindolizin-7-yl)-4-(pyri 
4-yl)pyrazole, 

5-(4-fluorophenyl)-3-(2-phenyl-l,2,3,5,6,8a-hexahydroindolizin-7-yl)-4-(pyri 
4-yl)pyrazole, 

5-(4-fluorophenyl)-3-(2-hydroxy-l,2,3,5,6,8a-hexahydroindolizin-7-yl)-4-(pyridin^ 
4-yl)pyrazole, 

5-(4-fluorophenyl)-3-(2-methoxy-l,2,3,5,6,8a-hexahydroindolizin-7-yl)-4- 
(pyridin-4-yl)pyrazole, 

3-(2-fluoro-l,2,3,5,6,8a-hexahydroindolizm^ 
yl)pyrazole, 

3-(2,2-difluoro-l,2, 3,5,6, 8a-hexahydroindolizin-7-yl)-5-(4-fluorophenyl)-4- 
(pyridin-4-yl)pyrazole, 

5-(4-fluorophenyl)-3-(8-methyl- 1,2,3, 5,6,8a-hexahydroindolizin-7-yl)-4-(pyridin- 
4-yl)pyrazole, 

5-(3-chlorophenyl)-3-(l,2,3,5,6,8a-hexahydroindolizin-7-yl)-4-(pyridin-4- 
yl)pyrazole, 

3-(l,2,3,5,6,8a-hexahydroindolizin-7-yl)-4-(pyridin-4-yl)-5-(3- 
trifluoromethylphenyl)pyrazole, 
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5-(3,4-difluorophenyl)-3-(l,23,5,^ 
yl)pyrazole, 

5-(4-fluorophenyl)-3-(l,23 5 5,6,8a-hexahydroindolizin-7-yl)-l-methyl- 
4-yl)pyrazole, 

3-(4-fluorophenyl)-5-(l,2,3,5,6,8a-hex^^ 
4-yl)pyrazole, 

3-(4-fluorophenyl)- 1 -methyl-5-(2-methyl- 1 ,2,3 ,5,6,8a-hexahydroindolizin-7-yl)-4- 
(pyridin-4-yl)pyrazole, 

3-(4-fluorophenyl)-l-met^ 
(pyridin-4-yl)pyrazole, 

3-(4-fluorophenyl)-5-(2-hydroxy-l,2,3,5,6 ? 8a-hexahydroindolizin-7-yl)-l-methyl- 
4-(pyridin-4-yl)pyrazole, 

3-(4-fluorophenyl)-5-(2-methoxy-^^ 
4-(pyridin-4-yl)pyrazole, 

5-(2-fluoro- 1 ,2,3 ,5,6,8a-hexahydroindolizin-7-yl)-3-(4-fluorophenyl)- 1 -methyl-4- 
(pyridin-4-yl)pyrazole, 

5-(2,2-difluoro- 1 ,2,3,5,6,8a-hexahydroindolizin-7-yl)-3-(4-fluorophenyl)-l - 
methyl-4-(pyridin-4-yl)pyrazole, 

3- (4-fluorophenyl)-l-methyl-5-^^ 
(pyridin-4-yl)pyrazole, 

5-(4-fluorophenyl)-4-(pyridin-4-yl)-3-(3,5,6,8a-tetrahydroindolizin-7-yl)p^ 

5-(4-fluorophenyl)-3-(l,2,3,5,8,8a-te^ 
yl)pyrazole, 

5<4-fluorophenyl)-3-(7-hydroxy-l,^^ 
(pyridin-4-yl)pyrazole, 

5-(4-fluorophenyl)-3-(l,2,3,5,6,7,8,8a-octahydroindolizin-7-yl)-4-(pyridin^ 
yl)pyrazole, 

4- (4-fluorophenyl)-l-(l,2,3, 5,6,7, 8,8a-octahydroindolizin-7-yl)-5-(pyridin-4- 
yl)imidazole, 

5- (4-chlorophenyl)-3-(l,2,3,5,6,8a4iex 
yl)pyrazole, 

3-(2-ethyl-l,2,3,5,6,8a-hexahydroindolizin-7-yl)-5-(4~fluorophenyl)-4-(p 
yl)pyrazole, 
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5-(4-fluorophenyl)-3-(2-propyl-U 
4-yl)pyrazole, 

5<4-fluorophenyl)-3-(2-methyliden-l,2,3,5,6,^^^ 
(pyridin-4-yl)pyrazole, 

3-(2-ethyliden-l,2,3,5,6,8a-te^ 
(pyridin-4-yl)pyrazole, 

5-(4-fluorophenyl)-3-(2-propyliden-l,2,3,^^ 
(pyridin-4-yl)pyrazole 5 

5-(4-fluorophenyl)- 1 -methyl-3-(2-methyl- 1 ,2,3 ,5 ,6,8a-hexahydroindolizin-7-yl)-4- 
(pyridin-4-yl)pyrazole, 

5-(4-fluorophenyl)- 1 -methyl-3 -(2-phenyl- 1 ,2,3 ,5 ,6,8a-hexahydroindolizin-7-yl)-4- 
(pyridin-4-yl)pyrazole, 

5-(4-fluorophenyl)-3-(2-hydroxy- 1,2,3,5 ,6,8a-hexahydroindolizin-7-yl)- 1 -methyl- 
4-(pyridin-4-yl)pyrazole, 

5-(4-fluorophenyl)-3-(2-methoxy- 1 ,2,3 ,5 ,6,8a-hexahydroindolizin-7-yl)- 1 -methyl- 
4-(pyridin-4-yl)pyrazole, 

3-(2-fluoro-l,2,3,5,6,8a-hexahydroindolizin-7-yl)-5-(4-fluorophenyl)-l^ 
(pyridin-4-yl)pyrazole, 

5-(4-fluorophenyl)-l-methyl-3-(8-methyl-l,2,3,5,6,8a-hexahydroin^ 
(pyridin-4-yl)pyrazole, 

5-(4-fluorophenyl)-3-(2-methyl-3,5,6,8a-tetrahydroindolizin-7-yl)-4-(^ 
yl)pyrazole, 

3<2-ethyl-3,5,6,8a-tetrahydroindolizm^^ 
yl)pyrazole, 

5<4-fluorophenyl)-3-(2-propyl-3,5,6,8a-tetrahydroindolizin-7-yl)-4-(pyri 
yl)pyrazole, and 

5-(4-fluorophenyl)-3-(2-phenyl-3,5,6,8a-tetrahydroindolizin-7-yl)-4-(p 
yl)pyrazole. 

In Table 1, Table 3, Table 5, Table 7 and Table 9, there are described compounds 
wherein R 4 is a hydrogen atom. These compounds have tautomers as shown below. 
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Examples of compounds shown In Table 1, Table 3, Table 5, Table 7 and Table 9 
above intend to encompass both compounds. 
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[Best Mode for carrying out the invention] 

The compounds (I) of the present invention can be prepared by methods described 
below. 



<Method A> 

Method A is a method for preparing a compound of general formula (I) wherein R 3 
is bonded to a carbon atom of the cyclic group A. 



R \ Bromination r2 \ ( 3 ) R \ 

/A-H ► >-Br ► .A— ( H y 

Stepl Step 2 R 1 ^ HQ / 

(1) (2) (la) 




2 2 

Dehydration^ R \^ — ^ Reduction R 

Steps R ,/ A ~<^) step 4 " R - 



(lb) (Ic) 

In the above formulae, A, R 1 and R 2 are as defined above, 

cyclic group Hy represents a group of the general formula (Ila), (lib) or (lie) 

wherein the dotted line is a single bond, and 

cyclic group Hy' represents a group of the general formula (Ila), (lib) or (He) 

wherein the dotted line is a double bond. 



In Step 1 , a brominated cyclic compound (2) is prepared by brominating a cyclic 
compound (1) with a bromination reagent (for example, N-bromosuccinimide, etc.). 

In Step 2, a compound (la) of the present invention is prepared by lithiating the 
brominated cyclic compound (2) and then reacting it with a heterocyclyl ketone (3). 

Each of the reactions in Step 1 and Step 2 can be carried out according to the 
method described in detail in Brian L. Bray et aL, J. Org. Chem., 55, 6317-6318 
(1990). 

Alternatively, the compound (la) can be prepared by lithiating the cyclic 
compound (1) directly in a similar manner to the procedure described in L.Revesz et 
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al., Bioorg. Med. Chem. Lett., 10, 1261-1264 (2000) and the compound thus obtained 
is reacted with the heterocyclyl ketone (3). 

In Step 3, a compound (lb) of the present invention is prepared by subjecting the 
compound (la) of the present invention to a dehydration reaction. 

The dehydration reaction can usually be carried out in the presence of an acid 
catalyst such as sulfuric acid, a solid catalyst such as alumina or a halogenation 
reagent such as thionyl chloride [these reactions are described in detail, for example, 
in G. H. Coleman & H. F. Johnstone, Org. Synth., I, 183 (1941), R. L. Sawyer & D. 
W. Andrus, Org. Synth., Ill, 276 (1955) and J. S. Lomas et al., Tetrahedron Lett., 599 
(1971)]. 

Alternatively, the dehydration reaction of this step can be accomplished by a 
reaction using a trialkylsilane, such as triethylsilane, tripropylsilane or tributylsilane, 
and trifluoroacetic acid, for example in accordance with the method described in 
Francis A. Carey & Henry S. Tremper, J. Am. Chem. Soc, 91, 2967-2972 (1969). 

In Step 4, a compound (Ic) of the present invention is prepared by reduction of the 
double bond of the compound (lb) of the present invention. 

The reduction reaction can be carried out, for example according to a method 
similar to that described in detail in S. M. Kerwin et al., J. Org. Chem., 52, 1686 
(1987) and T. Hudlicky et al., J. Org. Chem., 52, 4641 (1987). 

<Method B> 

Method B is a method for preparing a compound wherein cyclic group A is a 
pyrazole or an imidazole group in which R 3 is bonded to the nitrogen atom. 



In the above formulae, R 1 , R 2 and R 3 are as defined above, and 
cyclic group A' represents a pyrazole having one substituent R 4 or an imidazole 
group having one substituent R 4 as described in the definition of A and 




A' N— R 3 



(Id) 
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L represents a leaving group. 

The leaving group in the definition of L is a group which is capable of leaving 
as a nucleophilic residue. Examples include halogen atoms such as fluorine, chlorine, 
bromine and iodine, lower alkanesulfonyloxy groups such as methanesulfonyloxy and 
ethanesulfonyloxy groups, halogeno lower alkane sulfonyloxy groups such as 
trifluoromethanesulfonyloxy and pentafluoroethanesulfonyloxy groups, and 
arylsulfonyloxy groups such as benzenesulfonyloxy, p-toluenesulfonyloxy and p- 
nitrobenzenesulfonyloxy groups. Of these, halogen atoms are preferred, and bromine 
atoms are particularly preferred. 

In Step 5, a compound (Id) of the present invention is prepared by reacting a 
compound (4) with a heterocyclyl compound (5). This reaction is usually carried out 
in a solvent in the presence or absence of a base. 

There is no particular restriction on the nature of the solvent to be employed, 
provided that it has no adverse effect on the reaction. Examples of suitable solvents 
which can be used include: alcohols such as methanol, ethanol, propanol and 
isopropanol; ethers such as diethyl ether, diisopropyl ether, tetrahydrofuran and 
dioxane; aprotic polar solvents such as dimethylformamide, dimethylacetamide and 
dimethyl sulfoxide; nitriles such as acetonitrile; esters such as methyl acetate and 
ethyl acetate; aromatic hydrocarbons such as benzene, toluene and xylene; and 
aliphatic hydrocarbons such as pentane, hexane and heptane, of which alcohols are 
preferred and methanol and ethanol are more preferred. 

Examples of the base which can be used include: alkali metal alkoxides such 
as sodium methoxide, sodium ethoxide and potassium t-butoxide; alkali metal 
hydrides such as sodium hydride and lithium hydride; alkali metal hydroxides such as 
sodium hydroxide and potassium hydroxide; alkali metal carbonates such as sodium 
carbonate and potassium carbonate; and amines such as triethylamine, tributylamine, 
pyridine, picoline and l,8-diazabicyclo[5.4.0]-7-undecene, of which amines are 
preferred, and triethylamine, pyridine and l,8-diazabicyclo[5.4.0]undec-7-ene are 
more preferred. 

The reaction temperature is from -20°C to 150°C, and preferably from 0°C to 
100°C. 
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The time required for the reaction is from 10 minutes to 48 hours, and preferably 
from 30 minutes to 12 hours is usually sufficient. 

Alternatively, as cyclic group A is a pyrazole or an imidazole group, when the 
nitrogen atom thereof is substituted with a substituent (the substituent is a group as 
defined in R 1 , R 2 and R 3 except a hydrogen atom), the desired substituent can be 
introduced according to a reaction similar to that described in Method B above. 

<Method C> 

Method C is an another method for preparing a compound of general formula (Id) 
wherein cyclic group A' is an imidazole group. 



NC 

R 2 -CHO 0 2 V S^T}- CH 3 



R 1 - 



(7) (9) 

*~ R 3 — N=CH-R 2 
(6) Step 6 (8 ) Step 7 R 



R 2 



R 3 



R 3 -NH 2 ► R 3 -N=CH-R 2 *~ 

(le) 



In the above formulae, R 1 , R 2 and R 3 are as defined above. 

In Step 6, an imine compound (8) is prepared by a dehydration condensation 
reaction of an amino compound (6) and an aldehyde compound (7). 

In Step 7, a compound (Ie) of the present invention is prepared by reacting the 
imine compound (8) with an isocyanide compound (9). 

Each of the reactions in Step 6 and Step 7 can be carried out according to the 
methods described in detail in WO 97/23479, WO 97/25046, WO 97/25047, WO 
97/25048, WO 95/02591 and J.L.Adams et al., Bioorg. Med. Chem. Lett., 8, 31 11- 
3116(1998). 

In the compound (I) of the present invention, a compound (If) wherein R 2 is a 
heteroaryl group containing at least one nitrogen atom and is substituted with a group 
of formula -NR a R b can be prepared by Method D below. 
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<Method D> 



U-R' 




NHR a R b 
(11) 



>-R 2 ' 
R b >A— R 3 



Step 8 



(10) 



(If) 



In the above formulae, A, R 1 , R 3 , R a and R b are as defined above, 
L' represents a leaving group, 

the group -R 2 -L'is a group consisting of a heteroaryl group, wherein said 
heteroaryl group has at least one nitrogen atom, and a leaving group (group L')(for 
example, 2-methanesulfonylpyrimidin-4-yl, 2-methanesulfonylpyridin-4-yl, etc.) and 

said heteroaryl group having at least one nitrogen atom is the same group defined 
in R 2 as a heteroaryl group having at least one nitrogen atom. 

The leaving group as defined for L' is a similar group to the leaving groups 
defined and exemplified above in the definition of L; a lower alkylsulfonyl group 
such as a methanesulfonyl, ethanesulfonyl, propanesulfonyl or butanesulfonyl group; 
or an arylsulfonyl group such as a benzenesulfonyl, p-toluenesulfonyl and p- 
nitrobenzenesulfonyl groups. Of these, preferred is a lower alkylsulfonyl group, and 
more preferred is a methanesulfonyl group. 

In Step 8, the compound (If) of the present invention is prepared by reacting a 
compound (10) with an amine compound (1 1) to replace the leaving group with a 
group of formula -NR a R b . This step is carried out using a procedure similar to that 
used in Step 5 above. 

The compounds which can be used as starting materials in Method A to Method D 
above, that is, the compounds (1), (3), (4), (5), (6), (7), (9) and (11), are either known 
compounds themselves or are compounds which are easily obtainable by treating 
known compounds according to known methods. The compound (10) can be easily 
synthesized from known compounds by carrying out similar reactions to those 
described in Method A to Method D above. 
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For example, concerning a compound (1): 
a compound wherein A is a benzene ring having three substituents R 4 can be 
synthesized according to the methods described in DJ. P. Pinto et al., Bioorg. Med. 
Chem. Lett., 6, 2907-2912 (1996), DJ.P. Pinto et aL, Bioorg. Med. Chem. Lett., 9, 
919-924 (1999), M.B. Norton et al., J. Med. Chem., 39, 1846-1856 (1996), 
WO 96/10012, WO 96/26921, WO 96/16934 and the like, 
a compound wherein A is a pyridine ring having two substituents R 4 can be 
synthesized according to the methods described in R.W. Friesen et al., Bioorg. Med. 
Chem. Lett., 8, 2777-2782 (1998) and the like, 

a compound wherein A is a pyridazine ring having one substituent R 4 or a pyrimidine 
ring having one substituent R 4 can be synthesized according to the methods described 
in WO 00/3 1065 and the like, 

a compound wherein A is a furan ring having one substituent R 4 can be synthesized 
according to the methods described USP 6048880 and the like, 
a compound wherein A is a thiophene ring having one substituent R 4 can be 
synthesized according to the methods described in WO 94/26731, Y. Leblanc et al., 
Bioorg. Med. Chem. Lett., 5, 2123-2128 (1995), S.R. Bertenshaw et al., Bioorg. Med. 
Chem. Lett., 5, 2919-2922 (1995), DJ.P. Pinto et al., Bioorg. Med. Chem. Lett., 6, 
2907-2912 (1996), WO 95/00501 and the like, 

a compound wherein A is a pyrazole ring having one substituent R 4 can be 
synthesized according to the methods described in WO 00/31063, WO 99/58523, 
WO 00/391 16, WO 95/31451 and the like, 

a compound wherein A is an imidazole ring having one substituent R 4 can be 
synthesized according to the methods described in I.K. Khanna et al., J. Med. Chem., 
40, 1634-1647 (1997), WO 93/14081, WO 97/23479, WO 97/25046, WO 97/25047, 
WO 97/25048, WO 95/02591, J.L. Adams et al., Bioorg. Med. Chem. Lett., 8, 31 1 1- 
31 16 (1998), and the like, 

a compound wherein A is an isoxazole ring can be synthesized according to the 
methods described in Japanese Patent Application Publication Number 2000-86657 
and the like, 
and 

a compound wherein A is an isothiazole ring can be synthesized according to the 
methods described in WO 95/00501 and the like. 
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Alternatively, the compound (3) can be prepared according to Methods E to I 
described below and the compound (5) can be prepared according to Method L 
described below. 




In the above formulae, B, L, R 5 and m are as defined above, and 
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R 6 and R 7 are the same or different from each other, and each represents a lower 
alkyl group as defined above or an aralkyl group as defined above. 

In Step 9, a cyclic amine diester compound (14) is prepared by the condensation of 
a cyclic amino acid ester compound (13) with a carboxylic acid ester compound (12) 
which has a leaving group (L). 

This reaction is usually carried out in a solvent in the presence or absence of a 
base. 

There is no particular restriction on the nature of the solvent to be employed, 
provided that it has no adverse effect on the reaction. Examples of suitable solvents 
which can be used include: alcohols such as methanol, ethanol, propanol and 
isopropanol; ethers such as diethyl ether, diisopropyl ether, tetrahydrofuran and 
dioxane; aprotic polar solvents such as dimethylformamide, dimethylacetamide and 
dimethyl sulfoxide; nitriles such as acetonitrile; esters such as methyl acetate and 
ethyl acetate; aromatic hydrocarbons such as benzene, toluene and xylene; and 
aliphatic hydrocarbons such as pentane, hexane and heptane. 

Examples of the base which can be used include: alkali metal alkoxides such as 
sodium methoxide, sodium ethoxide and potassium t-butoxide; alkali metal hydrides 
such as sodium hydride and lithium hydride; alkali metal hydroxides such as sodium 
hydroxide and potassium hydroxide; alkali metal carbonates such as sodium carbonate 
and potassium carbonate; and amines such as triethylamine, tributylamine, pyridine, 
picoline and l,8-diazabicyclo[5.4.0]-7-undecene. 

The reaction temperature is from -20°C to 150°C, and preferably from 0°C to 
100°C. 

The time required for the reaction is from 10 minutes to 48 hours, and preferably 
from 30 minutes to 12 hours is usually sufficient. 

Then, the cyclic amine diester compound (14) is converted into a keto ester 
compound (s) (compound (15) and/or compound (16)) using a Dieckmann reaction (in 
Step 10), and the product (s) thus obtained is/are then hydrolyzed and decarboxylated 
successively to prepare the desired cyclic aminoketone compound (s) (compound (17) 
and compound (18)) (in Steps 1 1 and 12). 



S:/Chcmical/Sankyo/FP0207/FP0207al 



P8569S/FP-0207(PCT)/coiTected pages/tsa-ig/1 6.07.03 



284 



The reactions in Steps 10 to 12 can be carried out according to the procedures 
described in J.R. Harrison et al., J. Chem. Soc, Perkin Trans. 1, 1999, 3623-3631, and 
for example, Steps 1 1 and 12 can be carried out as follows. 

The reactions of Steps 1 1 and 12 are usually carried out in the presence or absence 
of a solvent in the presence or absence of an acid or base. 

There is no particular restriction on the nature of the solvent to be employed, 
provided that it has no adverse effect on the reaction. Examples of suitable solvents 
include water, or a mixture of water and an organic solvent (examples of which 
include: aliphatic hydrocarbons such as pentane, hexane and heptane; aromatic 
hydrocarbons such as benzene, toluene and xylene; halogenated hydrocarbons such as 
dichloromethane, chloroform, carbon tetrachloride and dichloroethane; ethers such as 
diethyl ether, diisopropyl ether, tetrahydrofuran and dioxane; alcohols such as 
methanol, ethanol, propanol, isopropanol, butanol, s-butanol, isobutanol and t- 
butanol; aprotic polar solvents such as N,N-dimethylformamide, N,N- 
dimethylacetamide and dimethyl sulfoxide; nitriles such as acetonitrile; and esters 
such as methyl acetate and ethyl acetate), of which water, a mixture of water and an 
alcohol and a mixture of water and an ether are preferred. 

The acid to be used is not particularly limited provided that it is one that is usually 
used as an acid in hydrolysis reactions, and examples thereof include mineral acids 
such as hydrochloric acid, sulfuric acid and phosphoric acid; carboxylic acids such as 
formic acid, acetic acid, propionic acid and trifluoroacetic acid; and sulfonic acids 
such as methanesulfonic acid and ethanesulfonic acid, of which mineral acids and 
carboxylic acids are preferred, and hydrochloric acid, sulfuric acid, formic acid and 
acetic acid are more preferred. The hydrolysis reaction is accelerated by the addition 
of an acid. 

The base to be used is not particularly limited provided that it is one that is usually 
used as a base in hydrolysis reactions, and examples thereof include alkali metal 
hydrides such as sodium hydride and lithium hydride; alkali metal hydroxides such as 
sodium hydroxide and potassium hydroxide; alkali metal carbonates such as sodium 
carbonate and potassium carbonate; and amines such as triethylamine, tributylamine, 
pyridine, picoline and l,8-diazabicyclo[5.4.0]undec-7-ene. of which alkali metal 
hydroxides are preferred, and sodium hydroxide and potassium hydroxide are more 
preferred. 
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The reaction temperature is from -20°C to 150°C, and preferably from 0°C to 
100°C. 

The time required for the reaction is from 10 minutes to 48 hours, and preferably 
from 30 minutes to 12 hours is usually sufficient. 



<Method F> 

OR 10 

H 2 N-W-|^ ( 20) 
OR 11 




In the above formulae, R 5 is as defined above, 

R 8 and R 9 are the same or different from each other, and each represents a lower 
alkyl group as defined above or an aralkyl group as defined above, 

R 10 andR n are the same or different from each other, and each represents a lower 
alkyl group as defined above or R 10 and R 11 together form a lower alkylene group as 
defined above, 

W represents a lower alkylene group which is substituted with from 1 to 3 groups 
R 5 , said alkylene group optionally being interrupted by one or two atoms or groups 
selected from the group consisting of nitrogen atoms, oxygen atoms, sulfur atoms, 
>SO groups and >S0 2 groups, and 

the cyclic group containing W shown in general formulae (22) and (23) is a group 
which corresponds to the cyclic group B which is unsubstitited or is substituted with 
from 1 to 3 groups R 5 . 
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Step 13 and Step 14 can be conducted in a manner similar to the reactions 
described in detail in O. Pollet et al., Heterocycles, 43, 1391 (1996) or Anet et al., 
Austral. J. Scient. Res., <A>3, 635-640 (1950). 

<Method G> 




In the above formulae, B and R 5 are as defined above, 
R 12 represents an amino protecting group, 

Hal represents a halogen atom (preferably, it is a chlorine atom, bromine atom or 
iodine atom), and 

Y represents a halogenocarbonyl group (for example, -CO-C1, -CO-Br or -CO-I), a 
N-(lower alkoxy)-N-(lower alkyl)carbamoyl group (examples of such groups include 
N-methoxy-N-methylcarbamoyl, N-ethoxy-N-methylcarbamoyl and N-ethyl-N- 
methoxycarbamoyl groups) or a cyano group. 

The amino protecting group in the definition of R 12 can be any protecting group for 
an amino group which is commonly used in organic synthesis. Examples of suitable 
amino protecting groups include aliphatic acyl groups as defined and exemplified 
above, aromatic acyl groups as defined and exemplified above, silyl groups as defined 
and exemplified above, aralkyl groups as defined and exemplified above, 



S :/Chermcal/Sankyo/FP0207/FP0207s4 



P85695/FP-0207(PCT)/English translation (pt.4)/tsa-ig/03.07.03 



287 



alkoxycarbonyl groups as defined and exemplified above, alkenyloxycarbonyl groups 
as defined and exemplified above and aralkyloxycarbonyl groups as defined and 
exemplified above. 

In Step 15, an a,P-unsaturated ketone derivative (26) is prepared by reacting a 
cyclic amino acid derivative (24) with a Grignard reagent of an olefin compound (25). 
Reactions of this type are well known for the preparation of ketones from carboxylic 
acid derivatives and Grignard reagents, and any such reaction known can be 
employed; for example, it can be carried out using the procedures described in detail 
in H. R. Snyder et al., Org. Synth., Ill, 798 (1955); J. Cason et al., J. Org. Chem., 26, 
1768 (1961); G. H. Posner et al., J. Am. Chem. Soc, 94, 5106 (1972); and G. H. 
Posner, Org. React., 19, 1 (1972). 

Then, the nitrogen protecting group (R 12 ) in the a, P -unsaturated ketone derivative 
(26) is removed to afford a deprotected intermediate (27) (in Step 16), which is then 
cyclized (in Step 17) to give the desired cyclic aminoketone compound (28). In Step 
1 6, the deprotection reaction employed can be any which is conventionally used in 
organic synthesis (examples of which are described in T.W.Greene et al., Protective 
Groups in Organic Synthesis, John Willey & Sons, Inc.). Preferably, the deprotection 
reaction is conducted under neutral or acidic conditions. After the deprotection 
reaction, the resulting product (27) cyclizes immediately to give the desired 
aminoketone compound (28). In Step 16, when the deprotection reaction is conducted 
under acidic conditions, then the aminoketone compound (28) is prepared without 
further reaction by neutralizing the reaction mixture. 
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<Method H> 




In the above formulae, B, R 5 , R 12 and m are as defined above, and 
L represents a leaving group as defined for L, a lower alkylsulfonyl group as 
defined and exemplified above, an arylsulfonyl group as defined and exemplified 
above or a halogeno lower alkylsulfonyl group (examples of said group including 
trifluoromethanesulfonyl and pentafluoroethanesulfonyl groups). 

Steps 18 and 19 involve first removing the amino protecting group (R 12 ) from a 
ketone compound (29) having the leaving group to afford a deprotected intermediate 
(30), and then cyclizing said intermediate to produce the desired aminoketone 
compound (31). These steps can be carried out in a manner similar to the reactions 
described in Steps 16 and 17 above. 

The compound (29) used as the starting material in this method is either a known 
compound or it can be prepared from a known compound using known methods [for 
example, the methods described in S. W. Goldstein et al., J. Org. Chem., 57, 1179- 
1190 (1992); and B. Achille et al., J. Comb. Chem., 2, 337-340 (2000)]. 
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<Method I> 




In the above formulae, R 5 , R 12 and B are as defined above, 
R 13 represents a hydrogen atom or a carboxyl protecting group, and 
R 14 and R 15 are the same or different from each other, and each represents a 
hydrogen atom, a lower alkyl group as defined above or an aralkyl group as defined 
above, or R 14 and R 15 , together with the nitrogen atom to which they are attached, 
form a 5- or 6-membered heterocyclyl group which includes one ring nitrogen atom 
and which may optionally include one further heteroatom selected from oxygen, 
sulfur and nitrogen atoms; examples of such groups include piperidyl, piperazinyl, 
morpholinyl and thiomorpholinyl. 

The carboxyl protecting group in the definition of R 13 can be any protecting group 
for a carboxyl group which is commonly used in organic synthesis. Examples of 
suitable carboxyl protecting groups include lower alkyl groups as defined and 
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exemplified above, lower alkenyl groups as defined and exemplified above, and 
aralkyl groups as defined and exemplified above; preferred are lower alkyl groups as 
defined and exemplified above and aralkyl groups as defined and exemplified above. 

Steps 20 and 21 comprise first removing the protecting group (R 12 ) from a oc- 
ketoacid compound (32) having a leaving group to afford a deprotected intermediate 
(33), and then cyclizing said intermediate to produce the desired ketolactam 
compound (34). These steps can be carried out in a manner similar to the reactions 
described in Steps 16 and 17 above. 

In Step 22, a cyclic enaminolactam compound (36) is prepared by reacting the 
ketolactam compound (34) with a secondary amine compound (35). Any of the 
techniques conventionally used in the field of organic synthetic chemistry for the 
preparation of enamine derivatives can be employed. For example, the step can be 
carried out according to the procedure described in G.. Stork et aL, J. Am, Chem. Soc, 
85, 207 (1963) or as described below. 

The reaction is usually carried out in a solvent in the presence or absence of an 
acid. 

There is no particular restriction on the nature of the solvent to be employed, 
provided that it has no adverse effect on the reaction. Examples of suitable solvents 
include aliphatic hydrocarbons such as pentane, hexane and heptane; aromatic 
hydrocarbons such as benzene, toluene and xylene; halogenated hydrocarbons such as 
dichloromethane, chloroform, carbon tetrachloride and dichloroethane; ethers such as 
diethyl ether, diisopropyl ether, tetrahydrofuran and dioxane; alcohols such as 
methanol, ethanol, propanol, isopropanol, butanol, s-butanol, isobutanol and t- 
butanol; aprotic polar solvents such as N,N-dimethylformamide, N,N- 
dimethylacetamide and dimethyl sulfoxide; nitriles such as acetonitrile; and esters 
such as methyl acetate and ethyl acetate, of which ethers are preferred. 

The acid to be used is not particularly limited, and examples thereof include 
mineral acids such as hydrochloric acid, sulfuric acid, perchloric acid and phosphoric 
acid; and organic acids such as acetic acid, formic acid, oxalic acid, methanesulfonic 
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acid, p-toluenesulfonic acid, trifluoroacetic acid and trifluoromethanesulfonic acid. 
Of these, sulfuric acid, hydrochloric acid and p-toluensulfonic acid are preferred. 

The reaction of this step can be carried out efficiently by removing water produced 
during the reaction by using molecular sieves or a water separator (for example, a 
Dean Stark Water Separator which can be obtained from Aldrich). 

The reaction temperature is from -20°C to 150°C, and preferably from 0°C to 
100°C. 

The time required for the reaction is from 10 minutes to 48 hours, and preferably 
from 30 minutes to 12 hours is usually sufficient. 

In Step 23, a cyclic enamine compound (37) is produced by reducing the cyclic 
enaminolactam compound (36). Any of the techniques conventionally used in the 
field of organic synthetic chemistry for performing reduction reactions can be 
employed. For example, the reduction can be carried out according to the procedures 
described in S. Cortes et al.,J. Org. Chem., 48, 2246 (1983); Y. Tsuda et al., 
Synthesis, 652 (1977); H. C. Brown et al., J. Am. Chem. Soc, 86, 3566 (1964) and R. 
J. Sundberg et al., J. Org. Chem., 46, 3730 (1981), or alternatively, can be performed 
as described below. 

This reaction is usually carried out in a solvent in the presence of a reducing 
reagent. 

Examples of the reducing reagent to be employed include hydride reagents such as 
alkali metal borohydrides e.g. sodium borohydride and lithium borohydride, and 
aluminum hydrides e.g. lithium aluminum hydride and lithium triethoxyalumino 
hydride; a combination of a Lewis acid such as aluminum chloride, tin tetrachloride or 
titanium tetrachloride and a hydride reagent as defined above; and boron compounds 
such as diborane, of which lithium aluminium hydride is preferred. 

In the reduction reaction, non-polar solvents can be used, preferred examples of 
which include: aliphatic hydrocarbons such as pentane, hexane and heptane; aromatic 
hydrocarbons such as benzene, toluene and xylene; halogenated hydrocarbons such as 
dichloromethane, chloroform, carbon tetrachloride and dichloroethane; and ethers 
such as diethyl ether, diisopropyl ether, tetrahydrofiiran and dioxane, of which ethers 
are preferred. 
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The reaction temperature is from -20°C to 150°C, and preferably from 0°C to 
100°C. 

The time required for the reaction is from 10 minutes to 48 hours, and preferably 
from 30 minutes to 12 hours is usually sufficient. 

In Step 24, the desired cyclic aminoketone compound (38) is obtained by 
hydrolizing the cyclic enamine compound (37). This reaction is performed by 
bringing the cyclic enamine compound (37) into contact with water in the presence or 
absence of a solvent with or without the addition of an acid or base. 

There is no particular restriction on the nature of the solvent to be employed, 
provided that it has no adverse effect on the reaction. Examples of suitable solvents 
include water, or a mixture of water and an organic solvent (examples of which 
include: aliphatic hydrocarbons such as pentane, hexane and heptane; aromatic 
hydrocarbons such as benzene, toluene and xylene; halogenated hydrocarbons such as 
dichloromethane, chloroform, carbon tetrachloride and dichloroethane; ethers such as 
diethyl ether, diisopropyl ether, tetrahydrofuran and dioxane; alcohols such as 
methanol, ethanol, propanol, isopropanol, butanol, s-butanol, isobutanol and t- 
butanol; aprotic polar solvents such as N,N-dimethylformamide, N,N- 
dimethylacetamide and dimethyl sulfoxide; nitriles such as acetonitrile; and esters 
such as methyl acetate and ethyl acetate), of which water, a mixture of water and an 
alcohol and a mixture of water and an ether are preferred. 

The acid to be used is not particularly limited provided that it is one that is usually 
used as an acid in hydrolysis reactions, and examples thereof include mineral acids 
such as hydrochloric acid, sulfuric acid and phosphoric acid; carboxylic acids such as 
formic acid, acetic acid, propionic acid and trifluoroacetic acid; and sulfonic acids 
such as methanesulfonic acid and ethanesulfonic acid. The hydrolysis reaction is 
accelerated by the addition of an acid. Of these, hydrochloric acid, sulfuric acid and 
acetic acid are more preferred. 

The base to be used is not particularly limited provided that it is one that is usually 
used as a base in hydrolysis reactions, and examples thereof include alkali metal 
hydrides such as sodium hydride and lithium hydride; alkali metal hydroxides such as 
sodium hydroxide and potassium hydroxide; alkali metal carbonates such as sodium 
carbonate and potassium carbonate; and amines such as triethylamine, tributylamine, 
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pyridine, picoline and l,8-diazabicyclo[5.4.0]undec-7-ene. Of these, sodium 
hydroxide and potassium hydroxide are preferred. 

The reaction temperature is from -20°C to 150°C, and preferably from 0°C to 
100°C. 

The time required for the reaction is from 10 minutes to 48 hours, and preferably 
from 30 minutes to 12 hours is usually sufficient. 

The compound (36), which is an intermediate in the preparation of the cyclic 
aminoketone compound (38) can also be produced by Method J below. 



<Method J> 




In the above formulae, B, R 5 , R 6 , R 7 , R 14 and R 15 are as defined above, and 
R 16 represents a hydrogen atom or a carboxyl protecting group. 
The carboxyl protecting group in the definition of R 16 can be any protecting group 
for a carboxyl group which is commonly used in organic synthesis. Examples of 
suitable carboxyl protecting groups include lower alkyl groups as defined and 
exemplified above and aralkyl groups as defined and exemplified above. 
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In Step 25, an aminodiester compound (41) is produced by the reaction of a cyclic 
amino acid ester compound (39) with a malonic acid derivative (40) or a reactive 
derivative thereof. 

Any of the techniques conventionally used in the field of organic synthetic chemistry 
for amidation reactions can be employed, and this step can, for example, be carried 
out in the manner described in (a), (b) and (c) below. 

(a) When R 16 is a hydrogen atom, the reaction is conducted in a solvent in the 
presence of a condensing agent and in the presence or absence of a base. 

There is no particular restriction on the nature of the solvent to be employed, 
provided that it has no adverse effect on the reaction. Examples of suitable solvents 
include aliphatic hydrocarbons such as pentane, hexane and heptane; aromatic 
hydrocarbons such as benzene, toluene and xylene; halogenated hydrocarbons such as 
dichloromethane, chloroform, carbon tetrachloride and dichloroethane; ethers such as 
diethyl ether, diisopropyl ether, tetrahydrofuran and dioxane; alcohols such as 
methanol, ethanol, propanol, isopropanol, butanol, s-butanol, isobutanol and t- 
butanol; aprotic polar solvents such as N,N-dimethylformamide, N,N- 
dimethylacetamide and dimethyl sulfoxide; nitriles such as acetonitrile; esters such as 
methyl acetate and ethyl acetate; water; or a mixture of these solvents described 
above, of which halogenated hydrocarbons, ethers and esters are preferred and 
dichloromethane, tetrahydrofuran and ethyl acetate are more preferred. 

Any suitable condensing agent that is conventionally employed in such reactions 
can be employed, and examples include dicyclohexylcarbodiimide, l-ethyl-3-(3- 
dimethylaminopropyl)carbodiimide, N,N'-carbonyldiimidazole and the like. 

The base to be used is not particularly limited, and examples thereof include alkali 
metal alkoxides such as sodium methoxide, sodium ethoxide and potassium t- 
butoxide; alkali metal hydrides such as sodium hydride and lithium hydride; alkali 
metal hydroxides such as sodium hydroxide and potassium hydroxide; alkali metal 
carbonates such as sodium carbonate and potassium carbonate; and amines such as 
triethylamine, tributylamine, pyridine, picoline and l,8-diazabicyclo[5.4.0]undec-7- 
ene, of which amines are preferred, and triethylamine, pyridine and 1,8-diazabicyclo- 
[5.4.0]undec-7-ene are more preferred. 



S :/Chemical/Sankyo/FP0207/FP0207s4 



P85695/FP-0207(PCT)/English translation (pt.4)/tsa-ig/03. 07.03 



295 



The reaction temperature is from -20°C to 150°C, and preferably from 0°C to 
100°C. 

The time required for the reaction is from 10 minutes to 48 hours, and preferably 
from 30 minutes to 12 hours is usually sufficient. 

Alternatively, where R 16 is a hydrogen atom, the reaction can also be carried out 
by converting the compound (40) into a reactive derivative thereof followed by the 
procedure described in (c) below. 

(b) When R 16 is a carboxyl protecting group (preferably a lower alkyl group as 
defined above or an aralkyl group as defined above), the reaction is performed by 
heating in the presence or absence of a solvent. 

When the reaction is conducted in a solvent, the same solvent as that described in 
(a) can be used. The temperature for the reaction is between 30°C and 100°C, 
preferably between the range of ± 5°C of the boiling point of the solvent that is 
employed. Most preferably, the reaction is carried out by heating the reaction mixture 
under reflux. 

When a solvent is not used in this reaction, the desired compound is prepared by 
heating a mixture of the compounds (39) and (40). 

The reaction temperature is from 30°C to 150°C, and preferably from 50°C to 
120°C. 

The time required for the reaction is from 10 minutes to 48 hours, and preferably 
from 30 minutes to 12 hours is usually sufficient. 

(c) When a reactive derivative of a compound (40) is used, the reactive derivative can 
be an acid halide, a mixed acid anhydride, an activated ester, an active amide or the 
like, and the reaction is conducted in a solvent in the presence of a condensing agent 
and in the presence or absence of a base. 

The acid halide is prepared by the reaction of a compound (40) wherein R 16 is a 
hydrogen atom with a halogenation reagent (for example, thionyl chloride, oxalyl 
chloride or the like); the mixed acid anhydride is prepared by the reaction of a 
compound (40) wherein R 16 is a hydrogen atom with an acid halide (for example, 
methyl chlorocarbonate, ethyl chlorocarbonate or the like); the activated ester is 
prepared by the reaction of a compound (40) wherein R 16 is a hydrogen atom with a 
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compound containing a hydroxyl group (for example, N-hydroxysuccinimide, N- 
hydroxyphthalimide or the like) in the presence of a condensing agent such as those 
described in (a) above; and the active amide (for example, a Weinreb amide) is 
prepared by the reaction of a compound (40) wherein R 16 is a hydrogen atom with an 
N-(lower alkoxy)-N-(lower alkyl)hydroxylamine (for example, N-methoxy-N- 
methylhydroxylamine or the like) in the presence of a condensing agent such as those 
described in (a) above. Each of these reactions described can be conducted under 
reaction conditions usually used in organic synthetic chemistry for such reactions. 

With regard to the solvent, condensing agent and base, the solvents, condensing 
agents and bases described in (a) above can be used. 

The reaction temperature is from -20°C to 150°C, and preferably from 0°C to 
100°C. 

The time required for the reaction is from 10 minutes to 48 hours, and preferably 
from 30 minutes to 12 hours is usually sufficient. 

In Steps 26 and 27, a ketolactam compound (43) is prepared by first executing a 
Dieckman reaction on the amido diester compound (41) to afford a ketolactam ester 
compound (42), followed by the performance of hydrolysis and decarboxylation 
reactions on the product thus obtained. These steps can be conducted in a manner 
similar to that described in Steps 10 and 1 1 above. 

In step 28, the cyclic enaminolactam compound (36) is prepared by the reaction of 
the ketolactam compound (43) with the secondary amine compound (35), and the 
reaction is carried out in a manner similar to that described in Step 22 above. 

The compound (42), which is an intermediate in Method J described above, can 
also be synthesized by Method K below. 
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<Method K> 




► (42) 

Step 30 

In the above formulae, B, R 5 , R 7 and R 16 are as defined above. 

In Step 29, an amido monoester compound (45) is prepared by the reaction of a 
cyclic amino acid compound (44) with a malonic acid derivative (40) or a reactive 
derivative thereof. This step is carried out in a manner similar to that described in (a), 
(b) and (c) of Step 25 above. 

In Step 30, the keto lactam ester compound (42) is prepared by the intramolecular 
condensation of a carboxyl group and an active methylene group of the amido 
monoester compound (45). In this step, the compound (45) is either used in 
underivatised form or after first being converted into a reactive derivative thereof. 

(a) When the compound (45) is used in underivatised form, the reaction is conducted 
in a solvent in the presence of a condensing agent and with or without a base. 

There is no particular restriction on the nature of the solvent to be employed, 
provided that it has no adverse effect on the reaction. Examples of suitable solvents 
include halogenated hydrocarbons such as dichloromethane, chloroform, carbon 
tetrachloride and dichloroethane; ethers such as diethyl ether, diisopropyl ether, 
tetrahydrofuran and dioxane; alcohols such as methanol, ethanol, propanol, 
isopropanol, butanol, s-butanol, isobutanol and t-butanol; aprotic polar solvents such 
as N,N-dimethylformamide, N,N-dimethylacetamide and dimethyl sulfoxide; nitriles 
such as acetonitrile; esters such as methyl acetate and ethyl acetate; water; or a 
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mixture of these solvents described above, of which halogenated hydrocarbons, ethers 
and esters are preferred and dichloromethane, tetrahydrofiiran and ethyl acetate are 
more preferred. 

Any suitable condensing agent that is conventionally employed in such reactions 
can be employed, and examples include dicyclohexylcarbodiimide, l-ethyl-3-(3- 
dimethylaminopropyl)carbodiimide, N,N'-carbonyldiimidazole and the like. 

The base to be used is not particularly limited, and examples thereof include alkali 
metal alkoxides such as sodium methoxide, sodium ethoxide and potassium t- 
butoxide; alkali metal hydrides such as sodium hydride and lithium hydride; alkali 
metal hydroxides such as sodium hydroxide and potassium hydroxide; alkali metal 
carbonates such as sodium carbonate and potassium carbonate; and amines such as 
triethylamine, tributylamine, pyridine, picoline and l,8-diazabicyclo[5.4.0]undec-7- 
ene, of which amines are preferred, and triethylamine, pyridine and 1,8-diazabicyclo- 
[5.4.0]undec-7-ene are more preferred. 

The reaction temperature is from -20°C to 150°C, and preferably from 0°C to 
100°C. 

The time required for the reaction is from 10 minutes to 48 hours, and preferably 
from 30 minutes to 12 hours is usually sufficient. 

(b) When the compound (45) is used after first being converted into a reactive 
derivative, examples of the reactive derivative include acid halides, mixed acid 
anhydrides, activated esters, active amides and the like. 

The acid halides are prepared by the reaction of the compound (45) with a 
halogenation reagent (for example, thionyl chloride, oxalyl chloride or the like); the 
mixed acid anhydride is prepared by the reaction of the compound (45) with an acid 
halide (for example, methyl chlorocarbonate, ethyl chlorocarbonate or the like); the 
activated ester is prepared by the reaction of the compound (45) with a compound 
containing a hydroxyl group (for example, N-hydroxysuccinimide, N- 
hydroxyphthalimide or the like) in the presence of a condensing agent such as those 
described in (a) above; and the active amide (for example, Weinreb amide) is 
prepared by the reaction of the compound (45) with a N-(lower alkoxy)-N-(lower 
alkyl)hydroxylamine (for example, N-methoxy-N-methylhydroxylamine or the like) 
in the presence of a condensing agent such as those described in (a) above. Each of 
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these reactions described above can be conducted employing reaction conditions 
conventionally employed in organic synthetic chemistry for such reactions. 

The cyclization of said reactive derivative is usually carried out in a solvent in the 
presence or absence of a base. 

With regard to the solvent, condensing agent and base, the solvents, condensing 
agents and bases described in (a) above can be used. 

The reaction temperature is from -20°C to 150°C, and preferably from 0°C to 
100°C. 

The time required for the reaction is from 10 minutes to 48 hours, and preferably 
from 30 minutes to 12 hours is usually sufficient. 



<Method L> 



o=(hJ) 

(3) 



— ho-(h^ 

Tautomerism — 
(3') 



Step 31 



L— (S/) 
(5a) 



Step 32 



Reduction 



HO-(^Hy) 



Step 33 



(46) 



L-H® 
(5b) 



In the above formulae, Hy, H/ and L are as defined above. 

In Step 31, a compound (5a) is prepared by converting a hydroxyl group of a 
compound (3'), which is a tautomer of the heterocyclyl (3), into a leaving group. This 
step is carried out by reacting the compound (3') with a halogenation reagent (for 
example, a fluorination reagent such as (diethylamino)sulfur trifluoride (DAST); a 
chlorination reagent such as thionyl chloride, phosphorus trichloride, phosphorus 
pentachloride, phosphorus oxychloride and triphenylphosphine/carbon tetrachloride; a 
bromination reagent such as hydrobromic acid, thionyl bromide, phosphorus 
tribromide and triphenylphosphine/carbon tetrabromide; or an iodination reagent such 
as hydriodic acid and phosphorus triiodide), a sulfonyl halide (for example, 
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methanesulfonyl chloride and p-toluenesulfonyl chloride) or a sulfonic anhydride (for 
example, trifluoromethanesulfonic anhydride). 

In Step 32, a heterocyclyl alcohol (46) is produced by reducing the heterocyclyl 
ketone (3). The reaction is carried out by a reduction reaction using a reducing reagent 
(examples of the reducing reagent to be employed include hydride reagents such as 
alkali metal borohydrides e.g. sodium borohydride and lithium borohydride; 
aluminum hydrides e.g. lithium aluminum hydride and lithium triethoxyalumino 
hydride; sodium telluride hydride; and organic aluminium hydrides e.g. 
diisobutylaluminum hydride and di(methoxyethoxy)aluminum sodium dihydride) or 
catalytic reduction. 

The reaction can be carried out according to the methods described in detail in J. 
Dale, J. Chem. Soc, 910 (1961) and F.G. Bordwell et al., J. Org. Chem., 33, 3385 
(1968). 

In Step 33, the compound (5b) is prepared by converting a hydroxyl group of the 
heterocyclyl alcohol (46) into a leaving group. This step is carried out in a manner 
similar to that described in Step 3 1 . 

The substituent R 3 , which is one of the components of the compound of general 
formula (I), can be substituted with various substituents (R 5 ). The substituents R 5 can 
be converted into other substituents in each of the steps described above. The 
substituent R 5 can, for example, be converted as illustrated below employing 
conventional organic synthetic methods. 
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In the above formulae, R a , R b and Hal have the same meanings as defined above, 

R 17 represents a lower alkyl group as defined above, a halogeno lower alkyl group 
as defined above, an aryl group or an aryl group which is substituted with one or more 
substituents selected from Substituent group a and Substituent group P, 

groups R 18 are the same or different from each other, and each represents a lower 
alkyl group as defined above or a halogeno lower alkyl group as defined above, or the 
two groups R 18 can together form a lower alkyl ene group, 

R 19 represents a lower alkyl group as defined above, 

R 20 represents a hydrogen atom or a lower alkyl group as defined above, and 
R 21 represents a lower alkyl group, a lower alkenyl group, a lower alkynyl group, 
an aralkyl group, a cycloalkyl group, a lower alkyl group which is substituted with 
one or more substituents selected from Substituent group a, a lower alkenyl group 
which is substituted with one or more substituents selected from Substituent group a 
or a lower alkynyl group which is substituted with one or more substituents selected 
from Substituent group a, as defined in the definition of Substituent group P, or an 
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aryl group or an aryl group which is substituted with one or more substituents selected 
from Substituent group a and Substituent group p. 

Furthermore, when R 5 is a halogen atom, a hydroxyl group, a cyano group or a 
lower alkylsulfonyl group, R 5 can be converted into a hydrogen atom by the formation 
of a double bond, followed by the reduction of said double bond using conventional 
methods as illustrated below. 

"1 v 5 1v r5 . iv RS 

K- — " p ' p 

In the above formulae, R 5 has the same meaning as defined above, and R 5a 
represents a halogen atom, a hydroxyl group, a cyano group or a lower alkylsulfonyl 
group. 

Where R 5 represents a lower alkylidenyl group or an aralkylidenyl group, such a 
compound can be prepared from the corresponding oxo derivative as shown below. 
Subsequently, the alkylidenyl or aralkylidenyl compound can be converted to the 
corresponding alkyl-substituted compound or aralkyl-substituted compound: 




In the above formulae, R and R are the same or different from each other, and 
each represents a hydrogen atom, a lower alkyl group as defined above, an aryl group 
as defined above or an aralkyl group as defined above. 

Alternatively, for the cyclic aminoketone compounds (38) obtained according to 
Method I, cyclic aminoketone compounds having optical activity are preferably 
prepared by Method M described below. 
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<Method M> 




In the above formulae, R 5 , R 7 , R 14 , R 15 , R 16 and B have the same meanings as 
defined above, 

R 24 , R 25 and R 26 are the same or different from each other and each represents one 
group selected from the groups defined in R 5 , and 
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the configuration based on carbon atom which is marked by * represents S or R, and 
the configuration based on the carbon atom which is marked by * in compound (47) is 
retained through all the Steps (namely in Steps 34 to 39). 

Each of Steps 34, 35, 36, 37, 38 and 39 can be carried out according to Steps 25, 
30, 1 1, 22, 23 and 24 described above. 

By the reaction according to the present Method, substantially pure optically active 
substance (optical activity is about 99% ee to 100% ee) of general formula (53) is 
prepared. 

The cyclic aminoketone compound (53) having optical activity is used as the 
heterocyclyl ketone (3) in Method A above in the preparation of compounds of 
general formula (I), and also is used as a synthetic intermediate of compounds which 
are disclosed in WO 00/00490. Alternatively, compounds disclosed in EP 1070711 
can be prepared by using pyrrole derivatives which correspond to brominated cyclic 
compounds (2) and cyclic aminoketone compounds(53) having optical activity 
according to a reaction similar to that described in Step 2 (if desired, in Steps 3 and/or 
4) above. 

After completion of each of the reactions, the desired compound may be isolated 
from the reaction mixture in a conventional manner. For example, it can be obtained 
by neutralizing the reaction mixture as needed, removing insoluble matters by 
filtration, if any are present, adding organic solvents which are not miscible with each 
other, such as water and ethyl acetate, washing with water or the like, separating the 
organic layer containing the desired compound, drying it over anhydrous magnesium 
sulfate or the like and then distilling off the solvent. 

The compound thus obtained can, if necessary, be isolated and purified by a 
conventional method such as recrystallization or reprecipitation or procedures that are 
usually used for the isolation and purification of the organic compounds. Examples of 
the procedures mentioned above include adsorption column chromatography using a 
carrier such as silica gel, alumina or magnesium-silica gel type Florisil, 
chromatography using a synthetic adsorbent, for example, partition column 
chromatography using a carrier such as Sephadex LH-20 (product of Pharmacia Co., 
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Ltd.), Amberlite XAD-1 1 (product of Rohm & Haas Co., Ltd.) or Diaion HP-20 
(product of Mitsubishi Chemical Corporation), ion exchange chromatography and 
normal-phasereverse-phase column chromatography (high-performance liquid 
chromatography is preferred) using a silica gel or alkylated silica gel. If necessary, 
these techniques can be used in combination to isolate and purify the desired 
compound by elution with appropriate solvent. 



The compounds of the present invention exhibit excellent inhibitory activity 
against the production of inflammatory cytokines. Consequently, they are effective as 
a medicament, particularly as an agent for the prophylaxis or treatment of diseases 
mediated by inflammatory cytokines. Examples of such a medicament include 
analgesics, anti-inflammatory drugs and virucides, and agents for the prophylaxis or 
treatment of chronic rheumatoid arthritis, osteoarthritis, allergic diseases, asthma, 
septicaemia, psoriasis, osteoporosis, autoimmune diseases (e.g. systemic lupus 
erythematosus, ulcerative colitis and Crohn's disease), diabetes, nephritis, hepatitis, 
cancer, ischemic heart disease, Alzheimer's disease and arteriosclerosis. Of these, the 
compounds of the present invention are particularly useful as analgesics and anti- 
inflammatory drugs and as agents for the prophylaxis or treatment of chronic 
rheumatism, osteoarthritis, allergic diseases, septicaemia, psoriasis, osteoporosis, 
ulcerative colitis, diabetes, hepatitis and arteriosclerosis. 

The compounds of formula (I) and pharmacologically acceptable salts, esters and 
other derivatives thereof according to the present invention can be administered by a 
number of different routes. Examples of these administration routes include oral 
administration in the form of tablets, capsules, granules, powders or syrups and 
parenteral administration in the form of injections or suppositories. Such 
formulations can be prepared in a known manner by using additives (i.e., carriers) 
such as excipients, lubricants, binders, disintegrators, stabilizers, corrigents and 
diluents. 

Examples of suitable excipients include: organic excipients, examples of which 
include sugar derivatives such as lactose, sucrose, dextrose, mannitol and sorbitol, 
starch derivatives such as corn starch, potato starch, a-starch, dextrin and 
carboxymethyl starch, cellulose derivatives such as crystalline cellulose, low- 
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substituted hydroxypropylcellulose, hydroxypropylmethylcellulose, 
carboxymethylcellulose, calcium carboxymethylcellulose and sodium internally- 
crosslinked carboxymethylcellulose, gum arabic, dextran and pullulan; and inorganic 
excipients, examples of which include silicate derivatives such as soft silicic acid 
anhydride, synthetic aluminum silicate and magnesium aluminometasilicate, 
phosphates such as calcium phosphate, carbonates such as calcium carbonate, and 
sulfates such as calcium sulfate. 

Examples of suitable lubricants include: stearic acid; metal salts of stearic acid 
such as calcium stearate and magnesium stearate; talc; colloidal silica; waxes such as 
bee gum and spermaceti; boric acid; adipic acid; sulfates such as sodium sulfate; 
glycol; fumaric acid; sodium benzoate; DL-leucine; sodium salts of an aliphatic acid; 
lauryl sulfates such as sodium lauryl sulfate and magnesium lauryl sulfate; silicic acid 
derivatives such as silicic anhydride and silicic acid hydrate; and starch derivatives 
exemplified above as examples of suitable excipients. 

Examples of suitable binders include polyvinylpyrrolidone, Macrogol™ and 
compounds similar to those exemplified above as suitable excipients. 

Examples of suitable disintegrators include compounds similar to those 
exemplified above as suitable excipients and chemically modified starch or cellulose 
derivatives such as sodium cross carmellose, sodium carboxymethyl starch and 
crosslinked polyvinylpyrrolidone. 

Examples of suitable stabilizers include: paraoxybenzoate esters such as 
methylparaben and propylparaben; alcohols such as chlorobutanol, benzyl alcohol and 
phenylethyl alcohol; benzalkonium chloride; phenol derivatives such as phenol and 
cresol; thimerosal; dehydroacetic acid; and sorbic acid. 

Examples of suitable corrigents include sweeteners, acidifiers and flavors 
commonly employed for this purpose. 

The dose of the compound of formula (I) or a pharmacologically acceptable salt, 
ester or other derivative thereof according to the present invention will vary 
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depending on a variety of factors including the condition to be treated, the age of the patient 
(human) and the administration route. When administered orally, it is administered to an 
adult (human) in an amount of 0. 1 mg (preferably 0.5 mg) a day as a lower limit and 2000 mg 
(preferably 500 mg) a day as an upper limit. It can be administered in from one to several 
portions depending on the condition of the patient. When administered intravenously, it is 
administered to an adult (human) in an amount of 0.01 mg (preferably 0.05 mg) a day as a 
lower limit and 200 mg (preferably 50 mg) a day as an upper limit. It can be administered in 
from one to several portions depending on the condition of the patient. The above dosage 
ranges are based on an adult human. The dosage range for mammals who differ in weight 
from an adult human would be proportional to the respective average weight of an adult 
human and a non-human mammal. 



The present invention is further illustrated in detail by the following Examples, Reference 
examples and test examples. The scope of the present invention is not limited by these 
examples. 
[Example] 
[Example 1] 

(±H-(4-FluorophCT^ 
(Exemplification compound number 13-15) 

0 (±V7-Amino-l,2,3 < 5.6,7.8,8a-octahvdroindolizine 

(±)-l,2,3,5,6,7,8,8a-Octahydroindolizin-7-one (5.0 g, 35.9 mmol) was dissolved in a 
solution of 2M ammonia/ethanol (54 ml, 108 mmol calculated in terms of ammonia). The 
resulting solution was stirred at room temperature in an atmosphere of hydrogen in the 
presence of 10% palladium on charcoal (500 mg) for 4 hours. At the end of this time, the 
reaction mixture was filtered to remove the catalyst and the filtrate was concentrated by 
evaporation under reduced pressure, to give the title compound (4.91 g) as a colorless oil 
(yield 98 %). 

'H-Nuclear magnetic resonance spectrum (500 MHz, CDC1 3 ) 8 ppm: 

3.15-3.04 (2H, m), 2.72-2.64 (1H, m), 2.10-2.00 (3H, m), 1.91-1.49 (6H, m), 1.47-1.33 

(3H,m), 1.06-0.99 (1H, m). 

2 > (±)-7^Pyridin-4-vnmethv leneamino-L2,3,5.6 < 7.8.8a-octahvdroindolizine 
(±)-7-Amino-l,2,3,5,6,7,8,8a-octahydroindolizine (4.91 g (35.0 mmol), prepared as 
described in 1)) was dissolved in toluene (95 ml). To the solution were added 4- 
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formylpyridine (334 ml, 35.0 mmol) and anhydrous magnesium sulfate (3.75 g, 31.2 
mmol), and the resulting mixture was stirred at 70 °C for 3 hours. At the end of this 
time, the reaction mixture was filtered to remove the catalyst and the filtrate was 
concentrated by evaporation under reduced pressure, to give the title compound (8.08 
g) as a pale yellow oil (yield quantitative). 

! H-Nuclear magnetic resonance spectrum (400 MHz, CDCI3) 6 ppm: 

8.90 (2H, d, J=6Hz), 8.32 (1H, s), 7.71 (2H, d, J=6Hz), 3.15-3.02 (3H, m), 2.71-2.62 

(1H, m), 2.18-1.34 (9H, m), 1.08-0.98 (1H, m). 

3) (±V4-r4-FluorophenvlV5-fovrid^ 
7-vl)imidazole 

a-(p-Toluenesulfonyl)-4-fluorobenzylisocyanide (10.1 g, 34.9 mmol) and (±)-7-(4- 
pyridylmethyleneamino)-l,2,3,5,6,7,8,8a-octahydroindolizine (8.0 g (34.9 mmol), 
prepared as described in 2)) were dissolved in dichloromethane (150 ml). To the 
solution was added l,8-diazabicyclo[5.4.0]-7-undecene (5.22 ml, 34.9 mmol), and the 
resulting mixture was stirred at room temperature for 2 hours. At the end of this time, 
the reaction mixture was concentrated by evaporation under reduced pressure. To the 
residue was added a saturated aqueous solution of sodium hydrogencarbonate and this 
was extracted with ethyl acetate. The organic layer was washed with water, dried over 
anhydrous sodium sulfate and the solvent was removed by distillation under reduced 
pressure. The residue was purified by column chromatography through silica gel 
(eluent, ethyl acetate : methanol : isopropylamine = 20 : 1 : 1), to give the title 
compound (1.87 g) as a pale yellow powder (yield 14 %). 
m.p. 187- 189 °C 

^-Nuclear magnetic resonance spectrum (500 MHz, CDCI3) 5 ppm: 
8.73 (2H, d, J=3Hz), 7.78 (1H, s), 7.35 (2H, dd, J=9Hz, 5Hz), 7.24 (2H, d, J=3Hz), 
6.92 (2H, t, J=9Hz), 3.82-3.73 (1H, m), 3.18-3.14 (1H, m), 3.08-3.05 (1H, m), 2.18- 
1.96 (5H, m), 1.90-1.82 (3H, m), 1.77-1.71 (2H, m), 1.53-1.44 (1H, m). 

[Example 2] 

(±V5-(4-FluorophenvlV3-(7-hvdroxv-L2J.5,6J.8,8a-octahvdroindolizin-7-vn-4- 
(pyridin-4-vl > >pvrazole (Exemplification compound number 9-23) 
1) 3-Bromo-5-(4-fluorophenvlV4-(pvridin-4-vl)pyrazole 
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5-(4-Fluorophenyl)-4-(pyridin-4-yl)pyrazole (6.0 g (25 mmol), prepared as 
described in WO 00/31063) was dissolved in dimethylformamide (60 ml). To the 
solution was added N-bromosuccinimide (8.93 g, 50 mmol), and the resulting mixture 
was stirred at room temperature for 3 days. At the end of this time, water was added 
to the reaction mixture, and the precipitated crystals were collected by filtration and 
washed with diethyl ether, to give the title compound (5.73 g) as a white powder 
(yield 72 %). 

^-Nuclear magnetic resonance spectrum (400 MHz, CDCl 3 -DMSO-d 6 ) 5 ppm: 

8.56 (2H, d, J=5Hz), 7.33 (2H, dd, J=8Hz, 5Hz), 7.24 (2H, d, J=5Hz), 7.05 (2H, t, 
J=8Hz). 

2) (±V5-(4-Fluorophenviy3-(7-h^^ 
4-(pyridin-4-vl > )pvrazole 

3-Bromo-5-(4-fluorophenyl)-4-(pyridin-4-yl)pyrazole (3.18 g (10 mmol), prepared 
as described in 1)) was dissolved in tetrahydrofuran (32 ml). To the solution was 
added a solution of 1.6 M butyl lithium/hexane (13.75 ml, 13.75 mmol) at -78 °C, 
and the resulting mixture was stirred for 10 minutes. To the mixture was added 
l,2,3,5,6,7,8,8a-octahydroindolizin-7-one (1.53 g, 11 mmol) at -78 °C, and the 
resulting mixture was stirred first at -78 °C for 2 hours, then at room temperature for 
1 hour. At the end of this time, the reaction mixture was added to a saturated aqueous 
solution of sodium hydrogencarbonate and extracted with ethyl acetate. The organic 
layer was washed with water, dried over anhydrous sodium sulfate and the solvent 
was removed by distillation under reduced pressure. The residue was purified by 
column chromatography through silica gel (eluent, ethyl acetate : methanol : 
isopropylamine = 20 : 1 : 1), to give the title compound (830 mg) as a pale yellow 
powder (yield 22 %). 
m.p. 180-181 °C 

^-Nuclear magnetic resonance spectrum (500 MHz, CDCI3) 5 ppm: 

8.57 (2H, d, J=6Hz), 7.23 (2H, d, J=6Hz), 7.19 (2H, dd, J=9Hz, 5Hz), 6.94 (2H, t, 
J=9Hz), 3.04-2.99 (1H, m), 2.96-2.90 (1H, m), 2.42-2.36 (1H, m), 2.31-2.24 (1H, m), 
2.28-1.99 (3H, m), 1.84-1.65 (6H, m), 1.36-1.30 (1H, m). 

[Example 3] 
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(±)-5-(4-FluorophenylV3-n^ 

yQpvrazole (Exemplification compound number 7-1) 

The compound prepared as described in Example 2 (720 mg, 1.90 mmol) was 
dissolved in concentrated hydrochloric acid (14 ml). The resulting solution was heated 
under reflux for 8 hours. At the end of this time, the reaction mixture was neutralized 
with an aqueous solution of 1 N sodium hydroxide, and extracted with ethyl acetate. 
The organic layer was washed with water, dried over anhydrous sodium sulfate and 
the solvent was removed by distillation under reduced pressure. The residue was 
purified by column chromatography through silica gel (eluent, ethyl acetate : 
methanol : isopropylamine =10:1:1), to give the title compound (Rf=0.45, 255 mg) 
as a white powder (yield 37 %). 
m.p. 225 - 230 °C 

l H-Nuclear magnetic resonance spectrum (500 MHz, CDC1 3 ) 5 ppm: 
8.54 (2H, d, J=6Hz), 7.29 (2H, dd, J=9Hz, 5Hz), 7.15 (2H, d, J=6Hz), 6.99 (2H, t, 
J=9Hz), 5.90 (1H, s), 3.64-3.59 (1H, m), 3.28-3.24 (1H, m), 2.90-2.85 (1H, m), 2.40- 
2.35 (1H, m), 2.28-2.15 (3H, m), 2.02-1.89 (2H, m), 1.82-1.75 (1H, m), 1.49-1.41 
(1H, m). 

[Example 4] 

(±V5-(4-FluorophenvlV3-q.23.5,6,8a-hexahvdroindolizin-7-vlV4-(pvridin-4^ 
vDpyrazole (Exemplification compound number 1-307) 

The title compound (Rf=0.30 mg) was obtained as a pale yellow powder (yield 27 
%) by column chromatography through silica gel carried out in Example 3. 
m.p. 204 - 208 °C 

^-Nuclear magnetic resonance spectrum (500 MHz, CDCI3) 5 ppm: 
8.54 (2H, d, J=6Hz), 7.28 (2H, dd, J=9Hz, 5Hz), 7.15 (2H, d, J=6Hz), 7.00 (2H, t, 
J=9Hz), 5.87 (1H, s), 3.32-3.26 (1H, m), 3.02-2.98 (1H, m), 2.92-2.88 (1H, m), 2.78- 
2.68 (2H, m), 2.46-2.38 (1H, m), 2.23-2.17 (1H, m), 2.01-1.74 (3H, m), 1.50-1.41 
(1H, m). 

[Example 5] 

(±)-5-(4-FluorophenvlV3-rL23.5,6>7,8,8a-octahvdroindolizin-7-vn-4-rpyridin-4- 
vDpvrazole 
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The compound (50 mg (0.14 mmol), prepared as described in Example 3) was 
dissolved in methanol (4 ml). The resulting solution was stirred at 50 °C in an 
atmosphere of hydrogen in the presence of 10 % palladium hydroxide on charcoal (40 
mg) for 4 hours. At the end of this time, the reaction mixture was filtered to remove 
the catalyst and the filtrate was concentrated by evaporation under reduced pressure. 
The residue was washed with diethyl ether, to give the title compound (27 mg) as a 
white powder (yield 53 %). 
m.p.242-243 °C 

^-Nuclear magnetic resonance spectrum (500 MHz, CDCI3) 6 ppm: 

8.59 (2H, d, J=6Hz), 7.31 (2H, dd, J=9Hz, 5Hz), 7.11 (2H, d, J=6Hz), 6.99 (2H, t, 

J=9Hz), 3.23-3.18 (1H, m), 3.15-3.08 (1H, m), 2.88-2.79 (1H, m), 2.17-1.42 (11H, 

m). 



[Example 6] 

(Sy5-(4-FluorophenvlV3-^ 

vDpyrazole (Exemplification compound number 7-1) 

Following a procedure similar to that described in Example 2 - 2), but using (S)- 
l,2,3,5 ? 6,7,8,8a-octahydroindolizin-7-one instead of (±)-l,2,3,5,6,7,8,8a- 
octahydroindolizin-7-one, the resulting product was subjected to a dehydration 
reaction as described in Example 3 and then treated by column chromatography 
through silica gel (eluent, ethyl acetate : methanol : isopropylamine = 10 : 1 : 1), to 
give the title compound (Rf=0.45, 980 mg) as a pale yellow powder (yield 6 %). 
m.p.209-214°C 

^-Nuclear magnetic resonance spectrum (400 MHz, DMSO-d 6 ) 6 ppm: 
13.40-13.10 (1H, br.s), 8.52 (2H, m), 7.28 (2H, m), 7.24-7.16 (4H, m), 5.79-5.50 (1H, 
br.s), 3.44-3.29 (2H, m), 3.05 (1H, m), 2.72-2.62 (1H, br.s), 2.51-1.90 (4H, m), 1.73- 
1.64 (2H, m), 1.34-1.25 (1H, m). 



[Example 7] 

(SV5-(4-FluorophenvlV3-(L23,5.6.8a-hexahvdroindolizin-7-vl)-4-rpvridin-4- 
vDpyrazole (Exemplification compound number 1-307) 
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The title compound (Rf=0.30 mg, 830 mg) was obtained as a pale yellow powder 
(yield 5 %) during the column chromatography through silica gel carried out in 
Example 6. 
m.p. 198-202 °C 

l H-Nuclear magnetic resonance spectrum (400 MHz, DMSO-de) 8 ppm: 
13.23 (1H, br.s), 8.52-8.51 (2H, m), 7.31-7.27 (2H, m), 7.19-7.14 (4H, m), 5.63-5.62 
(1H, br.s), 3.17-3.16 (1H, br.s), 2.93-2.87 (1H, m), 2.80-2.74 (1H, m), 2.68-2.61 (1H, 
m), 2.57-2.50 (1H, m), 2.38-2.33 (1H, m), 2.16-2.08 (1H, m), 1.85-1.57 (3H, m), 
1.28-1.19 (1H, br.s). 

[Example 8] 

(S)-2-(4-Fluorophenyl)-4-(l,2,3,5,8,8a-hexahydroindolizin-7-yl)-3-(pyridin-4- 
yl)thiophene (Exemplification compound number 12-1) 

1) 5-EthoxYcarbonYl-2-r4-fluorophenyl)-3-(pvridin-4-vl > )thiophene 
Phosphorus oxychloride (7.9 ml, 85 mmol) was added to dimethylformamide 
(17.04 ml, 220 mmol) dropwise under ice cooling. The resulting mixture was stirred 
at room temperature for 1 hour. The mixture was then added dropwise under ice 
cooling to a solution of l-(4-fluorophenyl)-2-(pyridin-4-yl)ethanone (21.5 g (100 
mmol), prepared as described in T.F. Gallagher et al., Bioorg. Med. Chem., 5, 49-64 
(1997)) dissolved in a mixed solution of dimethylformamide (140 ml) and 
dichloromethane (280 ml). The resulting mixture was stirred at 50 °C for 2 hours. At 
the end of this time, the reaction mixture was cooled to room temperature, water was 
added, adjusted to pH 9 to 10 by adding an aqueous solution of 6 N sodium hydroxide 
and then extracted with dichloromethane. The organic layer was washed with water, 
dried over anhydrous magnesium sulfate and the solvent was removed by distillation 
under reduced pressure. The residue was dissolved in a mixed solution of 
dichloroethane (100 ml) and pyridine (15 ml). To the resulting solution was added 
ethyl thioacetate (1 1 ml, 100 mmol), and then triethylamine (25 ml, 180 mmol) with 
stirring under ice cooling. The resulting mixture was stirred at room temperature for 1 
hour, then 80 °C for 3 hours. The resulting mixture was cooled to room temperature 
and partitioned between water and dichloromethane. The organic layer was washed 
with water, dried over anhydrous magnesium sulfate and the solvent was removed by 
distillation under reduced pressure. The residue was purified by column 
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chromatography through silica gel (eluent, hexane : ethyl acetate = 2:3), to give the 

title compound (18.1 1 g) as a brown viscous oil (yield 55 %). 

^-Nuclear magnetic resonance spectrum (500 MHz, CDCI3) 5 ppm: 

8.54 (2H, d, J=6Hz), 7.85 (1H, s), 7.28 (2H, dd, J=9Hz, 5Hz), 7.14 (2H, d, J=6Hz), 

7.04 (2H, t, J=9Hz), 4.39 (2H, q, J=7Hz), 1.40 (2H 3 t, J=7Hz). 

2) 5-Carboxv-2-(4-fluorophenyl)-3-rpvridin-4-vnthiophene 
5-Ethoxycarbonyl-2-(4-fluorophenyl)-3-(pyridin-4-yl)thiophene (15.17 g (46.3 

mmol), prepared as described in 1)) was dissolved in ethanol (150 ml). To the solution 
was added an aqueous solution of 1 N sodium hydroxide (93 ml, 93 mmol), and the 
resulting mixture was stirred at 100 °C for 30 minutes. At the end of this time, ethanol 
was removed by distillation under reduced pressure. To the reaction residue was 
added water, and then an aqueous solution of 1 N hydrochloric acid (93 ml). The 
precipitated crystals were collected by filtration, to give the title compound (12.64 g) 
as a pale brown powder (yield 91 %). 

^-Nuclear magnetic resonance spectrum (500 MHz, CDCI3) 5 ppm: 

8.52 (2H 5 d, J=6Hz), 7.90 (1H, s), 7.38 (2H, dd, J=9Hz, 5Hz), 7.26 (2H, t, J=9Hz), 

7.25 (2H, d ? J=6Hz). 

3) 2-( 4-FluorophenvlV3 -(p vridin-4- vDthiophene 

Quinoline (42 ml) and copper powder (2.95 g, 46.4 mmol) were added to 5» 
carboxy-2-(4-fluorophenyl)-3-(pyridin-4-yl)thiophene (12.64 g (42.2 mmol), prepared 
as described in 2))), and the resulting mixture was stirred at 240 °C for 2.5 hours. At 
the end of this time, the reaction mixture was cooled to room temperature and was 
filtered off. The filtrate was partitioned between ethyl acetate and a saturated aqueous 
solution of ammonium chloride. The organic layer was washed with water, dried over 
anhydrous magnesium sulfate and the solvent was removed by distillation under 
reduced pressure. The residue was purified by column chromatography through silica 
gel (eluent, hexane : ethyl acetate =1 : 1), to give the title compound (1 1.81 g) as a 
brown powder (yield quantitative). 

^-Nuclear magnetic resonance spectrum (500 MHz, CDCI3) 5 ppm: 

8.58-8.43 (2H, m), 7.38 (1H, d, J=5Hz), 7.26 (2H, dd, J=9Hz, 5Hz), 7.19 (1H, d, 

J=5Hz), 7.16 (2H, d, J=6Hz), 7.01 (2H, t, J=9Hz). 
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4) 4,5"Dibromo-2-(4-fluorophenvl)"3-(pvridin"4-vDthiophene 
2-(4-Fluorophenyl)-3-(pyridin-4-yl)thiophene (10.70 g (41.9 mmol), prepared as 

described in 3)) was dissolved in acetic acid (100 ml). To the solution was added 
bromine (8.6 ml, 167.6 mmol), and the resulting mixture was stirred at 60 °C for 5 
hours. The resulting mixture was cooled to room temperature, then made basic by the 
addition of an aqueous solution of 28 % ammonia, and extracted with ethyl acetate. 
The organic layer was washed with water, dried over anhydrous magnesium sulfate 
and the solvent was removed by distillation under reduced pressure. The residue was 
purified by column chromatography through silica gel (eluent, hexane : ethyl acetate 
= 5:2), to give the title compound (14.29 g) as a pale brown powder (yield 83 %). 
^-Nuclear magnetic resonance spectrum (500 MHz, CDCI3) 5 ppm: 
8.61 (2H, d, J=6Hz), 7.15 (2H, d, J=6Hz), 7.09 (2H, dd, J=9Hz, 5Hz), 6.95 (2H, t, 
J=9Hz). 

5) 4-Bromo-2-f 4-fluorophenvl)-3 -(p vridin-4- vPthiophene 

4,5-Dibromo-2-(4-fluorophenyl)-3-(pyridin-4-yl)thiophene (13.88 g (33.6 mmol), 
prepared as described in 4)) was dissolved in tetrahydrofuran (140 ml). To the 
solution was added dropwise at -78 °C a solution of 1.59 M butyl lithium/hexane 
(23.3 ml, 37 mmol). The resulting mixture was stirred at -78 °C for 15 minutes. At 
the end of this time, water (24 ml) was added to the reaction mixture and it was 
allowed to warm to room temperature. The reaction mixture was partitioned between 
a saturated aqueous solution of ammonium chloride and ethyl acetate. The organic 
layer was washed with water, dried over anhydrous magnesium sulfate and the 
solvent was removed by distillation under reduced pressure. The residue (solid) was 
washed with diethyl ether, to give the title compound (1 1 .20 g) as a pale brown 
powder (yield quantitative). 

^-Nuclear magnetic resonance spectrum (500 MHz, CDCI3) 5 ppm: 

8.60 (2H, d, J=6Hz), 7.39 (1H, s), 7.16 (2H, d, J=6Hz), 7.13 (2H, dd, J=9Hz, 5Hz), 

6.95 (2H, t, J=9Hz). 

6) (S>2-(4-FluorophenvlV4-rL23.5^ 
vPthiophene 



S:/Chemical/Sankyo/FP0207/FP0207s4 



P85695/FP-0207(PCT)/English translation (pt.4)/tsa-ig/03.07.03 



315 



Following a procedure similar to that described in Example 2 - 2), but using 4- 
bromo-2-(4-fluorophenyl)-3-(pyridin-4-yl)thiophene prepared as described in 5) 
instead of 3-bromo-5-(4-fluorophenyl)-4-(pyridin-4-yl)pyrazole, and using 
(S)-l,2,3,5,6,7,8,8a-octahydroindolizin-7-one instead of (±)-l ,2,3,5,6,7,8,8a- 
octahydroindolizin-7-one, the resulting product was subjected to a dehydration 
reaction as described in Example 3 and then treated by column chromatography 
through silica gel (eluent, ethyl acetate : methanol : isopropylamine = 10 : 10 : 1), to 
give the title compound (Rf=0.50, 263 mg) as a brown amorphous solid (yield 23 %). 
^-Nuclear magnetic resonance spectrum (500 MHz, CDCI3) 5 ppm: 
8.50 (2H, d, J=6Hz), 7.24 (2H, dd, J=9Hz, 5Hz), 7.15 (2H, d, J=6Hz), 7.02 (1H, s), 
6.99 (2H, t, J=9Hz), 6.20-6.16 (1H, m), 3.73-3.66 (1H, m), 3.25 (1H, dt, J=8Hz, 2Hz), 
3.00-2.92 (1H, m), 2.77-2.68 (1H, m), 2.42-2.28 (2H, m), 2.22 (1H, dd, J=18Hz, 
9Hz), 2.14-2.03 (1H, m), 1.98-1.88 (1H, m), 1.86-1.77 (1H, m), 1.63-1.50 (1H, m). 

[Example 9] 

(S)-2-(4-FluorophenvlV4-(L2,3,5. t 6,8a-hexahydroindolizin-7-vl)-3-(pvridin-4- 
vDthiophene (Exemplification compound number 11-1) 

The title compound (Rf=0.40, 307 mg) was obtained as a brown amorphous solid 
(yield 27 %) during the column chromatography through silica gel carried out in 
Example 8. 

^-Nuclear magnetic resonance spectrum (500 MHz, CDCI3) 5 ppm: 
8.50 (2H, d, J=6Hz), 7.24 (2H, dd, J=9Hz, 5Hz), 7.15 (2H, d, J=6Hz), 7.03 (1H, s), 
6.99 (2H, t, J=9Hz), 6.20-6.17 (1H, m), 3.43-3.37 (1H, m), 3.16 (1H, ddd, J=12Hz, 
5Hz, 2Hz), 2.99-2.92 (1H, m), 2.86 (1H, ddd, J=18Hz, 7Hz, 5Hz), 2.74-2.63 (2H, m), 
2.48-2.39 (1H, m), 2.12-2.03 (1H, m), 1.96-1.77 (2H, m), 1.66-1.55 (1H, m). 

[Example 10] 

(SV5-(4-ChlorophenYl)-3-(U^^ 

vPpvrazole (Exemplification compound number 7-503) 

1) 5-(4-Chlorophenvl)-4-(pvridin-4-vl)-l-(2-tTimethvlsilvlethoxy)methvlpvrazole 
55 % Sodium hydride (1.41 g, 32.1 mmol) was suspended in tetrahydrofuran (300 
ml). To the suspension was added 5-(4-chlorophenyl)-4-(pyridin-4-yl)pyrazole (8.21 
g, 32.1 mmol), and the resulting mixture was stirred at room temperature for 1 hour. 
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To the resulting mixture was added (2-trimethylsilylethoxy)methyl chloride (5.68 ml, 
32.1 mmol) dropwise under ice cooling, and the mixture was stirred at room 
temperature overnight. At the end of this time, water was added to the mixture and the 
mixture was extracted with ethyl acetate. The organic layer was washed with water, 
dried over anhydrous sodium sulfate and the solvent was removed by distillation 
under reduced pressure. The residue was purified by column chromatography through 
silica gel (eluent, hexane : ethyl acetate = 3 : 1), to give the title compound (11.12 g) 
as a pale brown oil (yield 90 %). 

^-Nuclear magnetic resonance spectrum (500 MHz, CDCI3) 8 ppm: 

8.45 (2H, d, J=6Hz), 7.79 (1H, s), 7.42 (2H, d, J=8Hz), 7.34 (2H, d, J=8Hz), 7.07 (2H, 

d, J=6Hz), 5.31 (2H, s), 3.69 (2H, t, J=8Hz), 0.94 (2H, t, J=8Hz), 0.00 (9H, s). 

2) (SV5-(4-Chlorophenvn-3-q.23^ 
vPpvrazole 

Following a procedure similar to that described in Example 2 - 2), but using 
5 -(4-chlorophenyl)-4-(pyridin-4-yl)- 1 -(2-trimethylsilylethoxy)methylpyrazole 
prepared as described in 1) instead of 3-bromo-5-(4-fluorophenyl)-4-(pyridin-4- 
yl)pyrazole, and using (S)-l,2,3,5,6,7,8,8a-octahydroindolizin-7-one instead of (±)- 
l,2,3,5,6,7,8,8a-octahydroindolizin-7-one, the resulting product was subjected to a 
dehydration reaction as described in Example 3 and then treated by column 
chromatography through silica gel (eluent, ethyl acetate : methanol : isopropylamine = 
10:1: 1), to give the title compound (Rf=0.50, 357 mg) as a pale brown powder 
(yield 4 %). 
m.p. 21 1-212 °C 

^-Nuclear magnetic resonance spectrum (500 MHz, CDCI3) 5 ppm: 
8.54 (2H, d, J=6Hz), 7.26 (4H, s), 7.15 (2H, d, J=6Hz), 5.98-5.86 (1H, m), 3.67-3.57 
(1H, m), 3.33-3.23 (1H, m), 2.97-2.87 (1H, m), 2.40-2.08 (4H, m), 2.06-1.93 (2H, m), 
1.86-1.72 (1H, m), 1.53-1.40 (1H, m). 

[Example 11] 

(S)-5-r4-ChlorophenvlV3-(L2J,5.6.8a-hexahvdroindolizin-7-vlV4-(pyridin-4- 
vDpyrazole (Exemplification compound number 1-1652) 
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The title compound (Rf=0.20, 454 mg) was obtained as a pale brown powder 
(yield 5 %) during the column chromatography through silica gel carried out in 
Example 10. 
m.p. 180-181 °C 

^-Nuclear magnetic resonance spectrum (500 MHz, CDCI3) 8 ppm: 
8.54 (2H, d, J=6Hz), 7.26 (4H 5 s), 7.15 (2H, d, J=6Hz), 5.95-5.85 (1H, m), 3.33-3.28 
(1H, m), 3.00-2.90 (2H, m), 2.81-2.71 (2H, m), 2.40-2.30 (1H, m), 2.44-2.14 (1H, m), 
2.03-1.86 (2H, m), 1.85-1.74 (1H, m), 1.54-1.44 (1H, m). 

[Example 12] 

5-(4-Fluorophenyl)-3-[(8aS)-2-methyl-L2,3,5,6,8a-hexahydroindolizin-7-yll-4- 
(pyridin-4-yl)pyrazole (Exemplification compound number 1-312) 

Following a procedure similar to that described in Example 2 - 2), but using 
(8aS)-2-methyl-l,2 ? 3,5 5 6 ? 7,8,8a-octahydroindolizin-7-one instead of (±)- 
1,2,3,5, 6,7,8, 8a-octahydroindolizin-7-one, the resulting product was subjected to a 
dehydration reaction as described in Example 3 and then treated by column 
chromatography through silica gel (eluent, ethyl acetate : methanol : isopropylamine = 
10 : 1 : 1), to give the title compound (Rf=0.30, 190 mg) as a white powder (yield 4 
%). 

m.p. 173 - 175 °C (with decomposition) 

^-Nuclear magnetic resonance spectrum (400 MHz, CDCI3) 8 ppm: 
8.54 (2H, d, J=6Hz), 7.28 (2H, dd, J=9Hz, 5Hz), 7.15 (2H, d, J=6Hz), 7.00 (2H, t, 
J=9Hz), 5.82 (1H, s), 3.60-3.48 (1H, m), 3.07-2.98 (1H, m), 2.96-2.80 (2H, m), 2.49- 
2.00 (5H, m), 1.10-1.00 (1H, m), 1.07 (3H, d, J=7Hz). 

[Reference example] 
[Reference example 1] 

(±VL2,3,5,6.7,8. > 8a-Octahydroindolizin-7-one 

1) (±V 1 -(t-Butoxycarbonyl)-N-methoxy-N-methylhomoprolinamide 

(±)-l-(t-Butoxycarbonyl)homoproline (5.03 g, 21.94 mmol) was dissolved in 
dichloromethane (100 ml). To the solution were added N-methoxy-N- 
methylhydroxylamine hydrochloride (2.57 g, 26.33 mmol), l-ethyl-3-(3'- 
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dimethylaminopropyl)carbodiimide (5.05 g, 26.33 mmol) and triethylamine (7.65 ml, 
54.85 mmol), and the resulting mixture was stirred at room temperature for 1 hour. At 
the end of this time, the reaction mixture was partitioned with a saturated aqueous 
solution of ammonium chloride. The organic layer was washed with water, dried over 
anhydrous magnesium sulfate and the solvent was removed by distillation under 
reduced pressure. The residue was purified by column chromatography through silica 
gel (eluent, hexane : ethyl acetate =1:2), to give the title compound (4.00 g) as a 
colorless oil (yield 67 %). 

^-Nuclear magnetic resonance spectrum (400 MHz, CDCI3) 5 ppm: 

4.28-4.12 (1H, br.s), 3.69 (3H, s), 3.45-3.25 (2H, br.s), 3.23-3.10 (3H, br.s), 3.09-2.83 

(1H, m), 2.51-2.35 (1H, m), 2.14-1.98 (1H, m), 1.92-1.72 (3H, m), 1.46 (9H, s). 

2) (±V 1 -(t-Butoxvcarbonvl)-2-(2-oxo-3-butenvl)pvrrolidine 
(±)-l-(t-Butoxycarbonyl)-N-methoxy-N-methylhomoprolinamide (4.00 g (14.69 

mmol), prepared as described in 1)) was dissolved in tetrahydrofuran (40 ml). To the 
solution was added a solution of 0.95 M vinylmagnesium bromide/tetrahydrofuran 
(23.2 ml, 22.04 mmol) at -78 °C, whilst stirring, and the resulting mixture was stirred 
until the reaction mixture was allowed to warm to room temperature. At the end of 
this time, to the reaction mixture was added a saturated aqueous solution of 
ammonium chloride and the resulting mixture was extracted with ethyl acetate. The 
organic layer was washed with water, dried over anhydrous magnesium sulfate and 
the solvent was removed by distillation under reduced pressure. The residue was 
purified by column chromatography through silica gel (eluent, hexane : ethyl acetate 
= 3:1), to give the title compound (1.48 g) as a colorless oil (yield 42 %). 
^-Nuclear magnetic resonance spectrum (500 MHz, CDCI3) 5 ppm: 
6.42-6.20 (2H, m), 5.88 (1H, dd, J=9Hz, 2Hz), 4.24-4.14 (1H, m), 3.47-3.23 (2.5H, 
m), 3.15-3.04 (0.5H, m), 2.60-2.44 (1H, m), 2.11-1.97 (1H, m), 1.90-1.77 (2H, m), 
1.74-1.64 (1H, m), 1.46 (9H, s). 

3) (±VL2,3,5,6,7,8,8a-Octahvdroindolizin-7-one 

(±)-l-(t-Butoxycarbonyl)-2-(2-oxo-3-butenyl)pyrrolidine (140 mg (0.59 mmol), 
prepared as described in 2)) was dissolved in tetrahydrofuran (2 ml). To the solution 
was added an aqueous solution of IN hydrochloric acid (1.76 ml, 1.76 mmol), and the 
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resulting mixture was stirred at 70 °C for 4 hours. At the end of this time, to the 

reaction mixture was added a saturated aqueous solution of sodium 

hydrogencarbonate and the resulting mixture was extracted with dichloromethane. 

The organic layer was washed with water, dried over anhydrous magnesium sulfate 

and the solvent was removed by distillation under reduced pressure, to give the title 

compound (76 mg) as a light brown oil (yield 93 %). 

^-Nuclear magnetic resonance spectrum (500 MHz, CDCI3) 5 ppm: 

3.36-3.30 (1H, m), 3.19-3.13 (1H, m), 2.69-2.58 (1H, m), 2.55-2.50 (1H, m), 2.38- 

2.19 (5H, m), 2.02-1.93 (2H, m), 1.87-1.80 (1H, m), 1.59-1.50 (1H, m). 

[Reference example 2] 

(±VL2,3,5,6,7,8,8a-Octahydroindolizin-7-one 

1) (±)-l-(t-Butoxvcarbonvl)-2-r4-(p-toluenesulfonvl)-2-oxobutvnpyrolidine 

(±)- 1 -(t-Butoxycarbonyl)-2-(2-oxo-3-butenyl)pyrrolidine 
(206 mg (10.86 mmol), prepared as described in Reference example 1 - 2)) was 
dissolved in tetrahydrofuran (2 ml). To the solution was added 4-methylthiophenol 
(107 mg, 0.86 mmol), and the resulting mixture was stirred at room temperature for 2 
hours. At the end of this time, the reaction mixture was concentrated by evaporation 
under reduced pressure, and the resulting residue was dissolved in dichloromethane (2 
ml). To the resulting mixture was added 70 wt % m-chloroperbenzoic acid (468 mg, 
1.894 mmol) by portions under ice cooling, and the resulting mixture was stirred at 
room temperature for 2 hours. To the mixture were added an aqueous solution of 10 
% sodium thiosulfate and a saturated aqueous solution of sodium hydrogencarbonate 
in that order, and the resulting mixture was stirred and extracted with 
dichloromethane. The organic layer was washed with water, dried over anhydrous 
magnesium sulfate and the solvent was removed by distillation under reduced 
pressure, to give the title compound (322 mg) as a colorless oil (yield 94 %). 
^-Nuclear magnetic resonance spectrum (500 MHz, CDC1 3 ) 8 ppm: 
7.78 (2H, d, J=8Hz), 7.37 (2H, br.d, J=8Hz), 4.14-4.04 (1H, m), 3.48-3.22 (4H, m), 
3.00-2.77 (3H, m), 2.49-2.35 (4H, m), 2.10-1.98 (1H, m), 1.86-1.74 (2H, m), 1.43 
(9H, br.s), 1.33-1.22 (1H, m). 

2) r±V1.2.3.5,6.7,8.8a-Octahvdroindolizin-7-one 
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(±)- 1 -(t-Butoxycarbonyl)-2-[4-(p»toluenesulfonyl)-2-oxobutyl]pyrrolidine (322 mg 
(0.814 mmol), prepared as described in 1)) was dissolved in methanol (3.2 ml). To the 
solution was added a solution of 4N hydrochloric acid/dioxane (0.61 ml, 2.44 mmol), 
and the resulting mixture was stirred at 50 °C for 30 minutes. At the end of this time, 
the reaction mixture was concentrated by evaporation under reduced pressure to 
remove solvents and any excess of hydrochloric acid. To the residue was added a 
saturated aqueous solution of sodium hydrogencarbonate and this was extracted with 
dichloromethane. The organic layer was washed with water, dried over anhydrous 
magnesium sulfate and the solvent was removed by distillation under reduced 
pressure. The residue was purified by column chromatography through alumina 
(eluent, ethyl acetate), to give the title compound (74 mg) as a light brown oil (yield 
65 %). 

The oil was determined as (±)-l,2,3,5,6,7,8,8a-octahydroindolizin-7-one by 
! H-nuclear magnetic resonance spectrum. 

[Reference example 3] 

fS)-L23,5,6,7,8,8a-Octahvdroindolizin->7-one 
1) (SVl-Methvlmalonyl homoproline 



(S)-Homoproline (LOO g, 7.74 mmol) was suspended in dichloromethane (30 ml). 
To the suspension was added triethylamine (1.08 ml, 7.74 mmol), and then 
methylmalonyl chloride (0.83 ml, 7.74 mmol) was added dropwise under ice cooling. 
The resulting mixture was stirred under ice cooling for 15 minutes and a further 30 
minutes at room temperature. The reaction mixture was partitioned with a saturated 
solution of sodium hydrogencarbonate. A solution of concentrated hydrogen chloride 
was added to the aqueous layer to adjust the pH to 2, and this was then extracted with 
a mixed solution of dichloromethane and isopropanol (4:1). The organic layer was 
washed with water, dried over anhydrous magnesium sulfate and the solvent was 
removed by distillation under reduced pressure. The resulting residue was washed 
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with diisopropyl ether, to give the title compound (1.42 g) as a pale yellow powder 
(yield 80 %). 
m.p. 142 - 144 °C 

^-Nuclear magnetic resonance spectrum (500 MHz, CDCI3) 8 ppm: 
4.40-4.38 (0.8H, m), 4.35-4.29 (0.2H, m), 3.76 (2.4H, s), 3.57-3.43 (3H, m), 3.42 
(1.6H, s), 3.00 (0.8H, dd, J=16Hz, 4Hz) ? 2.65 (0.2H, dd, J=16Hz, 4Hz), 2.52 (0.2H, 
dd, J=16Hz, 8Hz), 2.46 (0.8H, dd, J=16Hz, 8Hz), 2.20-2.08 (1H, m), 2.07-1.92 (2H, 
m), 1.90-1.83 (1H, m). 

2) (8aS)-6-Methoxycarbonyl- 1,2,3, 5,6,7,8, 8a-octahydroindolizin-5,7-dione 



(S)-l-Methylmalonyl homoproline (200 mg (0.87 mmol), prepared as described in 
1)) was suspended in tetrahydrofuran (6 ml). To the suspension was added 
carbonyldiimidazole (156 mg, 0.96 mmol), and the resulting mixture was stirred at 
room temperature for 30 minutes. To the mixture was added l,8-diazabicyclo[5.4.0]- 
7-undecene (143 |ul 5 0.96 mmol), and the resulting mixture was stirred at room 
temperature for 1 hour. The reaction mixture was evaporated by distillation under 
reduced pressure, and the residue was partitioned between dichloromethane and an 
aqueous solution of IN hydrochloric acid. The organic layer was washed with water, 
dried over anhydrous magnesium sulfate and the solvent was removed by distillation 
under reduced pressure, to give the title compound (183 mg) as a pale yellow powder 
(yield quantitative). 

l H-Nuclear magnetic resonance spectrum (500 MHz, CDCI3) 5 ppm: 



3.90 (3H, s), 3.76-3.69 (1H, m), 3.67-3.60 (1H, m), 3.53-3.44 (1H, m), 2.68 (1H, dd, 
J=17Hz, 4Hz), 2.54 (1H, dd, J=17Hz, 13Hz), 2.30-2.23 (1H, m), 2.08-2.00 (1H, m), 
1.88-1.76 (1H, m), 1.70-1.56 (2H, m). 

3) (S)-l,2,3,5,6,7,8,8a-Octahydroindolizin-5 J-dione 




O 
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(8aS)-6-Methoxycarbonyl-l,23,5,673 ? 8a-octahydroindolizin-5,7-dione (183 mg 
(0.87 mmol), prepared as described in 2)) was dissolved in an aqueous solution of 10 
% acetic acid (2 ml). The resulting mixture was stirred at 1 10 °C for 30 minutes, and 
then cooled to room temperature. To the reaction mixture was added a saturated 
aqueous solution of sodium hydrogencarbonate and the mixture was made alkaline. 
The mixture was extracted with a solution of dichloromethane and isopropanol (4:1). 
The organic layer was washed with water, dried over anhydrous magnesium sulfate 
and the solvent was removed by distillation under reduced pressure, to give the title 
compound (117 mg) as a pale brown oil (yield 87 %). 
l H-Nuclear magnetic resonance spectrum (500 MHz, CDCI3) 5 ppm: 
3.89-3.81 (1H, m), 3.72-3.64 (1H, m), 3.60-3.53 (1H, m), 3.27 (2H, dd, J=24Hz, 
20Hz), 2.85 (1H, dd, J=17Hz, 3Hz), 2.36-2.30 (1H, m), 2.29 (1H, dd, J=17Hz, 12Hz), 
2.13-2.04 (lH,m), 1.97-1.86 (1H, m), 1.72-1.62 (1H, m). 

4) rS)-7-(l-Pvrrolidinyl)-L2,3,5,8,8a-hexahvdroindolizin-5-one 



(S)- 1,2,3,5,6,7, 8, 8a-Octahydroindolizin-5,7-dione (117 mg (0.76 mmol), prepared 
as described in 3)) was dissolved in ethanol (1.2 ml). To the solution was added 
pyrrolidine (128 jjlI, 1.53 mmol), and the resulting mixture was allowed to stand at 
room temperature for 5 minutes. At the end of this time, the reaction mixture was 
concentrated by distillation under reduced pressure to remove solvents and any excess 
of pyrrolidine, to give the title compound (160 mg) as a light yellow powder (yield 
quantitative). 

^-Nuclear magnetic resonance spectrum (500 MHz, CDCI3) 8 ppm: 

4.60 (1H, s), 3.70-3.58 (2H, m), 3.50-3.41 (1H, m), 3.37-3.11 (4H, br.m), 2.62 (1H, 

dd, J=16Hz, 5Hz), 2.30-2.14 (2H, m), 2.05-1.57 (7H, m). 
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In the HPLC measurement of the above powder, R-isomer was not detected under 
the conditions described below, then it was determined that the optical purity of the 
powder was more than 99 % ee. 
HPLC conditions: 

Column: CHIRALPAK OD (a trade mark for a product of Daiseru Chemical Industry 



Mobile phase: n-hexane/isopropanol = 90/10 
Flow rate: 1.0 ml/minute 
Temperature: 40 °C 
Detection: 254nm(UV) 
Retention time: S-isomer 27.23 minutes 
R-isomer 32.30 minutes 

5) (SVL23,5A7,8,8a-Octahydroindolizin-7-one 



(S)-7-(l-Pyrrolidinyl)-l,2,3,5,8,8a-hexahydroindolizin-5-one (645 mg (3.13 mmol), 
prepared as described in 4)) was dissolved in tetrahydrofuran (10 ml). To the solution 
was added lithium aluminum hydride (356 mg, 9.39 mmol) under ice cooling, and the 
resulting mixture was stirred at room temperature overnight. To the reaction mixture 
were added an aqueous solution of IN sodium hydroxide (1.44 ml) and ethanol, and 
insoluble material was filtered off. The filtrate was concentrated by distillation under 
reduced pressure and the resulting residue was purified by column chromatography 
through alumina (eluent, ethyl acetate), to give the title compound (236 mg) as a light 
brown oil (yield 54 %). 
b.p. 75 - 78 C° 16 mmHg 

^-Nuclear magnetic resonance spectrum (500 MHz, CDCI3) 5 ppm: 

3.36-3.30 (1H, m), 3.19-3.13 (1H, m), 2.67-2.58 (1H, m), 2.55-2.50 (1H, m), 2.38- 

2.19 (5H, m), 2.02-1.93 (2H, m), 1.87-1.80 (1H, m), 1.59-1.50 (1H, m). 

By the ^-Nuclear magnetic resonance spectrum measurement (described in W.H. 
Pirkle and D.J. Hoover, Top. Stereochem., 13, 263 (1982) fully) using shift reagents, 
R-isomer was not detected from the above powder, then it was determined that the 
optical purity of the powder was more than 99 % ee. 
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[Reference example 4] 

(8aS)-2-Methyl-L2,3,5,6,7,8,8a-octahvdromdolizin-7-one 

1) (S)-l-Benzyloxvcarbonyl-4-methvlideneproline methyl ester 

Potassium t-butoxide (1.41 g, 12.6 mmol) was suspended in diethyl ether (100 ml). 
To the suspension was added methyltriphenylphosphonium bromide (4.80 g, 13.4 
mmol), and the resulting mixture was stirred at 5 C° for 15 minutes. To the mixture 
was added (S)-l-benzyloxycarbonyl-4-oxoproline methyl ester (2.50 g, 9.0 mmol) in 
diethyl ether (30 ml), and the resulting mixture was stirred at 35 C° for 3 hours. At the 
end of this time, the reaction mixture was added to a saturated solution of ammonium 
chloride (50 ml) under ice cooling, and then partitioned. The organic layer was 
washed with water, dried over anhydrous magnesium sulfate and the solvent was 
removed by distillation under reduced pressure. The residue was purified by column 
chromatography through silica gel (eluent, ethyl acetate : hexane =1:3), to give the 
title compound (1.80 g) as a pale yellow oil (yield 72 %). 
^-Nuclear magnetic resonance spectrum (400 MHz, CDCI3) 5 ppm: 
7.40-7.23 (5H, m), 5.21-4.95 (4H, m), 4.60-4.50 (1H, m), 4.20-4.09 (2H, m), 3.74 
(1.5H, s), 3.60 (1.5H, s), 3.07-2.91 (1H, m), 2.65 (1H, d, J=16Hz). 

2) (2S)-4-methvlproline methyl ester 

(S)-l-Benzyloxycarbonyl-4-methylideneproline methyl ester (1.80 g (6.5 mmol), 
prepared as described in 1)) was dissolved in methanol (50 ml). The resulting solution 
was stirred at room temperature in an atmosphere of hydrogen in the presence of 10 % 
palladium on charcoal (180 mg) for 2 hours. At the end of this time, the reaction 
mixture was filtered to remove the catalyst and the filtrate was concentrated by 
evaporation under reduced pressure, to give the title compound (0.93 g) as a pale 
yellow oil (yield quantitative). 

! H-Nuclear magnetic resonance spectrum (400 MHz, CDC1 3 ) 5 ppm: 
3.82 (1H, t, J=8Hz), 3.74 (3H, s), 3.08 (1H, dd, J=10Hz, 7Hz), 2.60 (1H, dd, J=10Hz, 
8Hz), 2.33 (1H, dt, J=12Hz, 8Hz), 2.28-2.15 (1H, m), 1.44-1.37 (1H, m), 1.27 (1H, 
dd, J=14Hz, 7Hz), 1.02 (3H, d, J=7Hz). 

3) (2SV 1 -Benzyloxvcarbonvl-2-hydroxymethyl-4-methylpvrrolidine 
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(2S)-4-Methylproline methyl ester (0.93 g (6.5 mmol), prepared as described in 2)) 
was dissolved in toluene (20 ml). To the solution were added an aqueous solution (20 
ml) of sodium hydrogencarbonate (1.89 g, 22.5 mmol) and benzyl chloro formate 
(1.54 ml, 10.8 mmol), and the resulting mixture was stirred at room temperature 
overnight. The reaction mixture was extracted with ethyl acetate. The organic layer 
was washed with water and the solvent was removed by distillation under reduced 
pressure, to give (2S)-l-benzyloxycarbonyl-4-methylproline methyl ester (1.78 g) as a 
pale yellow oil (yield 99 %). All of the compound obtained above was dissolved in 
tetrahydrofuran (30 ml). To the resulting solution was added lithium borohydride 
(0.28 g, 13 mmol) in three portions, and the resulting mixture was stirred at room 
temperature. Ice was added to the mixture and the mixture was stirred for 1 hour. The 
reaction mixture was extracted with ethyl acetate. The organic layer was washed with 
water, dried over anhydrous magnesium sulfate and the solvent was removed by 
distillation under reduced pressure. The residue was purified by column 
chromatography through silica gel (eluent, ethyl acetate : hexane = 2:5), to give the 
title compound (1.07 g) as a pale yellow oil (yield 66 %). 
^-Nuclear magnetic resonance spectrum (400 MHz, CDCI3) 6 ppm: 
7.42-7.29 (5H, m), 5.14 (2H, br.s), 5.07-4.90 (1H, m), 4.08-3.87 (1H, m), 3.86-3.40 
(4H, m), 2.90-2.65 (1H, m), 2.40-2.05 (2H, m), 1.02 (3H, d, J=6Hz). 

4) (2SV 1 -Benzvloxvcarbonvl-2-cvanomethvl-4-methvlpyrrolidine 
(2S)-l-Benzyloxycarbonyl-2-hydroxymethyl-4-methylpyrrolidine (1.07 g (4.29 
mmol), prepared as described in 3)) was dissolved in dichloromethane (15 ml). To the 
solution were added triethylamine (0.68 ml, 4.90 mmol), and then methanesulfonyl 
chloride (0.35 ml, 4.46 mmol) under ice cooling. The resulting mixture was stirred at 
the same temperature for 30 minutes. To the reaction mixture was added a saturated 
aqueous solution of sodium hydrogencarbonate and the resulting mixture was 
extracted with dichloromethane. The organic layer was washed with water, dried over 
anhydrous magnesium sulfate and the solvent was removed by distillation under 
reduced pressure, to give a brown oil (1.26 g, mesylate). The oil was dissolved in 
dimethyl sulfoxide (15 ml). To the solution was added sodium cyanide (0.19 g, 3.87 
mmol), and the resulting mixture was stirred at 100 C° for 30 minutes. To the reaction 
mixture was added a saturated aqueous solution of sodium hydrogencarbonate and 
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this was extracted with dichloromethane. The organic layer was washed with water, 
dried over anhydrous magnesium sulfate and the solvent was removed by distillation 
under reduced pressure, to give the title compound (0.77 g) as a pale brown oil (yield 
70 %). 

^-Nuclear magnetic resonance spectrum (400 MHz, CDCI3) 8 ppm: 
7.50-7.30 (5H, m), 5.25-5.05 (2H, m), 4.20-3.78 (1.8H, m), 3.70-3.62 (0.2H, m), 3.15- 
2.88 (1.4H, m), 2.84-2.67 (1.2H, m), 2.62-2.50 (0.4H, m), 2.45-2.30 (0.8H, m), 2.23- 
2.00 (1H, m), 1.89-1.77 (0.2H, m), 1.60-1.49 (1H, m), 1.10-1.03 (3H, m). 

5) ( 2S)-4-Methvlhomoproline hydrochloride 

(2S)-l-Benzyloxycarbonyl-2-cyanomethyl-4-methylpyrrolidine (17.70 g (68.5 
mmol), prepared as described in 4)) was dissolved in concentrated hydrochloric acid 
(100 ml), and the resulting solution was stirred at 80 °C overnight. The resulting 
reaction mixture was cooled to room temperature and the solvent was removed by 
distillation under reduced pressure. The resulting solid was washed with acetone and 
dissolved in ethanol (50 ml). The insoluble material was filtered off. The filtrate was 
concentrated by evaporation under reduced pressure, to give the title compound 
(1 1.44 g) as a white powder (yield 93 %). 

^-Nuclear magnetic resonance spectrum (400 MHz, DMSO-d 6 ) 5 ppm: 
3.90-3.60 (1H, m), 3.40-3.20 (1H, m), 2.90-2.63 (3H, m), 2.42-2.16 (2H, m), 1.29- 

1.13 (1H, m), 1.06-0.95 (3H, m), 

6) (8aSV2-Methvl-L2,3,5,6J,8,8a-octahydroindolizin-7-one 

Following a procedure similar to that described in Reference example 3-1), but 
using (2S)-4-Methylhomoproline hydrochloride prepared as described in 5) instead of 
(S)-homoproline, and using double the molar quantity of triethylamine, then the 
resulting product was subjected to procedures similar to that described in Reference 
example 3-2), 3), 4) and 5) in that order, to give the title compound as a yellow oil 
(yield 61 %). 

^-Nuclear magnetic resonance spectrum (400 MHz, CDCI3) 8 ppm: 

3.34-3.22 (1.2H, m), 2.77 (0.8H, dd, J=9Hz, 3Hz), 2.68-2.55 (1H, m), 2.51-2.43 (2H, 

m), 2.39-2.24 (5H, m), 2.20-2.10 (1H, m), 1.87-1.75 (0.8H, m), 1.57-1.51 (0.2H, m), 

1.14 (2.4H, d, J=7Hz), 1.04 (0.6H, d, J=7Hz). 
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[Formulation Examples] 

The formulations containing a compound represented by the general formula (I) 
defined above, or a pharmacologically acceptable salt, ester or other derivative thereof 
of the present invention can be prepared by methods such as the following. 

[Formulation Example 1] Powder 

5 g of the compound of Example 1, 895 g of lactose and 100 g of corn starch are 
mixed in a blender to provide the desired powder. 

[Formulation Example 2] Granules 

5 g of the compound of Example 2, 865 g of lactose and 100 g of low- substituted 
hydroxypropylcellulose are mixed, 300 g of a 10% aqueous hydroxypropyl cellulose 
solution are added to the resulting mixture, and this is then kneaded. The product thus 
obtained is then granulated using an extrusion granulating machine and dried to 
provide the desired granules. 

[Formulation Example 3] Capsules 

5 g of the compound of Example 3, 1 15 g of lactose, 58 g of corn starch and 2 g of 
magnesium stearate are mixed using a V-shaped mixer, No. 3 capsules are chosen and 
then each of said No. 3 capsules is filled with 180 mg of the resulting mixture to 
provide the desired capsules. 

[Formulation example 4] Tablets 

5 g of the compound of Example 4, 90 g of lactose, 34 g of corn starch, 20 g of 
crystalline cellulose and 1 g of magnesium stearate are mixed in a blender, and the 
resulting mixture is then formed into tablets with a tablet machine to provide the 
desired tablets. 

[Test Examples] 
[Test Example 1] 

Inhibition of the Production of the Cytokines IL-1 p and TNFoc 
in vitro in Human Whole Blood 
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This test was performed according to the method of Hartman, et al. [D.A. 
Hartman, SJ. Ochalski and R.P. Carlson; The effects of anti-inflammatory and 
antiallergic drugs on cytokine release after stimulation of human whole blood by 
lipopolysaccharide and 2ymosan A: Inflamm. Res., 44, 269 (1995)]. 

Peripheral blood samples were collected in the presence of heparin from healthy 
adult volunteers. 1000 ul of whole blood were added to an Eppendorf tube to which 2 
ul of a dimethyl sulfoxide solution of the test compound had been added in advance, 
after which 10 ul of lipopolysaccharide (E. coli 026: B6 origin, Difco) were added as 
a stimulant (final concentration of said lipopolysaccharide: 10 ug/ml). This was 
mixed well and then incubated for 6 hours at 37°C in the presence of 5% C0 2 . At the 
end of the incubation, the mixture was cooled to 4°C to stop the reaction, followed 
immediately by centrifuging for 5 minutes at 14,000 rpm to separate and collect the 
supernatant plasma. The IL-ip and TNFa produced and released into the plasma 
were measured using commercially available enzyme immunoassay (ELISA) kits 
[Cayman (IL-ip) and Genzyme (TNFa)]. The procedure was also repeated in the 
absence of test compound. The inhibitory effect [IC 50 (uM)] on the production of IL- 
ip and TNFa was determined by the method of least squares from the amounts of the 
cytokines produced in the presence and absence of the test compound. The results for 
the inhibitory effect on TNFa production are as shown in Table 14 below. 

Table 14 

Inhibitory Effect on TNFa Production and Inhibitory Effect on IL-1 p Production 



Test compound 


Inhibitory Effect on 
TNFa Production 
IC 50 [uM] 


Inhibitory Effect on 
IL-ip Production 
IC 5 o[uM] 


Compound of Example 2 


0.070 


0.035 


Compound ot Example 12 


0.0026 





As shown in Tables 14 above, in this test, the tested compounds of the present 
invention showed excellent inhibitory activity against the production of cytokines. 
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[Test Example 2] 

Inhibition of the Production of TNFg in vivo 

This test was performed according to the method of Ochalski, et al. [S.J. Ochalski, 
D.A. Hartman, M.T. Belfast, T.L. Walter, K.B. Glaser and R.P. Carlson; Inhibition of 
endotoxin-induced hypothermia and serum TNF-cc levels in CD-I mice by various 
pharmacological agents: Agents Actions 39, C52-C54 (1993)]. 

The production of TNFa was induced in mice by the intravenous injection of 
lipopolysaccharide (E. coli 026: B6 origin, Difco) which was prepared to a 
concentration of 0.045 mg/ml using physiological saline. The saline preparation of 
lipopolysaccharide was administered at the rate of 10 ml/1 kg of body weight into the 
caudal vein of Balb/c mice (males, age 5-7 weeks, body weight: approx. 22 g, Japan 
Charles River) which had been fasted overnight starting on the day before the 
experiment. One hour after administration, the mice were laparotomized under ether 
anaesthesia and blood was collected from the abdominal vena cava. Blood collection 
was performed using a 1 ml volume disposable syringe equipped with a 23G needle 
which had been moistened with heparin on the inside wall. Following blood 
collection, the blood was immediately transferred to a 1.5 ml volume Eppendorf tube 
and centrifuged at 4°C and 14,000 rpm to separate the plasma. This plasma was then 
stored at -20°C until measurement of TNFa. The measurement of the amount of 
TNFa was performed with a commercially available enzyme immunoassay (ELISA) 
kit (Mouse TNFa ELISA KIT, Genzyme). 

To determine the inhibitory activity of the test compounds, each test compound 
was suspended in a 0.5% tragacanth solution and then administered orally to the 
Balb/c mice at the rate of 10 ml/1 kg of body weight 30 minutes before injection of 
lipopolysaccharide. A minimum of 3 dose levels of the test compound was 
administered to groups of 5 test mice for each test compound. The inhibitory rate 
relative to the control group was calculated for each dose level. 

In this test, the tested compounds of the present invention showed excellent 
inhibitory activity against the production of TNFa in vivo. 

[Test Example 3] 

Inhibition of the Production of IL-13 in vivo 
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This test was performed according to the method of Griffiths, et al. [Richard J. 
Griffiths, Ethan J. Stam, James T. Downs and Ivan G. Otterness; ATP Induces the 
Release of IL-1 from LPS-Primed Cells In Vivo: J. Immunol., 154, 2821-2828 
(1995)]. 



The production of IL-1 p was induced in mice by the intraperitoneal injection of 
lipopolysaccharide followed by the intraperitoneal injection of adenosine triphosphate 
(ATP). This was achieved by first administering a solution of lipopolysaccharide (E. 
coli 026: B6 origin, Difco), which had been prepared to a concentration of 0.0045 
mg/ml using physiological saline, at the rate of 10 ml of said saline solution/1 kg of 
body weight into the peritoneal cavity of Balb/c mice (males, age 5-7 weeks, body 
weight: approx. 22 g, Japan Charles River) which had been fasted overnight starting 
on the day before the experiment. Two hours later, 0.5 ml of ATP, which had been 
prepared to a concentration of 6.03 mg/ml using physiological saline, were 
administered into the peritoneal cavity. 0.5 hours after the administration of ATP, the 
mice were sacrificed by suffocation using dry ice followed immediately by 
intraperitoneal injection of 3 ml of washing phosphate buffer solution [containing 
heparin (10 U/ml), p-toluenesulfonyl fluoride (0.25 mM), leupepsin (1 |ag/ml), 
pepstatin (1 ^g/ml) and EDTA (1 mM)] to wash the peritoneal cavity. A 1 ml volume 
disposable syringe equipped with a 21G needle was then used to recover the washing 
liquid. After the recovery, the washing liquid from the peritoneal cavity was 
immediately transferred to a 1.5 ml volume Eppendorf tube and centrifuged at 4°C 
and 7,500 rpm to separate the supernatant. This supernatant was then stored at -20°C 
until measurement of IL- 1 P . 

The measurement of the amount of IL-1 p was performed with an enzyme 
immunoassay (ELISA) kit (Mouse IL-lp ELISA KIT, Genzyme). 

To determine the inhibitory activity of the test compounds, each test compound 
was suspended in a 0.5% tragacanth solution and then administered orally to the 
Balb/c mice at the rate of 10 ml/1 kg of body weight 30 minutes before injection of 
lipopolysaccharide. 

A minimum of 3 dose levels of the test compound was administered to groups of 5 
test mice for each test compound. The mean inhibitory rate relative to the control 
group was calculated for each dose level. 
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In this test, the compounds of the present invention demonstrated an excellent 
inhibitory effect against the production of IL-10 in 



vivo. 



[Test Example 4] 

Activity in Preventing the Development ofjyj uvantjnduced Arthritis in vivo 
The test was performed according to the method described by Winder et al. 
(Arthritis Rheum., 12, 472-482, 1969). 

Heat-killed dried Mycobacterium butyricum (Difco Laboratories, Lot 679123) was 
ground on an agate mortar, and was then suspended in dry-sterilised liquid paraffin 
(first grade, Wako Pure Chemical Industries, Ltd.) to make a 2 mg/ml suspension. 
The resulting suspension was then sonicated and used as an adjuvant. Arthritis was 
induced by the intradermal injection of the adjuvant (100 ug of heat killed dried 
bacterium/0.05 ml of paraffin/paw) into the heel of the right hind paw of a Lewis rat 
(male, age 9 weeks, 190 g, Japan Charles River). The test compounds, which had 
been suspended in a 0.5% aqueous sodium carboxymethyl cellulose solution (CMC, 
Daiichi Pure Chemicals, Co., Ltd.), were administered orally at the rate of 5 ml/kg ' 
once a day from the day of injection of the adjuvant (day 0) to day 20. 

The volumes of the right hind paw (adjuvant-injected paw) and left hind paw (non- 
injected paw) were measured on days 3, 5, 7, 10, 13, 15, 18 and 21 using a 
Plethysmometer™ (Ugo Basile), the hind paws being soaked from the toe to the 
hairline in the bath of the Plethysmometer™. The volumes of the swollen feet 
(adjuvant-injected right hind foot volume - non-injected left hind foot volume) were 
calculated. The percent inhibition of swelling of the injected foot of the treated 
animals as compared to that of the control animals on day 21 was calculated as 
follows. 



Inhibition (%) = {l-(swollen foot volume of compound-treated animals)/(swollen 
foot volume of control animals)} x 100 

In this test, the tested compounds of the present invention showed excellent 
activity in preventing the development of adjuvant-induced arthritis. 
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[Test Example 5] 

Activity in Preventing the Development of Arthritis Induced hy 
Anti-Collagen Antibody in vivo 

In this test, an anti-collagen antibody-induced mouse arthritis model 
employed. 



0.5 ml of an anti-collagen antibody solution (4 mg/ml, Arthritogenic mAb 
Cocktail: product of Immuno-Biological Laboratories Co., Ltd) were injected into the 
caudal vein of Balb/c mice (males, age 5-6 weeks old, Japan Charles River). Three 
days after injection, 0.1 ml of a lipopolysaccharide solution (0.5 mg/ml, Arthritogenic 
mAb Cocktail: product of Immuno-Biological Laboratories Co., Ltd) were 
administered to the mice by intraperitoneal injection. 

The test compounds, which had been suspended in 0.5% tragacanth were 
administered orally to the test animals at the rate of 10 ml/1 kg of body weight once 
per day for 7 days from the day when the anti-collagen antibody was administered. 
To the mice of the control group, 0.5% tragacanth solution was administered instead 
of solutions of the test compounds. 

After the administration of the test compounds (or 0.5% tragacanth solution), the 
degree of edema in the 4 paws of each test mouse was scored according to the 
following basis: 

0: normal (edema is not observed); 

1 : edema is observed in one of die five toes; 

2: edema is observed in two or more of the five toes; 

3: the whole of the paw is swollen. 

The degree of arthritis in the test mouse was evaluated by the total of the edema 
scores in the 4 paws. The rate of suppression was calculated from the degrees of 
arthritis of the control animals and of the animals treated with the test compounds. 

From the rates of suppression, the activity of suppression was judged. 

In this test, the tested compounds of the present invention showed excellent 
activity in preventing the development of arthritis induced by anti-collagen antibody. 

[Test Example 6] 
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in vivo 



Activity in Treating Art hritis Induced by Anti-Collagen Antibody 

In this test, an anti-collagen antibody-induced mouse arthritis model was 
employed. 

0.5 ml of an anti-collagen antibody solution (4 mg/ml, Arthritogenic mAb 
Cocktail: product of Immuno-Biological Laboratories Co., Ltd) were injected into the 
caudal vein of Balb/c mice (males, age 5-6 weeks old, Japan Charles River). Three 
days after injection, 0.1 ml of a lipopolysaccharide solution (0.5 mg/ml, Arthritogenic 
mAb Cocktail: product of Immuno-Biological Laboratories Co., Ltd) were 
administered to the mice by intraperitoneal injection. 

7 days after the administration of the anti-collagen antibody solution, the degree of 
edema in the 4 paws of each test mouse was scored according to the basis as shown in 
Test Example 5 above. 

Those mice in which edema in both the hind paws had been scored as "3" were 
selected. Test compounds, which had been suspended in 0.5% tragacanth solution, 
were administered orally to the selected mice at the rate of 10 ml/kg of body weight 
once per day for 3 days. To the mice of the control group, 0.5% tragacanth solution 
was administered instead of solutions of the test compounds. 

After the administration of the test compounds (or 0.5% tragacanth solution), the 
degree of arthritis in each test mouse was evaluated in the same manner as described 
in Test Example 5. The rates of treatment of arthritis induced by anti-collagen 
antibody were calculated from the degrees of arthritis of the control animals and of 
the compound-treated animals. 

From the rates of suppression, the activity of suppression was judged. 

In this test, the tested compounds of the present invention showed excellent 
activity in treating arthritis induced by anti-collagen antibody. 

The compounds of the present invention exhibit excellent activity in inhibiting the 
production of inflammatory cytokines, particularly in inhibiting the production of IL- 
1P and TNFa. Furthermore, the compounds of the present invention have satisfactory 
oral absorptivity and a low level of toxicity. 
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Consequently, the compounds of the present invention are useful as 
pharmaceutical agents. They can, for example, be used as an analgesic, an anti- 
inflammatory agent and an antiviral agent as well as an agent for use in the 
prophylaxis and treatment of chronic rheumatoid arthritis, osteoarthritis, allergic 
diseases, asthma, septicaemia, psoriasis, osteoporosis, autoimmune diseases (e.g., 
systemic lupus erythematosus, ulcerative colitis, Crohn's disease and the like), 
diabetes, glomerular nephritis, hepatitis, cancer, ischemic heart disease, Alzheimer's 
disease and arteriosclerosis. Of these applications, the compounds of the present 
invention are particularly useful as an analgesic and an anti-inflammatory agent and 
as an agent for the prophlaxis and treatment of chronic rheumatoid arthritis, 
osteoarthritis, allergic diseases, septicaemia, psoriasis, osteoporosis, ulcerative colitis, 
diabetes, hepatitis and arteriosclerosis. 
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